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Alzheimer's disease, alcoholic or drug withdrawal, etc. 



(57) Abstract: Tricyclic and heterocyclic derivatives represented by 
the following general formula (I) and pharmaceutically acceptable salts 
thereof; a process for producing the same; and drugs containing the same 
as the active ingredient: (I) wherein W, X and Y represent each carbon 
or nitrogen; U and Z represent each CR 2 , NR 13 , nitrogen, oxygen, sulfur, 
etc.; the ring A represents a carbon ring or a heterocycle; R 1 represents 
alkyl, alkenyl, alkynyl, NR 4 R 5 , OR 6 , etc.; and R 3 represents a carbon 
ring or a heterocycle. Because of having a corticotropin release factor 
receptor antagonism, the compounds represented by the general formula 
(I) are useful in preventing and/or treating depression, anxiety, eating 
disorder, post-traumatic stress, digestive ulcer, irritable bowel syndrome, 
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ha f^^CtiiHT- (Corticotropin Releasing Factor : CRF) fi„ 1981 
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F 3 N W/s = bP, NR 4 R 5 , OR\ = N-OR<\ SH N S(0) n R\ 
COR 6 , COOR\ CONR 4 R 5 N NR 8 COR\ NR 8 COOR 6 , NR 
5 8 CONR 4 R\ 1 ~ 5B<DR 20 X*W$k£ft>X^Z>frh L< {£4£g|&©C 3 

5HL<ftit^ 1 ~ 4 fllO^ff 1 ~ 2^@wSfe^^*3 i-CJ*/^ 

^(4i~2^(D^MT-^Wi-5 3~i oM.(Dm^h L< f±H#«*^ 

^&^lfitt5Sl~2#|-t?ttm^tLrV>5C 1 ~ 4 T/l^/J/^fr U 
10 R 1 7 it (a) ^ n ^i/Jg^ (b)CF 3 , (c) OCF 3 , (d)^7 7, (e)^fn, 
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15 (s) l~5|@cOR 18a -Cgm^^Lri/^^^ L< fi«^l~4#|(DS*l^ 
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R 18 fl(a)Cl~4T/^/K (b)C2~4 7/^/K (c)C2~4 7/^ 
=-jV s (ctf^P^VJJ^ (e)CF 3 , (f)OCF 3 , (g)^Ty N (h)=hn s (j) 
20 SH S (k)S(0) n R x \ (1)NR 9 R 10 , (ti^OR 11 , WCOR 11 , (o)CO 
OR 11 , (p)CONR 9 R lc \ (q)C5~6©W, (r) 1 ~ 2 fi<^*f<^\ 

1 #1 © ^Sf IW^fc i t*/* fc 1 flU «lt Sr-^^Tt- 3 5 1£ 6 M ©it 

25 ntc Cl~4 T jV3r;VX°W$: £ ft C 1 ~ 4 X/J^/^itfc U 
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R 3 fi(i) l~5|I|<7)R ls ^J;oTg^:£;ft/-CV^C 5 — 1 0 (DJp.^ L< 

(ii) l~5|§(DR 16 ^<torffi^^tb-CV^ l~4f@(^^^, 1~2{^ 
10 »Jg^^J:W*fci{4l~2jiaC)il^^^^--r§ 5-1 Ol©^It) 

R 16 {4, 

(a) C 1 ~ 8 T/I^/K 

(b) C 2 ~ 8 TfV^rz=.)V^ 

15 (c)C2~87/^=/K 

(e) CF„ 

(f) OCF 3 , 

(g) v-T / N 
20 (h)-hn, 

(j) NR 9 R 1 ° > , 
(k)OR'\ 
(1) S H N 

(m)S(0) n R 12 (fcfcU 7 * =/i^;niKK ) „ 

25 (n)COR 11 , 
(o)COOR 11 , 
(p) CONR 9 R 10 N 
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(q)NR 8 COR'\ 
(r) N R 8 C O O R 1 \ 
(s)NR 8 CONR 9 R 10 N 
(t) C 3 ~ 1 0 OlSt L < fi— M$ 

^ 3-1 0M©^i^L< {4-^*1 



25 



(v) n CF 3 , OCF 3 , ^77, ^hn, NR 9 R 1 \ OR 11 , 
= N-OR n , SH, S(0)„R 12 , COR 11 . COOR 11 . CONR 9 R 1 



\ NR 8 COR n , NR 8 COOR 1 \ NR 8 CONR 9 R 10 , C3~1O0 



,^TS //J N 



1 ~ 2fH|-egm£;ft-rv^ C 1 — 4 T/V^^r 
fcfcU (1) X & J; rJWflS^JBK^ YasitfZflSS*]*^ Ufl*CR\ 

^-efe<9, U*Dj:t/W^^^(DH^ R 3 ttl~5f@©R ls ^J:oTe 
*LW5C 5~1 0(DW-mt> U< ft~a^*Sl:"fc5o ) 

(2) ^tLfecDSSBt^ftk *5«fcT* 

(3) ^Hfc^^r-r^CRFS:^^tn:^iJ(c:Pi-6 a 



-<>^/K ^vVK ^/f^, ^-^^S^it^rtbb^^W 
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•/^•/K ^i/^vK ^^^s ^"T^K Hr^^-jv^ 7*S/7K 17^ 
r>/W Ffv'/K fDr^K 7h7fV/K ^y^f^I^-ttfi^ 

10 fc> s -<>^/K ^^rvvK ^^/^ 

15 i~J5^^/K fc>, ^>^/K ^^°^K JtPf'fl'* 

=vK ^>-*x1?=/^#«ff bft£ 0 

^=./v*3 J; t>* n ft 6) <d Wlkfc*W&1r 3 c 

25 S^t^K r/nfcVK y^/K 'O'tVK ^^r^/i/, ^T^vkS 
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-TS^^vK yntVK :/^vK ^^^-/K ^vvK ^^^vK ^fvK 
^^v-^/K K-rV^/K MJ"7*^;K rF7fV-/K 



10 *PJ^EB#cf J ^fflV>5^n^^T-i:«^y*, i^R s £**3.J;I*3 £5fr? 
*PJif KJV^C 1~4T/V3^ (Cl~4) T/Mvi'tf^ 7< h 

15 #*i-5 D 

iX^P^^v^:/, ^p^f-^^, ^^^JH^^s^rf fett5 0 
l&fPbfcfcO^^^So Will ^p/o/^ 
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±y s %/$ T2s<y?x?^y, y$ n^drf-v?^^ ^<y~&y^ ^<y?uy s 
-{yfVv t7;?vy, 7Xi/y x A-tKP^i/^ >f y^V, 

^n^y, v^P^^i^ v'^n^^f-i/^ */9 xx*<7&y^ 
10 v^n*<>"T-:>\ v-^n-^^rir>- N u-<y& i/=^y s y? v^^r-Q- v?^ 

>\ ^>"£>\ •><i^v>\ -f yf>s -?-:7^v>\ 7Xvy, ^7&uy^ 
A'-tKn^^y, ^ y&y^ /^tFp^yfX fh?tKPt7 

> s trv^n [3. 1. 1] — ^^^SIMf^Jf fettSo 
15 *PJ*B#^-e^VN5C 5~1 0<D^#t L< r±^at5^*atltH:x C5~ 

i o ©¥i t u < tt~i^ii7 y -/k s^ti^©— 

v^y? y s y? u^yj-y^ y? u-^^r-ty s y$ D^/ry, v-^n^ 
y#i??cy^ y^7 u^^rf-J^y^ n^-?$> ^xy N ^:/-tf>\ 
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t'a-/K 7f7t Fn77^ i^tFo77y, 77^ 7f7tFnf 
>\ fUvV, rF7tFPt°7^ ^tFPt'yy, t°7>\ ff7tF 

HBofiSEjiiJDS^Sr^^ri-S 5~6H©&*HfcfiJu 1~2{@<Z5^M^ l 

y — /k * fc cd— §i3 1> l < tt&& mm l t> <d a n s „ w £ # N 

10 tfy^y s 77^ fc°7>\ ^7^;/, 7 is) „ 

a !) yy, y $ ^y* !Jy, -f $ £V y if 7 9 V >\ tf 7 

y U y y, tf^^l^ ^tFnb'JJvyy, /^kFntlfyy, v 5 
tFn77y, 7h7tFn77y, 7^7t Kn fc°7^\ S?fc Knf^-y 
15 :xy, 7F7tFpft7iy 7F7tKnf7-fy> ^7P^y^ s 9^ 

20 «(dl^Sr#^i-5 3~i oi©fii>t<f±riS:iii7 y 



ifulBLfc 1 ~4ffi© 



C-^ 1 — 2 10(7)^*^*5 «t t>V £ fctt 1 — 2 



ry — /vi: 



LT(*> t°a-/K /K t° 7 y^/K b y 7 y*— /K 7F77'- 

25 /K t°y^y N t°7v^y, tfy^y, t°y^>\ T-t?tfy% v>rift°y\ 

t°7>\ ^i?tf>\ 5^7^ >\ f-T^O (ftt c 7y) . ^ 
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^I^T^y, ^-dff-if fc°y, ^^S^T^tr^ f7/-/K 4 y^r 

5 ^/7 7^ ^yy~ft7xy, -fy^ft7iy, y^y~-/K 
^f/!)y ^y^f/yy N ^yy^y 7^7^y t7^F^y ^y^ 

y* 1 — /K ^yy'f7v^/K ^<yyV /k ^yyy^ify N ^yy 

f/^jy-zK ^yy f y 7y i ^f^Wb^5„ 

10 fiTffibfc 1 ~4jlI<75^SfM^ 1 ~2j|i(^^*M^-*5j;^/^fcf* 1 — 2 

ioSSIf^^ftS 3~1 oM^¥^L<tez:gi5£if*^Ty — /KD 
y, t° n y y N t° p y v'y ^f? !)y ^y* y v>y, t°7 y* y y s 

f7 y y h y ry s y y, t> y ry y v>y ^ h y y y y, rfyy'y 
15 v^y, t^y^y t^7^y Knt'yyy f^7t Knt°p^yy 

yt Knt°7^y, 7^7tFPt°7yy i?tFnt°!)$yy "rhvH 
Kpfp^yy, /^tKPt°yv7>, ytFPt°y^yy, xhytK 
a t° !) ^yy, ^tKofU^yy yt Kp7ft> s rf7tKP7 
i?t°y N t Far^t°y, yt Kp^ft'y rh7t Fpy7ft° 

20 y, ^— t kp i?T-& t"y s ^-^y^y, ^-tr^y^ v>t KP77y x 

f7tKn77y ytKPt c 7y, =r hyfc Kp t°7y> ytKpW 
t°y> T^b^t: Kn^-^irtfy, t Kp ^^ir t°y, f^f7y 

y, -7t Knf t7iy fF7tKpf*7iy ytKpf7^fy (v> 

t Kpftt°7y) N t Kpf7^y (rh7t Kpftt°7y) , 

25 v>t Knfxtfy, xhyt Kn^ctfy, t Kn^^t°y N ;T3rf-y* 

yy Knt^t/- /i0 ^ ^-^ifyy^y (ff7tKp^W- 
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5 yf/y^/K ^e/i^ y y s ^-^/U/js y y N ^ypuy y y y y F V ^ 
>?t KD^yy"77y KB^yj/77^ ^tKn^y^^? 
y, t Kn^y^yy77y ^yt Fp^yy^^y^;/, t Kn 



iyy'ft7xy, v>t Kn^y^yy^t7xy, t Kn^y^o-y 



10 



15 



^y^y, v'k Ko^yyy-/K Kn^y^ywy v>t Fp^ 

;i)y ^by t Fn^y y >\ t Kn^y y y, v>t Knyy^y y 
y, rh7t Kn^y^y y y, t Fpy y^y y y\ v^t Fpyy y 
-yy 7f7tFn7^7yy /^tKB7^7^y yt ppt7f d 

yy 7b7tFPt7f!)i?y /^tFnt7r3yy yt Kpdfy 
^rf-y y> 7h7t Kndf-y^iMJ y, t Fp^V ^f-y ^ Fp 

^rty y y N fF7tFp^tyyy ^tKn^tyuy ytFpy 



20 



y/yy, rF7t Kae/yy y y, t Knyyy y y, -yt Kn^y 

/k t Kp^yyfry^/y yt Fp^yyv^yv-zy t f 
p^yy^f^yv^/K y^y7y ■y^-^i^-y, v^^ir^y, 
t-fyyy yp^y, y yy p^y-gt^^ff ^ti& 0 



25 n^(D— b< i±^mw?i-b(Dti^-£]n% 0 

mm l 7t 1 ~ 4 i©iii^, 1 ~ 2 m £ ov* fc « 1 ~ 2 
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/K t°Uv?^ fc'yv^ fcTJJ5$*>\ tfy^v^ Tiftf^ ^Tift 0 ^, 

ift°y^ y k^/k ^y^yK-/K ^ y K U i?y, ^yy77y> -f y 
^777, /<yyft7xy, ^y-<y7Yt7xy, y^y 
10 ^yjjy, yy^r/yy, ^/y^y, y^jw^ i-y^-y^y. ^/^r 

/k ^yyfry-/K ^yy-f 5 ^y-/K ^<yy*Tif fc°>\ ^yy 
s^r-iffy, -<yy b y 7y*-/K ^yyt^t-^ tfy* ^yy^t^r 

15 ^yy^f-'ygl^Wf btiSc 

y N t°nyy, t°n y -yy N 4 5 ^y* y y, y ? *V V v>y, t°y y* y >\ 

20 ^yy^y. byryyy hy/yy-yy, 7f7yyy> 7f7yy 

v»y, ty^y ^yy N t°^<7 v>t Kd t° y v>y, rfyt Fa t° y i?y, 

y^Knk'7yx fFnKn^yy yt Kot°y vyx ff7t 
Knt°y ^yy, t Kot°y Fnzt o y^>yy, f^7t k 

pty^yy, t Fpt°y ^ % yy^ -yt Knrt'fy, rf7t fpt 

25 iffcfy, t FnTift Q y, v't Fnv?rift°y N rh7t Fnv'Tiffcf 
y, t Fp^Tlffy, i-^77 7, ^ir^y, ytF'o77y ^ 
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y\ v^fc FoWiy, rh7t Foft7x7, i?K YnJ-T^l/ (v> 
t Kp^tf^^) s x F7 t KnfT^y (rf7t Knfttf7y) > 

yy (S?fc Kn^-^f-y— N ;^f-y*y v>y (7f7t KPt^rt^ 
10 y (rh7t KPf7^ 7>) N FP^yfT^/K rf7t Kn-f 

yfjy^/K ^/k* y y N ^-^/^ y y\ y k y >\ -f y^f yFU^ 

>\ t Kn^f y^y/7?^ Ko-^yy^-^:?^^ fc Fp 

-^^y^^-^^^, Fp-^y^yy>t7^y, t Kp^y^yy 
15 ft7xy Fp^y^y'-/K t Ko>f y^/- Fp¥ 

yyy, f^tFp^yuy t Kn^y y y s Fp^y^y y 
>\ t- F7t Fny y^y y y\ t Ka^y^; y y x fp7^7 
v>y\ 7f7tFpy^7^y /^tFn7^7^y ytFpt7f u 
rh7tFPt7f y-yy /^tFpty^yyy, yt fp^/ 
20 =3rf-y y N rf7t Fn^y ^f-y y, t Kp^y=3r-y-y >\ fp 

yyyy f F7t Fov/yy y t Ku-yyy y y N Kn^y 

yt^ty-/K fc Ko^y^ty^ Fn^yy^ry- 
' /^^t Fp^yy^ry^/K Fn^yyy ?^y-/K t f 
25 P^yyy^y-/K v>t Kp^yy~y-trfc°y\ rf^tFp^yyrf 

F*P^yyt?rf t°y\ fi>7t Kn^yy'v'T^tv, yt k 
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v^drf-^ S?d-dp-f-i?> N ^^^^^^^ yn-v->\ ^y^n^>^ 
^^B^T'/SV^ 1 ~4fli©S»JfH^ 1 — 2fi«*JfU L :}oJ;'0V^ 

^tf t5 5 ~ l Olcfit) b< ii2Mii7!)-/K £fc 

ffrfB L 1 — 4 tfg<£>^|^3^ 1 — 2 fec7)^*M^^ J; t//£ fc f± 1 — 2 

io tic7)M^^-a-*"-rs 5~i om.(DW.mh^<fe~m^w%wrv—;vh 

/K ^y^y, tr^t^ t°y^;/ N t°y^^ r-^t°^ ^rift 0 ^ 

15 t^ft^yy ^-^rf-ift°^ ;^-y-v?Tif fc:°^ fT^wK -I'yfT 

20 y >\ wyy, v->vy>\ ^^y^f-y— /k ^y/t^t^ry* 
— ^yyf7y-/K -<yy^ ? ^y ^^/y^-f^ ^^y^- 



BfFlBLfc 1 ~4 jg|c7)^#Jg^ 1 — 2fi©^^*5 it^/^fcfi 1 — 2 

y ^ ^ ^ y y y y ^ N t^yyyy^ h y xy y bvr 
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v>t Kn k°JJ 5 v>y\ fh7t Kb fc°y 5 v>>\ t: Fn t°U 5 
1 K p fc° y rl>7t K n t° y ^v 5 >\ t K n t° y & i? 

Kp v^T-if t°^ s 7^7k Kn^TfkV, fc Kov/TftV, v>fc F 
nyy>-, rl>7t Kp77^ S*fc Fnt*7^ rF7t Fnk7y v 5 
t Kp^ttX rF7t KPt^rtt'y, t Fpy-^r-irfyy s?t 
FPf^-7xy s f F7tF"afi7iy, ^tFPfr^y (-7t Fnf 

10 tt"7y) s 7f7tFPf7-fy (fF7t Kpf^t°7y) , '^t Fp 

fxt°y, rFytF'pf^kV, /-t FPf-^fy, y^r-y-yyy (v> 
t Kn^f-y— yu) , y^f-yy^y (7F7kFPWyWl/) , ^ 

t Kn-f y^^y— 7K 7F7t Kn^ yy-^r-^y— /k w^ryj 
i/ (i^t Kp^f^ry*- 71^) N y-^rf^yryy (fF7t kp^ 

is f^TT 5 ^) , f7y*yy (^t F'pf ry^) N wp^y F- 
7tFpfrywi/) , i?t Ka/f r^-;K 7F7tKp^yfry 
— 7K y ft^yy -fy^yy -fy-r y-Fy >\ f 

P^yy7 7y /^tFP^7/7 7 7, Ko/f y^y/77 >\ ^ 

-tFnyy^yyy^y $?t Kn^yyf t7x>' > /^tFa^yT* 
^y, i?t Ko/f y^y~/K t Kp^ i/ifV— jk ^ fc Kn^yyy 

rF7tFp^; y >y t Fp^y y >\ fp^ y^y y >\ rb 

7tKn^y^7!)y /vtFP'fy^Dy ^FP7^ryy x 
F7t FP7^7^y ^tFP7^7i?y ^tFpf7fp-yy s y 

25 F^fc FPt7f Pv'y, fc Fat7f-!Jyy, y=fc Kn^y >\ 
rF7t Fn^y drf-y > s /*-fc Fn^y^f-y ^ FPWPy, 
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;K t Kn^y/t^ffy- v 5 ^ Kn^y/f 7y*^/K t K 

5 ^v-/k my?^ ^t^fy, s^-^u-v^ v^^im 



(v) X £> £ ^Ifflg^T* 19 N z 33 «k u«w^»^"e & 5 > u & c = o 
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(ii-4)x^^^ s Y , ufc«tufw^^^-e$>5jsa^ x 

(iii-Dx, Y*3j;vz^*^, u & ± wwtf mmm^x h 3 m.&&. 

(iii-2)X. Y s Z^Sit^UdS^*^, WjjS|»ffe5ft^:^ 

10 Gv-i)x N Y&£.Tm&&mmfr^ ztmmm&s utmmm^-xh^u-^^ 

(iv-Dx, YfciW^iH^, zasffl&SJDS-^ ufls^JDS^fesm-S^ 

av-2)x N Yfeit^w^^is^, z&^mm*. vAmmw^xh^m.^\ 
av-2)x N Y*jj:r/w^*is-? N z^a[*m^ N u^fitsif-pifesaR 

(v-l)X*3j:tJ«Y^*M^T?*>t>N ZfcitjewasS*^"?*)^^ Uj&*C = 

15 0-?*5»^ 

(v-2)X*5it5Y^^^f fe!9 s Z *5 Jt t^W^SSRllg^ 2b <9 . U35$C = 

tli»T»-W (I - i ) ( I -xxvi) X^£tl%~k(D&mifb 

20 ft5 0 



28 



WO 02/053565 



PCT/JPO 1/1 1581 









R 2 (l-xviii) 
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(i - i ) — ( i -xxvo -CTFtsthZ i$m mik&m *p . 
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■$6& (I) T*7F:&tlZ& 




A 



it. 



5 lfcf«©- ^%L<te£WtfrfaUfct><D, 



it 



II. 



(R X )m 




(R x ) 



m 




(A-1) 



(A-2) 



(A-3) 



(A-4) 






(R X )m 




(A-5) 



(A-6) 



(A-7) 



(A-8) 



10 (5£cf> N GfiO, SSfcf4NH£:3&fc>U R x ttCl~47/^/K Cl~4 

-HRst (I) -C^^nS^^fc^^V^T. ^LV^R 1 1 Lttt, 

(i) l~5jiiI(DR 14 -t?a^ ^ §^^TV^S^ 1 bL<{i|ffig^^OC 1~87/V^/K 

(ii) 1 ~ 5#l<DR 14 -ee^$tbTV^^t3 L< ttilt© C 2~87/V^ 
15 /K 

(iii) l~54@©R 14 -Ctt$fc&HTV^J3>t>L< f^fi^C 2 — 8 7*^3^ 

(iv) N R 4 R 5 N 
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(v) OR 6 , 

(vi) l~5f@OR 15 TB^$tLTl^^)^ L< fi&Sff$fe<Z>C 3 — 1 5Qfi 

(vii) 1 — 5 R 1 5 "CHife* ftTV^S ^tL< it&Eff J&£> i ~ 4 tiO&fflK 

(a) R 4 J&S (i) *H jfC^fe V) N R 5 ^ (H) 1 ~ 5 jH(Z)R 1 7 T?g& $ V ^ 5 

10 L< flMg^C 1 — 1 5 7^;K (iii) l~5ficOR 17 T?a$^$tLTV^ 
Hl<aitft©C2~l 5 7^=^ (iv) 1 ~ 5 B<DR 17 ft 
W5a*t>L< tiililOC 2—1 5 7^=^=^ (v) 1 ~ 5 f@£>R 1 8 "ettt& 

Sih/rvs^fc b< ftiit©c 3~i 5<^att> u< tt=m&&MM* * 

fcte(vi) 1~ 5#|<DR 18 -CgJ&£tl-CV^;^% L< {3:$Sg}&<7> 1 ~4ficDS 

(b) R 4 ^(ii) l~5i©R 17 ftfe§?lTI/ N 5^ , b L< fi&g&<E>C 1 — 1 
5 7;^;K (iii) 1 — 5 fltf?R 1 7 "Cei^^tbTV>5 L < fi^fi^OC 2 
— 1 5 7Vl^=/K (iv) 1 — 5l@OR 17 -eg^£*VCV^5;^t5 b< te&Stt^ 

20 <Z?C 2 — 1 5 T/^^/K £fcf±(v-l) C 3 — 6 (O^kcof^a^MMrQh D > 
R 5 ^(ii) 1 — 5iHOR 17 T?g^^ti,XV^^t) U< te$Egi&©C 1 — 15 

(iii) 1 — 5jS(DR 17 -ett|^$tLrv>5^^ L< ttiSiUCC 2 — 1 5 7;^ 

25 (iv) 1 — 5{HI<£>R 17 T?B^^tLTV>5^ ! b L< Jiliiff^cDC 2 — 15 TA^ 
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(v) l~5f@<DR 18 Tg$&£tLTV^/^t> b< Mfit&?>C 3~1 5(D^m 
10 ~5f@<^R 15 -Cgm^tl'-CV^^t> U< te*£ff$l<D5£ 




y <> q 0 0 0 0 

N N N N N N N 

I I I I I I I 

0 o o 0 0 0 

1 i i i i i 
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fib® &&&m*&tf b s o 

ft5^» (D, L, cU lflc, +, -fc) % ^n-rf^77^^ 

15 § D 

25 lt« n ^itfcmm., mmu, v^mm., mm&<D ? tzmmmm.. 
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* ^WM, t?;v?v. ym&, PA* = ^ItiS © <£ 5 ft WtM^ Itf&iiS, 
5 fret 9 7kfn^«&«r.£tret5 0 

(A) — jR^C ( I ) c f I > R'^OHf*!), #>oR 2 :JoJ;t/R 3 ^OH, 
10 — ( I -A) 



15 tL5fb^%{i, — « (II- 1) 



—fist*, (in- i ) 





(n-i) 



R 



3-a 
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COOEt 



(III-l) 



±1B— (n) (m) T?^$tL^.^^<Z5^«^PTfci9, w 

io a, ^7S?£^IM$) &/j^-c N o°c~2 5 0°c-etT^^ns o 

(B) — (I) RMiOH^t^^-f , ^ov'T;, =n-or 6 i 
1 ~4f@(D^J!^^ 1 ~ 2fi(D^^46 XXIX ~t ten 1 ~ 2ffl©fiSSig 

o£9— IRsS (I - B) 



A =N-OR 6 ^fctt^^L£,^^-f-S£ > feit^C 3 — 1 0«^L< 
20 te^S^H^ l~4|I|<£>^*jlH\ l~2ffl©Sfe^ J f L *5<ttJ«/*fctt 
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i~2 fa<DffiMBst¥ir£ : fri~ z> 3~io Aomn tt< fe-m^Mmmn 

T°7jk£tl%fc&mZ, — ^ (IV) 



X 




5 (5£*K Xfi^p^XDS^&StfrU -^©ffi^fB-^fiftrlBtlsl^it^^*^ 
-To ) 

■tf^ftsfl^ft^ — « (v-i) 

H _ R 1- ab fy_^ 

15 Jcfcfct— JRS: (V-2) 

R 1_a c (V-2) 

(^•k r 1 - 1 c i i c 3 ~ i o © t) t< itzi^if , i~4i©ti 
m-k i — 2m<DmBu^-& i ~ 2 ffl©fitfSJH( : f-&-&#-t-s 3 
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±ie— jkss; (iv) t—fflt^: (v-i) x*^&ti&4k&m(D%:fon'£%ix*h 
s mz-it, fttl (^y^p tr/wr^3-/K hfr^y, ^$;—>\<, 



±IB— jK^ (IV) tHS£A (V-2) -x?^$n5fb^o^fi^t?fe 
ftfeU (SM^° 9 v 5 * #^ET, 7 ^ -yft&m 7 

— jfiSS: (I-B) T^^Sfb"^^ R 1_a ^i~2f|i(Z)OR 5 * 

— ( I - B - l ) 



(3;<K R 1-3-1 fi, 1 ~2f|S|c7)OR 6 ^fc{iCONR 4 R 5 -ee^^^TV^S 
*£*L5flS£*r±> — K (I-B- 2) 




3-a 



15 



R 
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(3£4\ R 1_a - 2 {i, l~2jgl(DCOOR 6 T-e^$^LTV^5C 1~4 7/^ 

Sr5g7G^JS^#i-^\ t> b < »M5uKJSl-# Lfcm, (VI) 
5 X-R 6-3-2 (VI) 

(5£«K R 6_a_2 {4, (0C1-1O7M/K (ii)C 2~1 0 7/^^/K 
(iii)C 2 — 1 0 7/l^^r^/K (iv) 1 ~ 5 {0CDR 1 8 -ettl^^lX"CV^^^ L< 

\±mw$:<d c 3 ~ 1 5 ©^at u < m i ~ 5 #1© r 1 8 -eg 

m$ tLxv^s l < i±mm^(D 1—4 fl©g*jg^ 1-2 rn^mmw.^- 

10 *5it>V^fc»l~2#|(DW^Sr^-r5 3~15MIt>U<liZ 
©C3~l OO^tt L< f*~S|l^K*Si % 33«tU { l~5fi©R 18 'T»jffift§ 

tf/Sfctt 1 ~2#i<z3ifE^^^^i-6 3~i oM^gtfc L< (i~at^: 
15 fc£$ili)*hMt£lnZ>& 1 ~ 2^-cgJ&£*i,TV^ c i~47/v^v*gi? 
-To ) ^£ft5te<£&£as&-g:£;6\ (vn) 

H N R 9 R 1 0 (VII) 



39 



WO 02/053565 



PCT/JPO 1/1 1581 



^fflV^-C, -7 8 — 5 0°CT?fT^^S o 
— (I-B-2) T?*£ft5fb^fe©&^RJ&&®— ^ (VI) 



— jKSC (I-B-2) t'^^flS ft-n-^J ©3l7tS^f£ Jt&5£ (VII) t?^ 

/—/K -fy/a^v^ /^) >K o~i o ot^fr&frftSo 

10 — (I-B) 4\ R 1 ^NR 4 R 5 -efc'9, R 4 *3 it/R 5 tfS-tft 

fcfi^tLb^^ri-^£^»$^vMb^, -r^^— « (i-b-3) 



15 (5£cK R 4b ~ 3 *3j;^R 5b - 3 {i-^tL^*x^AEbT N 1 ~ 5 fg©R 1 7 i;«m 

Striae Isl DE9fc£*:b1-o ) -e^*^s^^«> »T©^Sx®4; (D 
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(I-B-7) 



75 F-fb 



R 4b-6A NH 




a-B-6) 



R 



4b-3 



NH 



R 3-a 



(I-B-5) 



TS K-fk 



D 4b-3 p5b-3 

^,3-a 




R 4b ^ N A R5b ^ 

( A I I :U 



,3-a 



(I-B-3) 



(I-B-4) 



BJ&tMtS: (i) f\ R^-^i-ste^R^-cffi^tiytv^^i^ 

?i*!g$l<DC 1 ~ 1 4 T/V^/HS^fc) U R 5b_4 f*l~5|5|(DR 17 -eB^$ 

5 tufa t m ^M&^tt>~t a 

~atWia£-7?Kj& § -£\ # b frifc^ y ^ k& hist 5: ^ ( t° y h y 

ftW&fflk (^DO^M, *^fb^^^ v^^/t^— 7VK Tf7tFB 

co^JStt. ^^'I4^f^ (T/v=f^ s SSt#) #fflM~r\ &M^#T*fT& 5 i: 
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®5cKJSf±££n-T?fe D , M£fc£> «I (ff7t Ko77^f) >K 

( I - B - 7 ) ft, — JR5£ (II- 2 ) 



— jRS: an- 2) 



±iB-« (ii- 2) b—tiB&z (m- 2) T?^$;ft,5fb^4fc©afcr±45tf3i"C 
is (ff7t Ko7 7y#) its (yf^^y/nw? 

K*f) Sr^V^T, -1 0~5 Ot^frftfrftSo 

(c) — jfisS (I) R 2 *3J:tJ<R 3 7j^^-tSc(3 N 'M<HlWOH 
*fcr±*ftfc^i-5£&&fri-flS'£fc N o*t>— ^ (I-C) 




(n-2) 
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1-a 



(I-C) 



N 



3-c 



5 i- 0 ) -e^frisft^&tt, (r-B) ^SftSfc-a^^ R 2 *3J; 

S-e&s-ffrg^ -fftfr^— jftS; (i-b-8) 



10 jt!****?^^ fcfcLZ b ~\ U b - 8 &J;lKR 3 - b - 8 ^;b-rS i: K dl>fc< 
15 ?vK ^DD*/^f) *K /W-*8fc (HJt{b/J^*Nf) ^fflV^T, -8 0°C 

(d> —m& (i) tfj, r\ R 2 feio«R 3 ^^i-s^, 'ptz< t-him^ 




1-a 



R 
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(I-D) 




(I-D) 



R 



3-d 



R 1 -d > Z\ U d £Sj;tKR 3 - d ?±;e;2VetK R\ U*5i0R 3 

t ^ Cf W N fcfcLR 1_d N z\ u d *5J:r/R 3 - d ^^-f-^Efj N 

5 4>&< £ t> l#l«=N-OR 6 ^fcft=N-OR 11 ^^i-^£^^L,^: 
(1) — (I-B) -C7jk£foZ>ik&m*. R\ R 2 &£t?R 3 l!>mfrirm 

<o ki> ifi^-CH (o-c i-4W/v) 2 -a-#-t-3S~c&3 

4b&'%>, -ttet>ib—m& (i -b-9) 



(s£(K R 1_b " 9 ^ z h ~\ u b - 9 *5j:a s R 3 - b - 9 {±, ^^tlR's z, u 

&£t$R 3 kmCMvk&mfr-t* fcfcLR 1 - 15-9 , z b -\ u b - 9 £;J;t)«R 3 - 

b " 8 ^fctS*v fc%lfif±-CH (0-Cl~4 7/V^) 2 £r^ 

(2) — JR^; (I-B) X*7ft£%lZ>fc&$)*P. R^'^oH^ft^lt'fe 



R 



1-b-9 



10 




R 
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( I -B- 1 0) 




(I-B-10) 



io m <k m (mm, mmm %m^x, o~i oox:xn^fi?> 0 

j^ij/^^M 3: ^fcte^if y /v^ p y K^&ffiv^-c, o~5 o°c-efr 

15 ifefcjl,5 0 

N-0-R\ ^fcfiB^N-O-R 11 ^^, 0 ~ 5 0 < CtffT3&*>iX5„ 
(E) — j&5£ (I) ri % R 2 joj;tJ«R 3 ^^t5i-K^, 4>fc< fcfcHHtt 

20 (I-E) 



45 



WO 02/053565 



PCT/JPO 1/1 1581 




(I-E) 



3-e 



5 wmtfflZ1mM%:Mfr1r 0 ) ^j*£ft«{fc;-£4&B\ —USt^ ( I -D) T*tj^ 
OH^tftSS^tW^, o&t>— (I-D-l) 



(S;4j, r 1 -' 1 " 1 , z d -\ u d - 1 *3.fct*R 3 - d - 1 fci, -eft-eft r\ z N u 

10 *5«ttrR 8 i:|^^*JftSr**?i-35S N fcf£bR 1 - d_1 , Z d ~\ U^joi^R 3 

~5 o°c-etT^^H5o 

— ^ (IV) *W£ft3fl;£*fi> — » (I -A) Tf^SftSflS 
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*:<Di&(Dmftm&X'bZ—f8& (II) > (HI) „ (V) s (VI) *5«£tf (VII) 




7J> 



R z_a f*R 2 i:II]Mft^t>-r^^ OH, i/T / s =N-OR n l 

o 

^^Y^-R 2 " 3 (VIII) 
R 3a 



Ig^tLWSo -fl$5£ (VI) 1-i/TJ- 

1 - (2-^^-/^-4-^ h^rv-7^^/^) -fu/^y- 2 -^^f^Bioorganic 
15 &Med. Chem., £, 181-189 (2000) tlfflR^ttTV^So 

5 ^ * fc \$/kfa (Dttk riot K3t^- 5 £ t & X # % o 
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f cd -7 -y T - A J t 5 W W IW *r*H" ^ 7 7 fc 3 „ 

i 

(i) AVyfV^ry^ 

15 t hCRFg^lS^Wffitt (itfiCHO-KiaSS) 

(Tris-HC 1 (5 0mM N p H7.0) s EDTA (2mM, p H8.0) N MgC 

1 2 (i omM) ) -c«ufc 0 mmvt^m^y i >y^m<D^^yir4^- 

20 £^T»LfcfJK 10000 gt'^U lif(i(5>^0IiXbfCo EJlXL-fcSl®^ 

i lefts* 5 >m ^-r-r y^ry^^mmm-v^L-tc. &.±&wm£k u 

T^>f ^"rV y*fe>f m/BV Yfc 0 

25 1 2 5 I - C R F 5r 0.5 nMlzifc 5 £ 5 K>M >^T j't^flfi-Cf 

3RU ^WXbfc 1.5m 1 fa-7^50 ji L#llx.fc„ &l31S$F*£r** 
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Lfcfcfctftlk DM SO (s*<4 1/7*4 ^?f$) t.fttil OO^MCCRF 
llftffl) & 1 m L^^-^^Dx.fc 0 flC 50/i L(Dmm^1JH^s K 
Jfr it fc ( 125 I - CRF©fHM«0.25nM) 0 

2 BtPeSK ^^-<- 1^ Lfc 0 S^TflL IIiS^^HII|Xi-§fc^ 15000 r p m 
5 Xm>b Ltcjk, ±m &WrX, 7K?n bfc P B S/0.01%Triton X — 1 0 0 X* 2 0 

«PJ!^iititt?SiV^S^f#^?Stt (I C 50 jt< l nM) 

10 (2) ^ £ 5 trC^^tt 

^® J; "9 5 O c mCOffi^^ N I^C*^ (5 0X1 Ocm) <D 2 if(Ds>r—Zf 
>T — &bs (5 OX 10 cm) <D 2Jf(D-? P^XT-A (4 0 c 

15 Lfc 0 

fWffi<^ 3 O^ffiM^MOffi&ll (5 ml /kg) Wn&^L/cSD 
20 M^:^Ell~2^^i- 0 

hi & .tut 2 j: , *mn<Dmmm 2 (78) <z>mi^9«, 3 & £ 
mm 
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&^&&mteWm~&t^±mffite^%}X*h% 0 Mx.t£, 3o|h, ^-^t° 



W*) , iStfl^W, Mttist*, f (ptsd) % mit 



> * h Is 



15 ?t«iPtfgii, ^Ki>m^, Has. *®^&srBW 



=^p- Hv£r 4-i— » 



25 p £ fc fi^igl P Tr^4 $ n -5 o 
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ftStfS, ilfS$\ J^X—XhM, litot, lmgH 1000m g <Z)|5ffl"^> 
O.lmg^b 1 0 Omg WtSHT\ 1 0 1 H/^bi^lU^NSng:^ (&£L<te, 

15 ^(D-H1zj)\ &1tteffiMffl vy^f^/K ^n-^, ^ 



H0 



20 &^o-c»Hbbrffiv^b^§ 0 «i?)3-T^^J 

n— *:7*v— YW) X^M^X^Xh J:VNL N 2j^±OJi7?|£iaL-t 
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tts SfflftU ^Sft^iJs SMbflk -fr*#k m»kftk %&ffl, f*#£"k IS«J 

— /K Jif!Jxfvy^!J3-;K y — /ko «fc 5 ftTV^— /HPS*? J; 

M if/isf^^m, T^^y^m, #!>y/w<— 1*8 0 (^Mtl) % 
^«£"k ?Wb£ik »j£k &#^£^/kWTt>«fcv\, itt 

WftSr-g"^ S*^^J;D^$^5^ffl»J> #c*£k KA#k * 

20 ± 5 i: #W££r#x- 5 «t 5 fcttWak 09* «{b^ T- y * a % y 

y V— 5WO«3lE&ifef±, $R«H#fFJil 2,868,691 #*3«tOT^ 3,095,355 



52 



WO 02/053565 



PCT/JPO 1/1 1581 



5 LTV^o 



10 T/l^>^T\ 1, 2 — 5?p* ^-/V- 4 - * h (13.6 g) 

(2 0 0ml) ftmz.^ N-^P^E-^W^ K (17.8 g) &«fct>*2, 
2'-7yk^^y7'fn=h!J/l/ (4 9 2mg) ©iR^Mfetrfln*.* 6.5 R$|K| 

15 0 0ml) fcJgflfU ^TWbtHJ^ (9.86 g) ^JPX., Mtf— IfttJI^ 

tf?V(D$) 7A^P-7^77^- (g^oc.^- ; n — ^dff-^= 1:6^1 : 
4) -CffifitLT, UT (Dmm$.*^-t %>WMit&m (11.78g) &r#fc 0 
20 T L C : R f 0.20 (n — '•^M*-;/' : g^ggoc^u= 9:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.24 (d, J = 8.0Hz, 1H), 6.78-6.72 (m, 2H), 3.79 (s, 3H), 
3.60 (s, 2H), 2.32 (s, 3H) 0 
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Tjv^^nMT, ##^Ji-eM3tbfcfb^ (n.7g) (DBM^T^ (6 o 

5 ml) f^fc &JR^MJ?A (2.3g) ^WMK-ftrtXlW^ 5 0°C^2B# 
f?S3f#bfc 0 (40ml) SrJlJx., 2.5^PMJS^U £ 

btLfc^^/X (3 0 0ml) }C^?Lfc 0 2NtitpH4tU 

io ®&m&m-rzmMfc&vo (12.06 g ) ^#fc c 

TLC : R f 0.45 (n-^^rf-iV : g^^^-;U= 1 : l) c 

/^/B(OH) 2 



3-^/na-4-7 i P ; &T^y-/l'(2.14g)(Dl*T hyt Kn77y(l 
0ml) 7 8°Ci:ML, 1.56M(Dn-:/^y f-^A/^drl^ 

(6.5mi) m^itl, 3 0^-w^bfc o h y -r 

y?u\?;V (2.3ml) IITU ~ 7 8 TCT 2 l#R«£# Ufc 0 KJS^fe^ 
j£fi7j<-T?»U I>AT^Ii, tlLfco #£>ftfc@#£r 




15 
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t-y^/M^/K^— t;V (4ml) -Cgfcjf-U f£*tLT, £TF<7) 

feWSrftSglfM (6 8 1mg) £#7t 0 

TLC : R f 0.55 (i^fb^^V-^ : ^ ^ / — yk= 19:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.22 (d, J = 8.4Hz ; 1H), 6.93 (d, J = 2.4Hz, 1H), 6.86 
5 (dd, J = 8.4, 2.4Hz, 1H), 3.79 (s, 3H) 0 



4- (2-^nn-4-^ h^ci/^^—sU) -S-^f^y^t^v 



10 ^^STfJSjgLfc-ffrS'ft (6 4 4mg) „ 4 - 3— K- 5 y 
^ff-y— /V (6 5 8mg) „ *5«tt>^^7k^MJ ?A ( 7 9 1 m g ) ©v 5 
h^jn*^ (2.5ml) /tR (2.5ml) RittiC. f b7^h!J7x^ 
/k/J^y^ W^v^-^ (3 6mg) £7JH>U 8 0 °CT? 1 6 Lfc 0 

&X*&m&, &&Vft Q «I^U*W7A^D-7f^77-f- (n- 
^drf->- : 19 : 1-»15 : 1) "CflfiKU KTOWMfc^r 

i~5«Rffi^^fe (6 3 7mg) £#7c D 
TLC : R f 0.44 (n — '•^MM' : gfcS^fvl^ 3:1) ; 
20 NMR(300MHz, CDC1 3 ) : 6 8.29 (brs, 1H), 7.16 (d, J = 8.4Hz, 1H), 7.04 (d, J = 
2.4Hz, 1H), 6.87 (dd, J = 8.4, 2.4Hz, 1H), 3.84 (s, 3H), 2.41 (brs, 3H) D 



4 
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H 3 co 




#%M 4 -CSftig Lfcib^fe (623mg) CO^^y ' — (2.8m 1 ) 
5 1.5M^~ hV$&* h hW * / (2.8m 1 ) 4 B# 

7^ (10ml ; 1/1) Tfi»L/i 0 tKS^4N^^ (1ml) ^IliT, 

10 #T<B#Jt£te£^5*£flS'&4fc (4 9 7m g ) Sr&fc. 

T L C : R f 0.13 (n -^^f> : St^f /k= 3:1) ; 

NMR (300MHz, CDC1 3 ) : S 7.38 (d, J = 8.4Hz, 1H), 7.00 (d, J = 2.4Hz, 1H), 6.89 

(dd, J = 8.4, 2.4Hz, 1H), 5.11 (s, 1H), 3.83 (s, 3H), 2.29 (s, 3H) 0 



15 &#flfl 6 



5 — T 5 / — 3 —^"f-JV— 4 — (2-^f^-4-^f^7i=/V) t°y 



HN — M 
HaN^V^CHs 




OCH3 



##M2-e^b7t{b^ (8.63 g) © YfV^-y (2 0 0ml) ^ 
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SI (8.0ml) *3«fctffc K7^ ■ 1*SHSJ (4.5ml) ^Bifc 0 R^Jl^ 

Sr 5.5 ^FlfflaatU £ blcSiTC— BfeJ*#Lfc. KJ&?8#t£*A&U 6 

NWk%M?t, ffl&x-f'A'/ n-^^^rV (3 0m 1/3 Oml) "Cttttj L 

(8.38 g) £#fc D 
T L C : R f 0.30 u n */VA : ^ ^ / — /k= 9:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.08 (d, J = 8.0Hz, 1H), 6.84 (d, J = 2.5Hz, 1H), 6.77 
(dd, J = 8.0, 2.5Hz, 1H), 4.10 (br s, 3H), 3.83 (s, 3H), 2.18 (s, 3H), 2.07 (s, 3H) Q 



8-t Kp^v-— 2 — ^;V— 3 - (2-^^/1^—4-^ h^^y^^/k) 
-6, 7-^tFo-5H-^D^ [d] t°7^n [1, 5- a] t° 



##M6-?i^tLfcfb#fe (5 0 0mg) (3ml) 
n^V^/ 2 -#/l^VS^^/l^;*7VV- (0.40m 1 ) &r;*JR;t, 3 FrIjI 
tffsbfc. ^J»»^J^ifePiL v^^v^-TVl^/n — ^rihi/ (10 
ml ; 2 : 1) £#[j£fc 0 |Ff Hi Lfcli^&r 5& U ^^vlo^f^/ n - 
20 ^drf-V (1 Oml ; 2 : 1) T?i»U KILT, UT^mmU^ir^ 
MMfc&m ( 4 8 0 m g ) 



10 



OH 



15 
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T L C : R f 0.47 P P afc/l^ : ^ ^ / — /V= 9:1) ; 
NMR(300MHz, DMSO-d 6 ) : 5 11.90 (br s, 1H), 7.10 (d, J = 8.0Hz, 1H), 6.93 (d, J 
= 3.0Hz, 1H), 6.83 (dd, J = 8.0, 3.0Hz, 1H), 3.78 (s, 3H), 2.81 (t, J = 7.5Hz, 2H), 
2.66 (t, J = 7.5Hz, 2H), 2.07 (s, 3H), 2.05 (s, 3H), 2.03 (m, 2H) 0 



8-^nn-2-^f^-3- ( 2 ^vl^- 4 b 3^:7 a^/l^) -6, 
7-^tKo-5H-^nK^ [d] t'y^n [1, 5-a] flJ^v 5 




10 



OCH 3 



Ul TM5tbfcfb-^fe (40 0mg) (DbJ^^ (4ml) WiWfclZ, 
^i/l^fbyv (0.60ml) ^J^v^^/KT^JJ ^ (0.25m 1 ) 1 



n-^f-^l : 3-+1 : 2) tilLT, ^T^ttft^-f^ll'ft; 



(4 1 lmg) £r#7t 0 



TLC : R f 0.52 (n -^^^ : @^^^= 1:1) ; 
20 NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.5Hz, 1H), 6.88 (d, J = 2.5Hz, 1H), 6.81 
(dd, J = 8.5, 2.5Hz, 1H), 3.83 (s, 3H), 3.09-3.00 (m, 4H), 2.40 (s, 3H) , 2.23 (m, 2H), 
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2.15 (s, 3H) 0 

8- (3-^yf;l/7^/) -2-^/^-3- (2-^^/1^-4-^ b^f 
5 is~7^~/V) -6, 7-^tKP-5H-^o^ [d] fc°yy*n [1, 

5 -a] try 




OCH 3 



##M 7 -ei^it b/t{^# (150mgK*5j;t*3 — <^^/UT 5: >• (0.6 
m 1 ) ©I^-ll^ 14 0 °C~? 1 B#MJ&# Lfc 0 Rl&m&Vll&%tW®.s % 

SfJKLT. J2iT©*iS#[SrWi-5aai^«J (16 9mg) «r#fc. 
TLC:Rf 0.57 (n-^^rfy :ii|xf^=l : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.5Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 6.78 
(dd, J= 8.5, 3.0Hz, 1H), 6.21 (d, J= 10.5Hz, 1H), 3.82 (s, 3H), 3.81 (m, 1H), 3.08 (t, 
15 J = 7.0Hz, 2H), 2.89 (t, J = 8.0Hz, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 2. 14 (m, 2H), 1.69 
(m4H), 1.02 (m, 6H) 0 

mWM 2 ( 1 ) 2r 2 (3 6 5) 
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JBWT\ ##M l ->##0il 2 6 ->HJ6M l (v'^ n^y^y y- 2 

%M 7 ^H»J 2 (3— <^^T^>-(Dft^^ t N ffi^t-^lti^^ffiV^ 
1112 (1) 

10 8- (N-xf/V-N-n-yf/V7^y) — 2— I> 3^;* 9vk- 3 - (2 

* [d] fr/o [i, 5-a] t°y v^y 




och 3 



T L C : R f 0.43 (n -^^t y : Sixf ^= 2:1) ; 
15 NMR(300MHz, CDC1 3 ) : 5 7.22 (d, J = 8.7Hz, 1 H), 6.84 (d, J = 2.7Hz, 1 H), 6.77 
(dd, J = 8.7, 2.7Hz, 1 H), 4.49 (m, 2 H), 3.81 (s, 3 H), 3.67 (q, J = 7.2Hz, 2 H), 3.61 
(t, J = 7.2Hz, 2 H), 3.33 (s, 3 H), 2.97 (t, J = 7.2Hz, 2 H), 2.91 (t, J = 7.8Hz, 2 H), 
2.19 (s, 3 H), 2.13 (m, 2 H), 1.55 (m, 2 H), 1.35 (m, 2 H), 1.17 (t, J = 7.2Hz, 3 H), 
0.89 (t, J = 7.2Hz, 3 H) D 

20 
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mMM2 (2) 

8- (N-^Pt>-N- (2-t Kn^>xf;l/) 75/) — 
-3- (2-^^/1^-4-^ y3r*/yau~;V) -6, Fp-5H- 
^pv-O'? [d] t'7/P [1, 5 -a] \?V Ki?^ 




OCH 3 



T L C : R f 0.80 (n -^^fy : i^if /!/= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.14 (d, J = 8.4Hz, 1 H), 6.86 (d, J = 2.7Hz, 1 H), 
6.79 (dd, J = 8.4, 2.7Hz, 1 H), 3.90 (t, J = 4.8Hz, 2 H), 3.83 (s, 3 H), 3.64 (m, 2 H), 
3.43 (m, 2H), 2.98 (t, J = 7.2Hz, 2H), 2.92 (t, J= 7.8Hz, 2H), 2.31 (s, 3 H), 2.17 (s, 
10 3 H), 2.15 (m, 2 H), 1.58 (m, 2 H), 0.95 (t, J = 7.2Hz, 3 H) 0 

jli2 (3) 

8- (3-^yf^T^y) -2-^^-7^-3- (2-/^-^-4-^ 
v-^^^/u-) -5, [3, 4-d] t°^y"n [1, 5 

15 -a] t°D v^y 
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T L C : R f 0.51 (n— ^=¥1^ : g^^9vP= 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.5Hz, 1H), 6.86 (d, J = 2.5Hz, 1H), 6.79 
(dd, J = 8.5, 2.5Hz, 1H), 6.44 (d, J = 10.0Hz, 1H), 4.32 (br s, 2H), 4.14 (br s, 2H), 
5 3.82 (s, 3H), 3.76 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.84-1.57 (m 4H), 1.03 (t, J = 
7.0Hz, 6H) 0 



»]2 (4) 

9- (3-^V^7^T57) -6-^^/1^-5- (2-^^/^-4-7^ h * 
10 i^7i^) -2, [3, 2-d] [l, 5 

- a] t°y 




OCH 3 



TLC:Rf 0.40 (n-^fy :iixf;l/=2 : 1) ; 
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NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.5Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 6.79 
(dd, J = 8.5, 3.0Hz, 1H), 6.17 (d, J = 10.0Hz, 1H), 3.99 (m, 1H), 3.82 (s, 3H), 3.36- 
3.20 (m. 4H), 2.30 (s, 3H), 2.18 (s, 3H), 1.82-1.56 (m 4H), 1.03 (t, J = 7.5Hz, 6H) D 

5 Mi2 (5) 

8- (3-^^W5y) -2-^^vk-3- (2-^5^-4-^ h*r 

^y^.^;V) -5, Kp-7p [3, 4-d] t'yy'u [1, 5- 
a] t°IJ 




OCH 



10 T L C : R f 0.33 ( n : gjfl£;n^vv= 2 : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.5Hz, 1H), 6.86 (d, J = 2.5Hz, 1H), 6.79 
(dd, J = 8.5, 2.5Hz, 1H), 6.32 (d, J = 10.0Hz, 1H), 5.29 (s, 2H), 4.90 (br s, 2H), 3.82 
(s, 3H), 3.24 (m, 1H), 2.33 (s, 3H), 2.18 (s, 3H), 1.84-1.56 (m 4H), 1.02 (t, J = 7.5Hz, 
6H) 0 

15 

mmm2 (6) 

9- -6-^^-71^-5- (2-*7-/V-4-t h^c 

l/7x.~/V) -2, [3, 2-d] \fy^n [1, 5- 

a] fc°!J 5; v 5 ^ 



63 



WO 02/053565 



PCT/JPO 1/1 1581 




OCH 3 



T L C : R f 0.43 (n -^f-^ : gj^n=f-/k= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.31 (brs, 1H), 7.12 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 4.76 (t, J = 9.0Hz, 2H), 4.30 (m, 1H), 3.83 
5 (s, 3H), 3.74 (t, J = 9.0Hz, 2H), 2.34 (s, 3H), 2. 19 (s, 3H), 1.90-1.70 (m, 4H), 1.04 (m, 
6H) 0 

mmm2 (7) 

9- (3 — <yf^T?y) - 2 — f-jV— 3 — (2-^^/1^-4 — ^ b^r 
10 f^—A-) -5, 6, 7, 8-ff7t KP-t^/o [3, 2-b] df 




och 3 



T L C : R f 0.45 (n : g^^rc^-/v= 2:1) ; 
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NMR(300MHz, CDC1 3 ) : 5 13.04 (br s, 1H), 7.91 (br s, 1H), 7.15 (d, J = 8.5Hz, 
1H), 6.96 (d, J = 2.5Hz, 1H), 6.87 (dd, J = 8.5, 2.5Hz, 1H), 5.65 (br s, 1H), 3.79 (s, 
3H), 2.75 (m, 2H), 2.58 (m, 2H), 2.19 (s, 3H), 2.05 (s, 3H), 1.88-1.64(m, 8H), 0.91 (t, 
J = 7.5Hz, 6H) D 



SUMJ (8) 

6-* fvU- 5 - (2-^^-71^-4-^ V^yy -9- [ (2S, 

4R) -4-^ f^rv'- 2-^ h^v^^fn ]) 1 -2, 

3-i?tKn-7P [3, 2-d] \fj-/n [l, 5- a] tl 



TLC:Rf 0.24 (n-^fy : itxf ^= l : l) ; 
NMR(300MHz, DMSO-d 6 ) : 8 7.09 (d, J = 7.5Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 
6.81 (dd, J = 7.5, 2.4Hz, 1H), 5.07 (brs, 1H), 4.66 (dt, J= 9.0, 9.0Hz, 1H), 4.56 (dt, J 
= 9.0, 9.0Hz, 1H), 4.24 (dd, J = 12.6, 3.6Hz, 1H), 4.05 (brs, 1H), 3.85 (d, J = 12.6Hz, 
15 1H), 3.77 (s, 3H), 3.42 (dd, J = 10.2, 3.9Hz, 1H), 3.33 (dd, J = 10.2, 5.1Hz, 1H), 3.22 
(dd, J = 9.0, 9.0Hz, 2H), 3.21 (s, 3H), 3.18 (s, 3H), 2.18 (s, 3H), 2.07 (s, 3H), 2.30- 
1.95 (m, 2H) C 



H 3 ca 




10 



OCH 3 



mm 2 o) 
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9- ( 3 —^is'f'jl'T 5: J ) - 6 - ^ 5 - (2-^^vV-4-^ b^r 

v-^^^/U) -2, 3 -v»t: Kn- t°P n [3, 2-d] t°7 s /n [1, 5 
-a] fcfp ^ W 




OCH 3 



TLC : Rf 0.37 (n-^fy : ^iif;v=l : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 2.7, 8.4Hz, 1H), 5.86 (d, J = 10.5Hz, 1H), 4.07 (m, 1H), 3.82 (s, 3H), 3.58 (t, 
J= 8.1Hz, 2H), 3.06 (t, J = 8.1Hz, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 1.52-1.82 (m, 4H), 
1.01 (m, 6H) 0 

M 2 (10) 

2-^/1^-3- ( 2 — ^7k— 4 — .?« f^v'?!^) -8- [ (2S, 
4R) -4-^ Y*riy- 2-* Y^r-y ^^-;v\fxi rj -yy- 1 — f;i/] -6, 
7-^tKn-5H-^n^ [d] \fy-/n [1, 5 -a] t° V ^ & 

y ' iijUiiL 
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H 3 CQj 



HCI 




OCH, 



TLC:Rf 0.30 (n-^f ^ : |flxf/V= 1 : 1) ; 
NMR(300MHz, CDCl 3 ) : 8 7.15 and 7.07 (d, J = 8.4Hz 7 two comformers, 1H), 
6.89 and 6.87 (d, J = 2.7Hz, two comformers, 1H), 6.83 and 6.80 (dd, J = 8.4, 2.7Hz, 
5 two comformers, 1H), 5.65 (brs, 1H), 4.32-4.10 (m, 3H), 3.82 (s, 3H), 3.50-3.40 (m, 
4H), 3.367 and 3.361 (s, two comformers, 3H), 3.29 and 3.28 (s, two comformers, 
3H), 3.23-2.99 (m, 2H), 2.42 (m, 1H), 2.30-2.10 (m, 3H), 2.245 and 2.240 (s, two 
comformers, 3H), 2.22 and 2.14 (s, two comformers, 3H) 0 



10 



K2 (11) 



2-7^^/1^-3- (2-7^^^-4-7^ -8-[(2S, 

4R) -4-^ h^f/n;'Dy^y-i-f/i/] -5, 

7-^tFP-7P [3, 4-d] t°7 s /n [1, 5 -a] try 
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H 3 CQ 



O 





OCH 3 



T L C : R f 0.22 (n -^rf-^ : ftlt^^/l^ 1:1) ; 
(300MHz, DMSO-d s ) 7.10 (brs, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 8.1, 
2.4Hz, 1H), 5.33 (d, J= 10.8Hz, 1H), 5.25 (brs, 1H), 5.15 (d, J = 10.8Hz, 1H), 4.85 
5 (d, J = 14.4Hz, 1H), 4.75 (d, J = 14.4Hz, 1H), 4.10-3.85 (m, 3H), 3.77 (s, 3H), 3.39 
(dd, J = 9.9, 4.5Hz, 1H), 3.28 (dd, J = 9.9, 5.1Hz, 1H), 3.22 (s, 3H), 3.15 (s, 3H), 
2.25 (m, 1H), 2.21 (s, 3H), 2.15-2.00 (m, 4H) 0 

MMM 2 (12) 

10 Q-*?-;V- 5- (2- ff-jV— 4-^ Y^-yy -9 - [ (2 S, 

4R) — h^c-y- 2 — t Y^^/^-;v\i 0 n ]} 1 — { ' Ar\ -2, 

3— 5?t Kn-trap [3, 2-d] fc°^y*n [1, 5 -a] t°Hi?y 

H 3 ca 




0CH3 
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TLC : R f 0.43 u a : ^ # J —jU= 2 0:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.4Hz, 1H), 4.71 (m, 1H), 4.20 (m, 1H), 4.06 (m, 1H), 3.82 (s, 3H), 3.60 
(t, J = 7.8Hz, 2H), 3.54 (m, 1H), 3.48 (dd, J = 4.5, 9.6Hz, 1H), 3.39 (m, 1H), 3.34 (s, 
5 3H), 3.28 (s, 3H), 3.09 (m, 2H), 2.24-2.40 (m, 4H), 2. 18 (s, 3H), 2.01 (m, 1H) 0 



8 fy7 P a J -1—9-"f-JV- 3- (2-p*fvW-4-;* J*3^!7 

a^/V-) -5, 7-^tFP-7D [3, 4-d] fc°7 N /n [1, 5-a] 

io fH^y 



TLC : R f 0.34 (n-^^rl^ : @£gt^9vl^= 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 6.39 (d, J = 9.6Hz, 1H), 5.32 (s, 2H), 4.90 (s, 2H), 3.82 (s, 
15 3H), 3.74 (m, 1H), 2.32 (s, 3H), 2.16 (s, 3H), 1.41 (d, J = 6.6Hz, 6H) 0 

iii 2 (14) 

8- [ (2S) -1, 1-v^ — f/l'] T$y-2-^^ 
;k-3- (2-t<5 : -/^-4-^ b^V^^^/^) -5, 7-^tKn-7n 
20 [3, 4-d] If7/P [1, 5-a] fc^^vV 

69 
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OCH 3 



T L C : R f 0.26 (n — : g^a^/P= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.1, 2.4Hz, 1H), 6.57 (brd, J = 11.1Hz, 1H), 5.36 (d, J = 9.9Hz, 1H), 5.26 (d, 
5 J = 9.9Hz, 1H), 4.90 (s, 2H), 4.33 (d, J = 3.9Hz, 1H), 3.82 (s, 3H), 3.50 (s, 3H), 3.48 
(s, 3H), 3.39 (m, 1H), 2.32 (s, 3H), 2.17 (s, 3H), 1.88 (m, 1H), 1.68 (m, 1H), 1.04 
(brs, 3H) 0 

mfoffl2 (is) 

io 8- [ (2S) -i, i h^-yy*?^- 2— -iju] T5; /- 2 

/V— 3- (2 —t^/V-A—t h^v-^^^/P-) -6, 7 Fu- 5H 
--y$xi^l/$ [d] f^Q [1, 5 -a] fc'JJ^v 5 ^ 
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T L C : R f 0.30 (n -^^y : ftfifea:^V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 6.77 
(dd, J = 8.1, 3.0Hz, 1H), 6.47 (brd, J = 11.8Hz, 1H), 4.34 (brs, 1H), 4.01 (m, 1H), 
3.81 (s, 3H), 3.49 (s, 6H), 3.19-3.00 (m, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.30 (s, 3H), 
5 2.18 (s, 3H), 2.13 (m, 2H), 1.86 (m, 1H), 1.65 (m, 1H), 1.04 (brs, 3H) C 



mmm 2 ( 1 6 ) 

8- (1, 3-v>p< h^^a^>-2 — f/u) T5/-2-^^-3- 
(2-^^7V-4-^ y3ci/7^~/V) -5, 7-^tKo-7c [3, 4 
10 -d] [1, 5 -a] t^v^ 




OCH 3 



T L C : R f 0.42 ( n — : fffigtzsi3-j]s= 1 : 1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.14 (d, J = 8.1Hz, 1H), 6.87 (brd, J = 8.1Hz, 1H), 
6.85 (d, J = 2.4Hz, 1H), 6.79 (dd, J = 8.1, 2.4Hz, 1H), 5.33 (s, 2H), 4.89 (s, 2H), 3.81 
15 (s, 3H), 3.75 (m, 1H), 3.62 (d, J = 4.8Hz, 4H), 3.42 (s, 6H), 2.33 (s, 3H), 2.16 (s, 3H) 0 



1112 (1 7) 

(2-^ ^v^^) /- 3 - 
4-^ Y^y?*.— )V) -5, 7-v>t Kn-7n [3, 4-d] t'^'n 
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[i, 5- a] try 



h 3 co 




0CH3 



o 



^v" CH3 



T 



0CH3 



TLC : Rf 0.24 (n -^rlM/ : fft&t^'f'fr^ 1 : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.79 
5 (dd, J = 8.1, 2.7Hz, 1H), 5.22 (s, 2H), 4.89 (s, 2H), 3.88 (t, J = 6.0Hz, 4H), 3.82 (s, 
3H), 3.55 (t, J = 6.0Hz, 4H), 3.30 (s, 6H), 2.33 (s, 3H), 2. 16 (s, 3H)„ 

jgffiffti 2 (18) 

8- (1, Y^r^u/<y--2-4 JV) 7^7-2-^^-3- 

10 4— ^ h^v^^r^) -6, 7-5?fcKP-5H-^P 

[d] t"r/d [1, 5-a] try 5^ 

.OCH 3 



TLC : R f 0.53 ( n -^^rf-^ : W^.^r^= 1 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.01 (d, J = 8.4Hz, 1H), 6.72 (d, J = 2.7Hz, 1H), 6.64 

72 
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(dd, J = 8.4, 2.7Hz, 1H), 6.60 (d, J = 9.9Hz, 1H), 4.14 (m, 1H), 3.69 (s, 3H), 3.50 (d, 
J = 5.4Hz, 4H), 3.30 (s, 6H), 2.99 (t, J = 7.2Hz, 2H), 2.76 (t, J = 7.8Hz, 2H), 2.18 (s, 
3H), 2.04 (s, 3H), 2.01 (m, 2H) 0 



(2-^ V^-y^jV) 7^-2-^^-3- (2— ^^VV- 
4—* N^v^^^/P) -6, 7-^tFn-5H-^n^ [d] t° 
7/n [1, 5- a] t°U ^-^^ 



10 TLC : R f 0.41 (n— -^=3f-f->- : ^fc=c^-;v= 1 : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.4, 2.7Hz, 1H), 3.88 (t, J = 5.7Hz, 4H), 3.82 (s, 3H), 3.52 (t, J = 5.7Hz, 4H), 
3.30 (s, 6H), 3.00 (t, J = 6.9Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14(m,2H) 0 



mMM2 (2 0) 

(5RS) -8- (3-^f;V7^) -2, 5-^^/1^-3- (2- 
^^-^-4-^ y^y^^-zu) -5, 7-^tFP-7n [3, 4-d] 

k°7^P [1, 5 -a] t'n^y-IUfi 





OCH 3 



15 
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OCH 3 



T L C : R f 0.44 (n -^^y : fflfe^f-ji,= 2:1) ; 
NMR(300MHz, DMSO-d 6 ) : S 8.71 (br s, 1H) ; 7.15 (d, J = 8.5Hz, 1H), 6.93 (d, J 
= 2.5Hz, 1H), 6.85 (dd, J = 8.5, 2.5Hz, 1H), 5.70 (br s, 1H), 5.25 (dd, J= 10.0, 2.0Hz, 
5 1H), 5.17 (d, J = 10.0Hz, 1H), 5.11 (m, 1H), 3.79 (s, 3H), 3.26 (m, 1H), 2.26 (s, 3H), 
2.10 (s, 3H), 1.83-1.57 (m 4H), 1.41 (d, J = 5.5Hz, 3H), 0.93-0.83 (m, 6H) 0 

^nm 2 (21) 

8- (3-^yW5/) — 3 — (2, 4-^on7x^ 

10 /V) -6, 7-^tKo-5H-^n^ [d] t°7^n [1, 5-a] 

try 5 




ci 



T L C : R f 0.50 (n-^=^f-^ : g^g£j^yv= 2 : 1) ; 
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NMR (300MHz, CDC1 3 ) : 8 7.50 (d, J = 2.0Hz, 1H), 7.35 (d, J = 8.5Hz, 1H), 7.29 
(dd, J = 8.5, 2.0Hz, 1H), 6.23 (d, J = 10.5Hz, 1H), 3.81 (m, 1H), 3.09 (t, J = 7.5Hz, 
2H), 2.91 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2.15 (m, 2H), 1.82-1.55 (m 4H), 1.01 (t, J 
= 7.5Hz, 6H) D 

miMM 2 (22) 

8- (3 <^^-;VT% /) -2-^^-/1^-3- (Z-^J-sv-A-t 
lyy=c=.;u) -5, 7-v 5 !: FP-k°PP [3, 4-d] \£yv*xi [1, 5 
-a] t°U ^ v>>- 




OCH 3 



T L C : R f 0.48 (V n n -fcjVJb, : ^ $ / —;U= 10:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1H, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 

(dd, J = 2.7, 8.1Hz, 1H), 6.29 (d, J = 10.2Hz, 1H), 4.43 (s, 2H), 4.10 (s, 2H), 3.82 (s, 
3H), 3.49 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.55-1.84 (m, 4H), 1.02 (m, 6H) 0 



mi&m 2 (23) 

8 - *Jx-^->vT % / - 2 - * 3 - (2-^/^-4-^ hdp-v^*^ 

/V) -6, 7-^tKo-5H-^o^ [d] t°yy'n [l, 5-a] 

try 5; 
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OCH 3 



TLC : Rf 0.67 (n -^rf-^ : WW.^^= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 3.82 (s, 3H), 3.66 (q, J = 7.2Hz, 4H), 2.99 (t, J = 7.5Hz, 2H), 
5 2.91 (t, J = 7.5Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.18 (t, J = 7.2Hz, 
6H) 0 



J 2 (24) 



8- (N-xf^-N-n-^W5y) - 2—^^-/1/- 3 - (2, 4 — 
10 ^nP7i^) -6, 7-^th*n-5H-^n^ [d] tf^:/ 
n [1, 5 - a] try 




OCH3 



TLC : R f 0.78 (n-^^rf-^ : 



=f-)V= 1:1) ; 



NM R (300MHz, CDCI3) : 5 7. 17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 3.0Hz, 1H), 6.79 
15 (dd, J = 8.4, 3.0Hz, 1H), 3.82 (s, 3H), 3.70-3.56 (m, 4H), 2.97 (t, J = 6.9Hz, 2H), 
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2.91 (t, J = 7.7Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (no, 2H), 1.55 (m, 2H), 1.32 
(m, 2H), 1.17 (t, J = 7.2Hz, 3H), 0.90 (t, J = 7.2Hz, 3H) 0 



(2 5) 



8 - n -fu \fjV* "f-iVT % J — 2 - * f-jV— 3 - ( 2 — ^ J-JV- 4 - 

/■ Y^r-y7^~;V) -6, Kp-5H-^p^ [d] fy^ 



P [1, 5- a] t°y 




OCH 3 



TLC : R f 0.40 (n - ^rU-V : g^H^^vl^ 3:1) ; 
10 NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J= 8.1, 2.7Hz, 1H), 6.36 (d, J= 10.2Hz, 1H), 3.82 (s, 3H), 3.41 (m, 1H), 3.01 (t, 
J = 7.2Hz, 2H), 2.87 (t, J = 8.1Hz, 2H), 2.31 (s, 3H), 2.19 (s, 3H), 2.10 (m, 2H), 
1.20-1.08 (m, 2H), 0.66-0.32 (m, 8H) D 



15 mmm 2 (26) 

8- (N-^PtVU-N- (2-tKn^xf;i/) T%S) — 

-3- (2-^^-7^-4-^ h^-«x^^=7^) -5, Kn-7n [3, 

4-d] t"7/n [i, 5 - a ] hr y $ s?^ ■ iftiMfi 
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OCH 3 



TLC:Rf 0.26 (n-^^HfV : B^Hfe^fvl^ 1 : 2) ; 
NMR (300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.4Hz, 1 H), 6.87 (d, J = 2.7Hz, 1 H), 
6.80 (dd, J = 8.4, 2.7Hz, 1 H), 6.54 (brs, 1 H), 5.21 (s, 2 H), 4.89 (s, 2 H), 3.96 (brt, J 
5 = 4.8Hz, 2 H), 3.83 (s, 3 H), 3.80 (m, 2 H), 3.29 (t, J = 7.5Hz, 2 H), 2.33 (s, 3 H), 
2.17 (s,3H), 1.63 (m,2H), 1.00 (t, J = 7.5Hz, 3 H) 0 



mmm 2 (27) 

8- (3-^>-^/VT$ J) - 2 h^^f/W- 3 - (2-^/V-4 
10 h3ciS7x.~M -6, 7-^tFa-5H-^n^y^ [d] 

[1, 5 -a] t°y. 5 w 




OCH 3 
CH 3 

OCH3 

T L C : R f 0.27 (n-^^if^ : g^3^/V= 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.19 (d, J = 8.5Hz, 1H), 6.85 (d, J = 2.5Hz, 1H), 6.78 
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(dd, J = 8.5, 2.5Hz, 1H), 6.32 (d, J = 10.5Hz, 1H), 4.54-4.40 (m, 2H), 3.82 (s, 3H), 
3.81 (m, 1H), 3.37 (s, 3H), 3.10 (t, J = 7.0Hz, 2H) , 2.91 (t, J = 8.0Hz, 2H), 2.20 (s, 
3H), 2.14 (m, 2H), 1.80-1.53 (m, 4H), 1.08-0.94 (m, 6H) 0 

5 mmm 2 (28) 

8- (3 /) -2-^^-3- (1, S I/? 

^-5— f/U) -6, 7— 5?fc Kn-5H-^P^ [d] \fyy'u [1, 

5 -a] try 3;-^ 




10 TLC:Rf 0,61 (n-^fy : Sixf;l/= 2 : 1) ; 

N MR (300MHz, CDC1 3 ) : 6 7.22 (d, J = 1.5Hz, 1H), 7.10 (dd, J = 1.5, 8.1Hz, 1H), 
6.89 (d, J = 8.1Hz, 1H), 6.20 (br d, J - 10.5Hz, 1H), 5.96 (s, 2H), 3.80 (m, 1H), 3.08 
(t, J= 7.5Hz, 2H), 2.94 (t, J = 8.1Hz, 2H), 2.52 (s, 3H), 2.15 (m, 2H), 1.51-1.80 (m, 
4H), 1.00 (t, J = 7.5Hz, 6H) C 

15 

mmm 2 (29) 

8- -2-^^1—3- (3, 4-i?^Y*^7^ 

~M -6, 7-i/tKn-5H-^n^ [d] \?yV*v [1, 5- 

a ] t° y 3 v> ^ 
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T L C : R f 0.56 (n -^^-^^ : g^ai^V^ 1:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.29 (d, J = 2.1Hz, 1H), 7.19 (dd, J = 2.1, 8.1Hz, 1H), 
6.96 (d, J = 8.1Hz, 1H), 6.20 (br d, J = 10.5Hz, 1H), 3.93 (s, 3H), 3.91 (s, 3H), 3.80 
5 (m,lH), 3.09 (t, J = 7.2Hz, 2H), 2.94 (t, J = 7.5Hz, 2H), 2.55 (s, 3H), 2.16 (m, 2H), 
1.53-1.81 (m, 4H), 1.00 (t, J = 7.2Hz, 6H) D 



MM¥i 2 (30) 

8 —is? D7"n fc°/PT5: y - 2-p*9vl/— 3 - (2-^A—4-^ 
10 :7^~/P) -5, 7-^tKn-7n [3, 4-d] tf7^P [1, 5-a] 

try ^ 




TLC:Rf 033 (n-^f y : ^txf ;^=3 : 2) ; 

NM R (300MHz, CDC1 3 ) : 5 7. 14 (d, J = 8. 1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
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(dd, J = 8.1, 2.7Hz, 1H), 6.62 (brs, 1H), 5.54 (bra, 2H), 4.91 (brs, 2H), 3.82 (s, 3H), 
2.89 (m, 1H), 2.30 (s, 3H), 2.15 (s, 3H), 0.98-0.84 (m, 4H) C 

mm 2(3i) 

5 8- (Z-^ls^JVT ? /) -2-^P^f/l'-3- (2-^5^-4- 
7« /^) -6, 7-^tKo-5H-^o^ [d] tf-y^ 

n [1, 5-a] t'Uv^y 




T L C : R f 0.62 (-<^i£> : 5:1) ; 

10 NMR(300MHz, CDC1 3 ) : 5 7.09 (d, J = 8. 1Hz, 1H), 6.83 (d, J = 2.7Hz, 1H), 6.75 
(dd, J = 8.1, 2.7Hz, 1H), 6.35 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.81 (m, 1H), 3.53 
(m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.41 (m, 2H), 2.28-2.06 (m, 
4H), 2.15 (s, 3H), 2.01-1.58 (m, 6H), 1.05 (t, J = 7.5Hz, 3H), 1.02 (t, J = 7.8Hz, 3H) C 

15 mMM 2 (32) 

8- (3 -^Sj-/VT^ J ) -2-^^-71^-3- (2-;^-4-^^r 
v^^-zl^) -6, T-^tKn-SH-^n^ [d] t°yy"n [1, 
5 - a ] K°V 
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TLC : R f 0.59 (^<^if 1/ : Sfcfife^^V>= 5:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.1, 2.7Hz, 1H), 6.27 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.80 (m, 1H), 3.08 (t, 
5 J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.67 (m, 2H), 2.17 (s, 3H), 2.13 (m, 2H), 
1.81-1.52 (m, 4H), 1.16 (t, J = 7.2Hz, 3H), 1.04 (t, J = 7.5Hz, 3H), 1.01 (t, J = 7.8Hz, 
3H) D 



■MM 2 (33) 



10 8 



(3-^yW5/) -2->fy^nlf;V-3- (2- ^^vv— 4 



^ h^rV7i- /V) -6, Kn-5H-V^n^^ [d] t°7^ 



□ [1, 5 -a] t°U 5 *S> 



ft 




HC1 



OCH 3 
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TLC : R f 0.60 (n-^^f-^ : W^k=^f-^= 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.28 (m, 1H), 7.09 (d, J = 8.4Hz, 1H), 6.90 (d, J = 
2.4Hz, 1H), 6.81 (dd, J = 8.4, 2.4Hz, 1H), 3.99 (m, 1H), 3.84 (s, 3H), 3.49 (m, 2H), 
3.12 (t, J = 7.2Hz, 2H), 2.99 (m, 1H), 2.28 (m, 2H), 2.20 (s, 3H), 1.85 (m, 2H), 1.74 
5 (m, 2H), 1.24 (d, J = 6.9Hz, 3H), 1.19 (d, J = 7.2Hz, 3H), 1.08 (t, J = 7.5Hz, 3H), 
1.06 (t, J = 7.5Hz, 3H) 0 

Hfeffil 2 (34) 

8- -2-^9VV-3- (2-^^/1^—4 — ^ 

10 h^-yy^~/l/) -6, 7-^tKP-5H-^P^ [d] t'7^/P 

[i, 5 -a] try ^^-ill 




och 3 



TLC : R f 0.55 (n -^^^ : 0m^^= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.46 (m, 1H), 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
15 2.4Hz, 1H), 6.82 (dd, J = 8.4, 2.4Hz, 1H), 3.83 (s, 3H), 3.74 (t, J = 6.0Hz, 2H), 3.49 
(t, J = 7.8Hz, 2H), 3.21 (t, J = 7.5Hz, 2H), 2.28 (s, 3H), 2.26 (m, 2H), 2.19 (s, 3H), 
1.68 (m, 1H), 1.53 (m, 4H), 1.00 (t, J = 7.5Hz, 6H) 0 

MMM 2 (35) 
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8- - 2 — ^^yl^a-^^vv- 3 - 

4-^ b^rv-^^-^) -6, 7-^tKo-5H-^n^ [d] t° 

7/0 [1, 5- a] try 5^ ■ 



„ , • HCl 

HN 




OCH 3 



5 TLC:Rf 0.31 (n-^t^ :|^xf/V=3 : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.31 (brd, J= 10.8Hz, 1H), 7.16 (d, J = 8.4Hz, 1H), 
6.89 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8.4, 2.4Hz, 1H), 4.00 (brs, 1H), 3.83 (s, 3H), 
3.70 (d, J = 13.5Hz, 1H), 3.60 (d, J = 13.5Hz, 1H), 3.50 (m, 2H), 3.14 (t, J = 7.2Hz, 
2H), 2.29 (m, 2H), 2.32 (s, 3H), 2.04 (s, 3H), 1.95-1.65 (m, 4H), 1.07 (t, J = 7.2Hz, 
10 3H), 1.05 (t, J = 7.5Hz, 3H) D 



jjg 2(36) 

8- (N-^f/w-N-^^nyntVUT^y) - 3 - (2 - 

7 (^ / l/_4_^ h^v^^^i/k) -5, 7-v>tF'P-7P [3, 4 — d] 

15 t'7yn [1, 5 -a] try 
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OCH 3 



TLC:Rf 0.16 (n-^fy : ftixf;i/=3 : l) ; 
NMR (300MHz, CDC1 3 ) : 8 7.14 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 5.47 (brs, 2H), 4.90 (brs, 2H), 3.82 (s, 3H), 3.45 (s, 3H), 
5 2.80 (m, 1H), 2.33 (s, 3H), 2.16 (s, 3H), 0.84 (d, J = 6.0Hz, 4H) 0 

MMM 2 (37) 

8- -2-^^-/1^-3- (2, 4-i?*?-/l'7 

;P) -6, 7-^tFn-5H-^n^ [d] fy^/n Cl, 5 -a] 

10 t°n^y 




CH 3 



T L C : R f 0.50 (^i/if >- : g^^^/^= 10:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.13 (d, J = 7.5Hz, 1H), 7.11 (br s, 1H), 7.03 (m, 1H), 

6.21 (4 J = 10.8Hz, 1H), 3.80 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.89 (t, J = 7.5Hz, 
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2H), 2.34 (s, 3H), 2.31 (s, 3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.56-1.82 (m, 4H), 1.02 
(m, 6H) C 

Hi 2 (38) 

5 8- (3-^yf/l/T^/) -2-^/^-3- (2, 5 -i? t^/ls? 

)V) -6, 7-i/tFn-5H-^o^ [d] ifyy'u [l, 5-a] 
try • WfeM. 




T L C : R f 0.54 (n-^drii-^ : 3 : 1) ; 

10 NMR(300MHz, CDC1 3 ) : 8 7.31 (br d, J = 10.2Hz, 1H), 7.24 (d, J = 7.5Hz, 1H), 
7.15 (br dd, J = 1.2, 7.5Hz, 1H), 7.01 (br s, 1H),3.99 (m, 1H), 3.49 (t, J = 7.5Hz, 2H), 
3.14 (t, J = 6.9Hz, 2H), 2.35 (s, 3H), 2.32 (s, 3H), 2.29 (m, 2H), 2.18 (s, 3H), 1.64- 
1.94 (m, 4H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) 0 

15 l^feffil 2 (39) 

8 -is? n-f=f-;VT ^ y - 2 -ff-fls— 3 - (2-^/^-4 -7< h^r>^7 
^rv^) -6, 7-v?kKP-5H-^n^ [d] t°yy*P [1, 5 
-a] fc°U 
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OCH 3 



TLC : R f 0.36 (n-^drfy : /l^=3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 8 7. 14 (d, J = 8.7Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.7, 2.7Hz, 1H), 6.50 (brd, J = 8.4Hz, 1H), 4.46 (m, 1H), 3.81 (s, 3H), 3. 12 (t, 
5 J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.43 (m, 2H), 2.30 (s, 3H), 2.23-2.08 (m, 4H), 
2.16 (s, 3H), 1.90-1.70 (m, 2H) 0 

H»!l2 (4 0) 

8- (N-xf/WN-^n^W?;) - 2 — tf-jU— 3 - (2-^ 
10 b^y^^/i^) - 6 , Kn-5H-^^n^y^[d] 

t°7/D [1, 5 -a] t°M^y -S^t 




OCH3 



T L C : R f 0.38 (n -^^f-^ : gjrBgai^vv= 3:1) ; 
NMR(300MHz 5 CDC1 3 ) : S 7.12 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
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(dd, J = 8.7, 2.7Hz, 1H), 4.74 (m, 1H), 3.99 (m, 2H), 3.83 (s, 3H), 3.48 (t, J = 7.5Hz, 
2H), 2.98 (t, J = 7.5Hz, 2H), 2.20-2.10 (m, 6H), 2.30 (s, 3H), 2.17 (s, 3H), 1.90-1.70 
(m, 2H), 1.16 (t, J = 7.2Hz, 3H) D 



MM 2 (41) 



8 



3-^^-/^-2-^^) 7^/-2-^f/V-3- 



(2-^^—4 h^v^o^/V) -6, 7-^tKo-5H-^a 

[d] fc 0 7V'P [1, 5 -a] t°y^v?>- 



OH 




OCHr 



10 T L C : R f 0.44 n v /Jvl^A : ^ ^ / —;V= 9:1) ; 

NMR (300MHz, CDC1 3 ) : S 7. 17 (d, J = 8. 1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 6.73 (d, J = 10.2Hz, 1H), 4.12 (m, 1H), 3.98-3.83 (m, 4H), 
3.82 (s, 3H), 3.05 (t, J = 7.2Hz, 2H), 2.87 (t, J = 8.1Hz, 2H), 2.30 (s, 3H), 2.16 (s, 
3H), 2. 1 1 (m, 2H) 0 



15 



8 



M 2 (42) 

(3-^f/V7 5/ ) -2- (2-7D/V) -3~ (2-^^/1—4 



f^v^o^/U) -6, 7-^tKn-5H-^P^ [d] t?7 



y s n [i, 5 -a] t°y 
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OCH 3 



T L C : R f 0.33 (n-^^rih^ : i^xf 4 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.47 (m, 1H), 7.21 (d, J = 8.1Hz, 1H), 6.87 (d, J = 
2.7Hz, 1H), 6.81 (dd, J= 8.1, 2.7Hz, 1H), 6.38-6.30 (m, 2H), 6.05 (m, 1H), 3.84 (s, 
5 3H), 3.82 (m, 1H), 3.11 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.15 (m, 2H), 2.10 
(s, 3H), 1.70 (m, 4H), 1.04 (t, J = 7.2Hz, 3H), 1.01 (t, J = 7.2Hz, 3H) D 

mMM2 (4 3) 

10 -6, 7-v>t Ko-5H-^n^ [d] t'y^a [ 1 , 

5- a] t°!l '^-Sftfi 




OCH3 



T L C : R f 0.41 (n —*>*3f-frls : @Mol~P/U= 4:1) ; 



89 



WO 02/053565 



PCT/JPO 1/1 1581 



NMR(300MHz 5 CDC1 3 ) : 5 7.59-7.54 (m, 2H), 7.45-7.19 (m, 5H), 6.88-6.82 (m, 
2H), 4.04 (m, 1H), 3.85 (s, 3H), 3.55 (t, J = 7.8Hz, 2H), 3.17 (t, J = 7.8Hz, 2H), 2.32 
(m, 2H), 2.05 (s, 3H), 1.97-1.55 (m, 4H), 1.10 (t, J = 6.9Hz, 3H), 1.07 (t, J= 7.2Hz, 
3H) 0 



mmm 2 (44) 

8- (2-^f/V75/^) T^y — 2—^f-/V—3— 

-4-^ h^^^ct^/V) -6, 7-^kKP-5H-^n^ [d] 

fc°^y*n [1, 5 -a] tryss^ 



TLC : R f 0.30 (tfrffc^H' : ^ ^ / — ^= 19:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8 4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.4, 2.7Hz, 1H), 6.71 (t, J = 5.7Hz, 1H), 3.82 (s, 3H), 3.75 (dt, J = 5.7, 6.3Hz, 
2H), 3.19 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.63 (t, J = 6.3Hz, 2H), 2.33 (s, 
15 6H), 2.31 (s, 3H), 2.17 (s, 3H), 2.12 (m, 2H) 0 



8- (N-^^/V-N- (2-^f/V7^;if^) TS./) -2—^^ 
7U-3- {2-^^jV- 4-^ y^y^^jV) -6, 7-v J tKn-5H 
20 -*sVxi^y$ [d] t°7^n [i, 5-a] tl^v'y- 

90 
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OCH 3 



T L C : R f 0.46 (Mfc* f- Ul/ : * $ J 9:1) ; 

NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 5 7.42 (d, J = 8.4Hz, 1H), 
7.04 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 8.4, 2.7Hz, 1H), 4.21 (t, J = 7.5Hz, 2H), 3.85 (t, 
5 J = 7.5Hz, 2H), 3.75 (s, 3H), 3.14 (s, 3H), 3.00 (s, 6H), 2.90 (t, J = 7.5Hz, 2H), 2.80 
(t, J= 7.5 HZ, 2H), 2.41 (s, 3H) ; 2.36 (s, 3H), 1.90 (m, 2H) 0 



M 2 (46) 

10 4-;* b^rv-7^=/l/) -6, 7-S?tKn-5H 

-v-^n^^^ [d] t 0 yy'c3 [1, 5 -a] t^v^ 



M 




CH 3 



OCH3 



T L C : R f 0.46 (Mfc* \ *9 J —;V= 9:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
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(dd, J = 8.4, 2.7Hz, 1H), 3.82 (s, 3H), 3.80 (t, J = 7.2Hz, 2H), 3.64 (q, J = 7.2Hz, 2H), 
2.99 (t, J = 7.5Hz, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.56 (t, J = 7.2Hz, 2H), 2.31 (s, 3H), 
2.25 (s, 6H), 2.17 (s, 3H), 2.12 (m, 2H), 1.17 (t, J = 7.2Hz, 3H) 0 

5 2 (47) 

8- -2-^^/1^-3- (2-^^/1^-4-^ f=¥ 

/U) -6, 7-^tFn-5H-^n^ [d] t'y^n [l, 
5 -a] t°U ^v^y -4SBI^ 




OCH 3 



10 T L C : R f 0.50 (n-^^rf-^ : gj=®te^/U= 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.27 (brd, J = 9.6Hz, 1H), 7.11 (d, J = 8.4Hz, 1H), 
6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.12 (ra, 1H), 3.82 (s, 3H), 
3.49 (t, J = 7.5Hz, 2H), 3.11 (t, J = 7.5Hz, 2H), 2.32-2.20 (m, 2H), 2.28 (s, 3H), 2.20 
(s, 3H), 1.82-1.60 (m, 4H), 1.60-1.36 (m, 4H), 0.99 (t, J = 7.2Hz, 3H), 0.98 (t, J = 

15 7.2Hz, 3H) 0 

mi&m 2 (48) 

8- (2-7"W$7) -2-^5v^-3- 4-^ h^v' 

7 cr. -6, 7-^tFP-5H-^p^ [d] [l, 
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5 -a] t°y 5 i» • 




och 3 



TLC:Rf 0.4O (n-^fV : ^xf;k=3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.36 (brd, J= 9.9Hz, 1H), 7.12 and 7.11 (d, J= 8.4Hz, 
5 two comformers, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.18 (m, 
1H), 3.83 (s, 3H), 3.48 (t, J = 7.5Hz, 2H), 3.16 (t, J = 7.5Hz, 2H), 2.40-2.20 (m, 2H), 
2.28 (s, 3H), 2.19 and 2.18 (s, two comformers, 3H), 1.80 (m, 2H), 1.48 and 1.47 (d, 
J = 6.6Hz, two comformers, 3H), 1.09 and 1.08 (t, J = 7.2Hz, two comformers, 3H) 0 

10 mt&w 2 (49) 

8- (N-7°n tVl/-N— y"^ 0 7°n hVMf ;l/7 5 /) — 2 — ^ f-jV— 3 
- (2-^5^-4-^ h^V^o^/P) -6, 7-^tFP-5H-^ 

[d] fy/n [1, 5 -a] fcT JJ 5 • JfiBKft 




0CH3 
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T L C : R f 0.42 (n -^^f-V : gpgfern^/V= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.13 (m, 1H), 6.88 (br s, 1H), 6.82 (m, 1H), 3.88 (m, 
2H), 3.83 (br s, 3H), 3.77 (br s, 2H), 3.37 (m, 2H), 3.06 (m, 2H), 2.29 (s, 3H), 2.24 
(m, 2H), 2.19 (s, 3H), 1.73 (m, 2H), 1.12 (m, 1H), 0.96 ( m, 3H), 0.62 (m, 2H), 0.26 
5 (br s, 2H) 0 

H ji&M 2 (50) 

8- (3-^yf^7^y) -3- 4-^ b^r-yy^^M 

-6, 7-^tKn-5H-^n^ [d] t°^yn [l, 5- a] fc" 
10 U 5 v>V • t£gfc& 




TLC:Rf 0.46 (n-^drf-^ : jlM^^;V= 3 : 1) ; 
NMR(300MHz, DMSO-d 6 ) : 5 9.25 (m, 1H), 8.31 (s, 1H), 7.23 (d, J = 8.1Hz, 1H), 
6.95 (d, J = 2.4Hz, 1H), 6.86 (dd, J = 2.4, 8.1Hz, 1H), 3.99 (m, 1H), 3.78 (s, 3H), 
15 3.15 (m, 2H), 3.02 (t, J = 7.8Hz, 2H), 2.20 (s, 3H), 2.18 ( m, 2H), 1.60-1.88 (m, 4H), 
0.89 (t, J = 7.5Hz, 6H) D 

mmm 2(51) 

8- [ (2R) -1-^ b^f^^y- 2-4 }V] 7$;-2-^f/U-3 
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i 



[d] [i, 5- a] k°y Kvis-msm 




OCH 3 



T L C : R f 0.21 (n-^^f-^ : g£^c^vV= 3 : 1) ; 
5 NMR (300MHz, CDC1 3 ) : 5 7.63 (brd, J = 8.4Hz, 1H), 7.09 (d, J = 8.7Hz, 1H), 
6.87 (d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.7, 2.7Hz, 1H), 4.19 (m, 1H), 3.81 (s, 3H), 
3.65-3.53 (m, 2H), 3.45 (t, J = 8.1Hz, 2H), 3.43 and 3.41 (s, two comformers, 3H), 
3.26-3.01 (m, 2H), 2.30-2.20 (m, 2H), 2.28 (s, 3H), 2.18 (s, 3H), 1.96-1.58 (m, 2H), 
1.08 and 1.07 (t, J = 7.5Hz, two comformers, 3H) C 

0 

mmm 2 (52) 

8- [ (2s) -1-7 ;y\ 757-2-^^-3 

- (2-^J-;V~A-^ Y^-yy^^/v) -6, 7-^tKP-5H-^ 
n-<>-^ [ d ] ty^/P [1, 5-a] t°y 5 • mkM. 
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• HCl 




OCH 3 



TLC : R f 0.21 (n-^^ri^^ : @^I£rc^vV= 3 : 1 ) ; 
NMR(300MHz, CDC1 3 ) : 6 7.59 (brd, J = 10.2Hz, 1H), 7.11 (d, J = 8.4Hz, 1H), 
6.88 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.19 (m, 1H), 3.83 (s, 3H), 
5 3.66-3.53 (m, 2H), 3.48 (t, J = 8.1Hz, 2H), 3.44 and 3.42 (s, two comformers, 3H), 
3.26-3.02 (m, 2H), 2.30-2.20 (m, 2H), 2.29 (s, 3H), 2.20 (s, 3H), 1.98-1.69 (m, 2H), 
1.09 and 1.08 (t, J = 7.5Hz, two comformers, 3H) D 

mmm 2 (53) 

7^~;v) -6, 7-^tKo-5H-^n^ [d] k'7 % /n [1, 
5 - a ] fc° U $ W 




OCH 3 
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TLC : R f 0.30 (n— V : J$&x.J-jV= 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.7Hz, 1H), 6.84 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.7, 2.7Hz, 1H), 6.34 (brd, J = 9.0Hz, 1H), 4.38 (m, 1H), 3.82 (s, 3H), 3.15 (t, 
J = 7.2Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.30 (s, 3H), 2. 17 (s, 3H), 2. 18-2.00 (m, 4H), 
5 1.95-1.65 (m, 6H) D 

HWJ 2 (54) 



8- -2-^^/1^-3- (2, 4-^to7x 

-6, Kn-5H-^n^y^ [d] fy/o [1, 5- 

10 a] try 



TLC : Rf 0.57 (n-^f^ : |^xf;i/=3 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.50 (ddd, J = 6.6, 8.4, 8.4Hz, 1H), 6.86-6.99 (m, 2H), 
6.23 (d, J = 10.8Hz, 1H), 3.80 (m, 1H), 3.09 (t, J = 7.2Hz, 2H), 2.92 (t, J =8.1Hz, 2H), 
15 2.39 (d, J = 1.5Hz, 3H), 2.15 (m, 2H), 1.53-1.81 (m, 4H), 1.01 (t, J =7.2Hz, 6H) 0 

lli2(55) 



8- (3-<yf^7?/) -2- YV ?JV$-u ?t*f-/U- 3 - 
— 4 — t V^i/7a^~;V) -6, 7-^tKo-5H-^o^ [d] 
20 k^/P [1, 5-a] tfU^^-ifeStta 
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T L C : R f 0.42 (n -^^f y : itx^;l/= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.33 (br d, J = 10.2Hz, 1H), 7.13 (d, J = 8.7Hz, 1H), 
6.89 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 2.4, 8.7Hz, 1H), 4.04 (m, 1H), 3.83 (s, 3H), 
5 3.56 (m, 2H), 3.20 (m, 2H), 2.33 (m, 2H), 2.19 (s, 3H), 1. 70-2.22 (m, 4H), 1.08 (m, 
6H) 0 



HjjgjH 2 (56) 

8- (N-^^VU—N- {2- ^ Y^iy=^=f-/V) T^/) - 2~^=f-;V- 3 
10 - (2-^^-4-^ -6, 7 - Kp - 5 H- 

[d] [i, 5 -a] fcrys^-iraifi 




OCH 3 



T L C : R f 0.20 ( n -^.^r^r >- : g^^^^-/i/= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
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(dd, J = 8.4, 2.7Hz, 1H), 4.34-4.17 (m, 2H), 3.91 (q, J = 7.2Hz, 2H), 3.83 (s, 3H), 
3.68 (t, J = 5.1Hz, 2H), 3.47 (t, J = 7.8Hz, 2H), 3.32 (s, 3H), 3.06 (t, J = 7.2Hz, 2H), 
2.28 (s, 3H), 2.30-2.20 (m, 2H), 2.18 (s, 3H), 1.38 (t, J = 7.2Hz, 3H) 0 

5 mmm 2 (57) 

8 —is? u^.^-y/VT % 7— 2 — p*9vV— 3 - (2—^^/1^— 4-^ h^^X 
y^—^) -6, 7-^tFo-5H-^B^ [d] t°7^a [1, 
5- a] t°y ^ v 5 ^ 




OCH 3 



10 T L C : R f 0.30 (n — ^^r^> : ^^=s^=f-;V= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.1Hz, 1H), 6.84 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.1, 2.7Hz, 1H) 3 6.34 (brd, J = 9.6Hz, 1H), 3.81 (s, 3H), 3.80 (m, 1H), 3.10 (t, 
J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.30 (s, 3H), 2. 17 (s, 3H), 2. 18-2.00 (m, 4H), 
1.90-1.80 (m, 2H), 1.75-1.60 (m, 1H), 1.50-1.20 (m, 5H) 0 

15 

lii 2 (58) 

8- (N-^PfcT^-N- (3 °^9VV) T^y) -2-^^-3- (2 

-^^-4-^^71^) -6, 7 -v^t Kp- 5 H-v-y n^i/ 

* [d] t°7y'n [1, 5-a] try .^ggfe^ 
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10 




OCH 3 



T L C : R f 0.43 (n -^^V : ffl&^<?-jv= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.1Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 8.1, 2.7Hz, 1H), 4.20 (m, 1H), 3.83 (s, 3H), 3.60 (m, 2H), 3.38 (t, J = 7.5Hz, 
5 2H), 2.97 (t, J = 7.5Hz, 2H), 2.30-2.15 (m, 2H), 2.27 (s, 3H), 2.20 (s, 3H), 2.00-1.70 
(m, 4H), 1.42 (m, 2H), 0.98 (t, J = 7.5Hz, 6H), 0.90 (t, J = 7.5Hz, 3H) 0 



■MM 2 (59) 

8- -2-7* ^ffV- 3 - (4-7« b d rv , 7ct^/l^) 

-6, 7-^kFP-5H-^a^ [d] tf^^n [l, 5 — a] t° 




CH 3 




OCH3 



TLC:Rf 0.57 ( n -^^f-^V : jS&^9VV= 2:1) ; 
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NMR(300MHz, CDC1 3 ) : 5 7.60 (d, J = 9.0Hz, 2H), 6.99 (d, J = 9.0Hz, 2H), 6.10 

(br d, J = 10.5Hz, 1H), 3.84 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.94 (t, J = 
7.8Hz, 2H), 2.53 (s, 3H), 2.15 (m, 2H), 1.53-1.82 (m, 4H), 1.00 (t, J = 7.2Hz, 6H) 0 

5 mmm 2 ( 6 0 ) 

8- - 2-4 y-fv\?/u~ 3- (4-^ b^yy ^ 

-6, 7-^tKn-5H-^nXy^ [d] [1, 5 — 

a] f y 5 




0CH3 



10 T L C : R f 0.54 (n -^^^ry : g1=^n^vl/= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.48 (d, J = 8.7Hz, 2H), 6.97 (d, J = 8.7Hz, 2H), 6.29 
(br d, J= 10.5Hz, 1H), 3.84 (s, 3H), 3.80 (m, 1H), 3.32 (sept, J = 6.9Hz, 1H), 3.07 (t, 
J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.13 (m, 2H) , 1.63-1.83 (m, 4H), 1.33 (d, J = 
6.9Hz, 6H), 1.01 (t, J= 7.5 HZ, 6H) B 

15 

mmm 2 ( 6 1 ) 

8- t-'/f/kT5;-2-^f^-3- {2—^^-;V- A — * V^-yy ^ 
~}V) -6, Z-v'tKn-BH-^n^ [d] [1, 5- 

a] t°V 5; -Jy 
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OCH 3 



TLC : Rf 0.35 (n-^fy : itxf;U= 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.15 (bid, J= 8.7Hz, 1H), 6.97 (brs, 1H), 6.85 (d, J = 
2.7Hz, 1H), 6.78 (dd, J = 8.7, 2.7Hz, 1H), 3.81 (s, 3H), 3.15 (t, J = 7.2Hz, 2H), 2.91 
5 (t, J= 7.5Hz, 2H), 2.30 (s, 3H), 2.18 (s, 3H), 2.11 (m, 2H), 1.57 (s, 9H) D 

^MH 2 (62) 

8- O-^yf^r?/) -3- (2, 4, 6-MJ^^7s-;V) - 
6, 7-^tKn-5H-^D^ [d] t°7y'o [1, 5-a] fcT U 

10 5 • Its 




CH 3 



TLC : Rf 0.58 (n -^df-f-y : f^n^/U= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.91 (s, 1H), 7.39 (brd, J = 10.2Hz, 1H), 6.99 (s, 2H), 
4.03 (m, 1H), 3.52 (t, J = 7.8Hz, 2H), 3.17 (t, J = 7.2Hz, 2H), 2.32 (s, 3H), 2.31 (m, 
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2H), 2.13 (s, 6H), 1.67-1.96 (m, 4H), 1.07 (t, J = 7. 5Hz, 6H) 0 
gjj 2 (63) 

8— (l-v'^PT'f/Hf/I/) 7^/-2-^f/l/-3- ( 2-^5vl"— 
5 4-p< h^^s^) -6, 7-^tFn-5H-^n^ [d] fc° 

7/0 [1, 5 -a] v^y-til 




T L C : R f 0.28 (n — =¥f-^ : |^^^yk= 3 : l) ; 
NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 8 7.46 (d, J = 8.1Hz, 1H), 
10 7.06 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.1, 2.7Hz, 1H), 6.80 (d, J = 10.2Hz, 1H), 3.96 
(m, 1H), 3.74 (s, 3H), 2.97 (ddd, J = 14.1, 7.2, 7.2Hz, 2H), 2.86 (t, J = 7.5Hz, 2H), 
2.50-2.36 (m, 1H), 2.47 (s, 3H), 2.39 (s, 3H), 2.05-1.65 (m, 8H), 1.15 (d, J = 6.3Hz, 
3H) 0 



15 SMM 2 (64) 

8- (3-^yf^7^y) -2-^^/1^-3- (2, 3-v^?vV-4- 
^ b^-S/^^^/l-) -6, Fp-5H-^^d^^ [d] t°7^ 

n [1, 5 -a] t'R^y 
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OCH 3 



T L C : R f 0.37 (^V"t? 1/ : gf^ngVl^ 10:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.08 (d, J = 8.1Hz, 1H), 6.78 (d, J = 8.1Hz, 1H), 6.21 
(d, J = 10.8Hz, 1H), 3.84 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 6.6Hz, 2H), 2.88 (t, J = 
5 8.1Hz, 2H), 2.29 (s, 3H), 2.21 (s, 3H), 2.13 (m, 2H), 2.10 (s, 3H), 1.56-1.82 (m, 4H), 
1.03 (t, J = 7.5Hz, 3H), 1.01 (t, J= 6.9Hz, 3H) C 



'J 2 (65) 



8- (3-^yW?7) - 3 - (2, 5-v ? ^5 : Vl/-4- 

10 J> Y^c-yy -6, 7-i?t Kn-5H-^n^y^ [d] If 7^ 
n [1 , 5 - a] t°!J 5 v>>" 




OCH3 



T L C : R f 0.43 : f»^?V^= 10:1) ; 
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NMR(300MHz, CDC1 3 ) : 8 6.99 (s, 1H), 6.76 (s, 1H), 6.20 (d, J = 10.5Hz, 1H), 

3.84 (s, 3H), 3.82 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.89 (t, J = 7.2Hz, 2H) 3 2.31 (s, 
3H), 2.19 (s, 3H), 2.17 (s, 3H), 2.14 (m, 2H), 1.54-1.80 (m, 4H), 1.01 (m, 6H) 0 

5 ^MM 2 (66) 

8- [N — (2, 2, 2-b!)7/^nxf/v) -N-^^P7°n 

7§y-2->f;l'-3- (2— t< h^v^cn-;]/) -6, 
7-^tFn-5H-^o^ [d] t'y/n [1, 5-a] 




1 o OCH 3 

T L C : R f 0.62 (n —-^1^ : gfc|fej:?v^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.17 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80 
(dd, J = 8.1, 2.7Hz, 1H), 4.64 (q, J = 9.6Hz, 2H), 3.82 (s, 3H), 3.41 (d, J - 6.6Hz, 
2H), 2.98 (t, J = 6.9Hz, 2H), 2.94 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2.21-2.09 (m, 2H), 
15 2.18 (s, 3H), 1.03 (m, 1H), 0.57 (m, 2H), 0.21 (m, 2H) C 

mmm 2 (67) 

8- (2, 2, 2 - MJ 7^tPif />) 757-2-^f/l/-3- (2- 
^^V— 4 — p« h^>7=c=-^V) -6, 7-^kKo-5H-^d^y^ 
20 [d] t°7/o [1, 5-a] h'Hv'y 
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OCH 3 



T L C : R f 0.22 (n -^^rf~^ : g|:8£nL^v>= 3:1) ; 
N MR (300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 6.75 (brt, J = 7.8Hz, 1H), 4.22 (dq 3 J = 7.8, 7.8Hz, 2H), 3.82 
5 (s, 3H), 3.12 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.31 (s, 3H), 2.23-2.09 (m, 
2H), 2.17 (s, 3H)„ 



HjfeM 2 (68) 

8- [ (2R) - 1 f^^y-2--f/l/] 757-2-^^-3 
10 - (2-^^/1^-4-^ Y^r-y7^z=.)V) -5, 7-^tFo-7D [3, 
4-d] tf7/o [1, 5 -a] tlv^y-Sil 




OCH 3 



T L C : R f 0.25 (n drf-^ : g^igj.^V= 2:1) ; 
NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 5 7.39 (d, J = 8.1Hz, 1H), 
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7.37 (brd, J = 9.3Hz, 1H), 7.03 (d, J = 2.7Hz, 1H) = 6.95 (dd, J = 8.1, 2.7Hz, 1H), 5.45 
(d, J = 9.9Hz, 1H), 5.35 (d, J - 9.9Hz, 1H), 4.98 (brs, 2H), 3.74 (s, 3H), 3.63-3.48 (m, 
3H), 3.26 (s, 3H), 2.41 (s, 3H), 2.34 (s, 3H), 1.82-1.60 (m, 2H), 0.97 (t, J = 7.5Hz, 
3H) 0 

2 (69) 

8- [ (2R) — 1— ;* h^v-^^V- 2--fyl^] 757-2-^^-3 
- (2-^^-4-^h^7x^/V) -2, 3-^tKP-7P [3, 
2 - d] t°7/B [ 1 , 5 - a ] fc° y $ v 5 ^ - »m 




T L C : R f 0.29 (n — ^^rl^ : 2:1) ; 

NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 8 7.40 (d, J = 8.4Hz, 1H), 
7.03 (brs, 1H), 6.95 (dd, J = 8.4, 2.4Hz, 1H), 6.80 (brd, J = 9.3Hz, 1H), 4.47 (m, 1H), 
4.47 (t, J = 8.4Hz, 2H), 3.74 (s, 3H), 3.56 (d, J = 4.8Hz, 2H), 3.28 (s, 3H), 3.12 (t, J = 
15 8.4Hz, 2H), 2.43 (s 3 3H), 2.35 (s, 3H), 1.87-1.46 (m, 2H), 1.00 (t, J = 7.5Hz, 3H) D 

mmm 2 (70) 

8- -3- (2, Q-i?*J~JV—4-* h^?^ 

~)V) -6, 7-^tFo-5H-^P^ [d] f^'n [1, 5- 
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TLC:Rf 0.33 (n-^t> : ^if/V=3 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.90 (s, 1H), 7.39 (br d, J = 10.2Hz, 1H), 6.72 (s, 2H), 
5 4.02 (m, 1H), 3.81 (s, 3H), 3.53 (t, J = 7.8Hz, 2H), 3.17 (t, J = 6.9Hz, 2H), 2.32 (m, 
2H), 2.14 (s, 6H), 1.66-1.96 (m, 4H), 1.08 (t, J = 7 .2Hz, 6H) 0 



mtm 2 (7i) 

8- (3 -^<^=3-;VT % J) —3- (4, 6 - i?* ftV— 2 — ;* f^r^7x 
10 -6, Kp-5H-^p^ [d] f^y'n [1, 5- 

a] try v^y -Mii 




CH 3 



T L C : R f 0.33 ( n -—^i^>- : gfcg£:i:5vv= 3:1) ; 
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NMR (300MHz, CDC1 3 ) : 8 7.99 (s, 1H), 7.37 (br d, J= 10.8Hz, 1H), 6.75 (s, 1H), 
6.70 (s, 1H), 4.01 (m, 1H), 3.85 (s, 3H), 3.57 (t, J = 7.8Hz, 2H), 3.16 (t, J = 7.2Hz, 
2H), 2.36 (s, 3H), 2.31 (m, 2H), 2.23 (s, 3H), 1.63- 1.92 (m, 4H), 1.06 (t, J = 7.2Hz, 
6H) 0 



fe&fcffiJ 2 (72) 

8- ( 3 — ^ l/^/UT 5 / ) -2-^/^-3- (2, 6 — ^/V- 4 - 
^ b^i^^^P) -6, 7-^tFn-5H-^P^ [d] tf^y* 



n [1, 5 -a] t°P 




CH 3 



H3 C x^^^^v^^C H3 




10 



OCH3 



15 



TLC : R f 0.33 (^^ifV : g^^^vl^= 10:1) ; 
NMR(300MHz, CDC1 3 ) : S 6.68 (s, 2H), 6.21 (d, J = 10.5Hz, 1H), 3.81 (m, 1H), 
3.80 (s, 3H), 3.09 (t, J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.19 (s, 3H), 2.13 (m, 
2H), 2.04 (s, 6H), 1.55-1.83 (m, 4H), 1.03 (t, J = 7.5Hz, 6H) D 



■MM 2 (73) 

8- (3 ^WU) -2-^9-/^-3- (4, 6— S^^VW- 2- 

y< fdrv-^^^/I^) -6, 7-^tFa-5H-v'^n'<y^ [d] 



n [ 1 , 5 - a ] fc° 3 
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V J- 
N 

H 3 C. 




OCH 3 



TLC : R f 0.33 (/^irV : ffi&au=f-;\s= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 5 6.75 (m, 1H), 6.62 (s, 1H), 6.21 (d, J = 10.5Hz, 1H), 
3.80 (m, 1H), 3.71 (s, 3H), 3.06 (m, 2H), 2.87 (m, 2H), 2.34 (s, 3H), 2.24 (s, 3H), 
5 2.12 (m, 2H), 2.09 (s, 3H), 1.53-1.80 (m, 4H), 1.03 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.5Hz, 3H) 0 

WJ2 (7 4) 

8- (3 - * # -y — 3—-4/V) T $ / - 2 — * ^JV— 3 - (2-^ 

10 h^i/7^^/V) -6, Fc-5H-^P^[d] 

fc°7y*n [1, 5 -a] fc° U 5 i?y ■ jftKjft 




OCH3 



TLC : R f 0.36 (n-^dff-^ : f^SI^^V=3 : 1) 
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NMR (300MHz, CDC1 3 ) : 8 8.01 (brs, 1 H), 7.12 (d, J = 8.1Hz, 1 H), 6.89 (d, J = 
2.7Hz, 1 H), 6.82 (dd, J = 8.1, 2.7Hz, 1 H), 3.83 (s, 3 H), 3.52 (t, J = 7.8Hz, 2 H), 
3.16 (t, J = 7.2Hz, 2 H), 2.28 (s, 3 H), 2.24 (m, 2 H), 2.20 (s, 3 H), 2.00-1.85 (m, 4 
H), 1.55 (s, 3 H), 1.03 (t, J = 7.5Hz, 6 H) D 

jfetfcgil 2 (75) 

8- — 2—* J-jV- 3 - (5-^no-l, 3-v 5 

^IM" — f/V) -6, 7-^tFn-5H-^P^ [d] 

t°7yn [1, 5 -a] t-y^v?^ 




T L C : R f 0.44 (-^i/irV : @fcgg:x.<?v>= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 5 6.96 (s, 1H), 6.85 (s, 1H), 6.22 (br d, J= 10.5Hz, 1H), 
5.99 (s, 2H), 3.80 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.34 (s, 
3H), 2.16 (m,2H), 1.53-1.81 (m, 4H), 1.01 (t, J = 7.2Hz, 6H)„ 

^ffiM 2 (76) 

8— (N-^^/^-N-^^vVl-X 5; /) -2-7^^/1^-3- ( 2 - f-fls 
— 4 — * h^r^y^^/U) -6, Kc-5H-^n^y^ [d] 

if y -7x2 [i, 5 -a] fc°!J ^ • 
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OCH 3 



T L C : R f 0.43 (n — ^^f"^ : ^Wt^^/^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.26-7.43 (m, 5H), 7.13 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.21 (s, 2H), 3.87 (q, J = 6.9Hz, 2H), 3.83 
5 (s, 3H), 3.47 (t, J = 7.2Hz, 2H), 3.03 (t, J = 7.2Hz, 2H), 2.29 (s, 3H), 2.22 (m, 2H), 
2. 19 (s, 3H), 1.39 (t, J = 6.9Hz, 3H) D 



mmm 2 (77) 

8- $ 7) -2-^^/1—3- (2-^PP-4-f!J7 

10 /^p^ b^v-^^^/W) -6, 7-^tFp-5H-^p^y? [d] 
\?7V*u [l, 5 -a] fc'nv'y-tit 




OCFg 



112 



WO 02/053565 



PCT/JPO 1/1 1581 



T L C : R f 0.52 (n -^^rf-^ : ^^^;U= 3:1) ; 
NMR (300MHz, pyridene-d 5 (0.5ml) ,CDCl 3 (0.1ml)) : 5 7.71 (d, J = 8.4Hz, 1H), 
7.57 (m, 1H), 7.28 (m, 1H), 6.77 (d, J = 10.5Hz, 1H), 3.74 (m, 1H), 2.95 (t, J = 7.5Hz, 
2H), 2.85 (t, J =7.8Hz, 2H), 2.46 (s, 3H), 1.98 (m, 2H), 1.64-1.48 (m, 4H), 0.92 (t, J 
5 = 7.5Hz, 6H) 0 

lii 2 (78) 



8- (3-^yf/V7 5/ ) - 3 - (2-^nn-4-^h^r 

i/7x^/^) -6, 7-^tKa-5H-^n^ [d] t°7/p [1, 
10 5-a] tTJJ 5 • tifi 



TLC : R f 0.20 (n— ^^rf-^ : g^o^/l^ 3 : l) ; 
NMR(300MHz, pyridene-d 5 (0.5ml) ,CDCl 3 (0.1ml)) : 5 7.59 (d, J = 8.4Hz, 1H), 
7.24 (d, J = 2.4Hz,lH), 6.98 (dd, J = 8.4, 2.4Hz, 1H), 6.78 (d, J = 10.5Hz, 1H), 3.74 
15 (m, 1H), 3.69 (s, 3H), 2.94 (t, J = 7.2Hz, 2H), 2.85 (t, J = 7.8Hz, 2H), 2.51 (s, 3H), 
1.96 (m, 2 H), 1.64-1.48 (m, 4H), 0.91 (t, J = 7.5Hz, 6H) 0 

mmm 2 (79) 

8- (N-'^v^-N- (2-^ Y^ri/^f-Ad T%/) - 2-}J-)V- 





•HCI 



OCH3 
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3- (2-^9^/1^-4-^ Y^ci/y^—M -6, 7— t*fc Kp- 5 H-is 

?u^$ [d] t°7/n [i, 5 -a] t°u 5 ■ mmm. 



T L C : R f 0.24 (^^f->- : gfcgkt^vl^ 2:1) ; 
5 NMR(300MHz, CDC1 3 ) : 5 7.34 - 7.44 (m, 3H), 7.27 - 7.34 (m, 2H), 7.13 (d, J = 
8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.11 (s, 2H), 4.14 
(t, J= 4.8Hz, 2H), 3.84 (s, 3H), 3.64 (t, J = 4.8Hz, 2H), 3.49 (t, J =7.8Hz, 2H), 3.29 
(s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.31 (s, 3H), 2.23 (m, 2H), 2.19 (s, 3H) Q 

10 ggjfefllj 2 (80) 

8- (1, 2, 5, 6-f h7t Fnt^^k) -2-^/^-3- (2- 
^^^-4-^ Y^yy^^-^V) -6, 7-^tKP-5H-^n^y^ 

[a] t'yy'p [i, 5 -a] 




och 3 
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OCH 3 



T L C : R f 0.30 (^3^ V : f£@£:^/^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H) ; 6.78 
( dd, J = 2.7, 8.1Hz, CDC1 3 ), 5.97 (m, 1H), 5.83 (m, 1H), 4.21 (m, 2H), 3.85 (m, 2H), 
5 3.82 (s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.89 (t, J = 7.5H z, 2H), 2.41 (m, 2H), 2.32 (s, 
3H), 2.16 (s, 3H), 2.11 (m, 2H) 0 

HjfeM 2(81) 

8- (&—<<l/J-A'T%S) -2-^^-/^-3- (2-^ 5- 
10 -Jt^JV? -6, 7-i?tKP-5H-v'^P'<^ [d] ¥yV* 
v [1, 5 - a ] tr V ^ i? ^ ■ jffiftjft 




CH 3 



T L C : R f 0.29 (^^^^ : f^g|ji^y^= 3:1) ; 
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NMR (300MHz, CDC1 3 ): 8 7.29 (brd, J= 10.2Hz, 1 H), 7.04 (s, 1 H), 6.83 (s, 1 H), 
3.95 (m, 1 H), 3.90 (s, 3 H), 3.56 (t, J = 7.8Hz, 2 H), 3.12 (t, J = 7.5Hz, 2 H), 2.42 (s, 
3 H), 2.31 (s, 3 H), 2.28 (m, 2 H), 2.24 (s, 3 H), 1.90 - 1.62 (m, 4 H), 1.04 (t, J = 
7.5Hz, 6 H) a 

5 

mm\ 2 (82) 

8- (1, 2, 3, 4-f f7t -2—^^ 
7V-Z- {2- J-J-JV- A- / h^V7s=;l') -6, Ko-5H 

-v^n^>^ [d] t°^y"n [l, 5- a] t°y$i?y 




T L C : R f 0.24 (-v^rifi' : g^S^^/l^ 3:1) ; 

NMR(300MHz, CDC1 3 ): 6 7.23 - 7.18 (m, 3 H), 7.16 (d, J = 8.4Hz, 1 H), 7.11 (m, 
1 H), 6.86 (d, J = 2.4Hz, 1 H), 6.79 (dd, J = 8.4, 2.4Hz, 1 H), 4.86 (s, 2 H), 4.09 (t, J 
= 5.7Hz, 2 H), 3.82 (s, 3 H), 3.08 (t, J = 5.7Hz, 2 H), 2.97 (t, J = 7.2Hz, 2 H), 2.89 (t, 
15 J = 7.8Hz, 2 H), 2.33 (s, 3 H), 2. 17 (s, 3 H), 2.08 (m, 2 H)„ 

Hffiflil 2 (83) 

8-^^^^T?y-2-^9 : -/i/-3- (2-^^/1^-4-^ y**s7^=- 
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;V) -6, 7-^bFP-5H-^n^ [d] t^^n [1, 5 -a] 

try ? i?y 




och 3 



T L C : R f 0.35 (-^i^ : g^rc^v-= 3:1) ; 
5 NMR(300MHz, CDC1 3 ) : 5 8.01 (br, 1H), 7.45 - 7.38 (m, 2H), 7.33 - 7.17 (m, 4H), 
6.87 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8. 1, 2.4Hz, 1H), 3.83 (s, 3H), 2.89 (t, J = 7.8Hz, 
2H), 2.35 (s, 3H), 2.30 (t, J = 7.5Hz, 2H), 2.21 (s, 3H), 2.02 - 1.90 (m, 2H)„ 

HlfeM 2 (84) 

10 8- {l-^J-)V-7 /U) — (2-^5vU-4- 

^ hdrv'7x-^) -6, 7-^kKa-5H-^o^ [d] h'vV 

P [1, 5 -a] t°y 




OCH3 
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T L C : R f 0.37 (^f : g^@^^vV= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.76 (br, 1H), 7.32 - 7.17 (m, 5H), 6.87 (d, J = 2.4Hz, 
1H), 6.80 (dd, J = 8.4, 2.4Hz, 1H), 3.83 (s, 3H), 2.85 (t, J = 7.5Hz, 2H), 2.36 (s, 6H), 
2.22 (s, 3H), 2.13 (t, J = 7.5Hz, 2H), 1.96 - 1.85 (m, 2H) D 

5 

Hi 2 (85) 

8- (3-*<?~;V'7^=.;V) y % / - 2 ^;V— 3 - (2-7^/^-4- 
^ h^ri/7x^/V) -6, 7-v^tFn-5H-^P^ [d] t°^y 

a [i, 5- a] try $ >>v 




T L C : R f 0.38 (^^rf-^ : gf^c^vl^ 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.96 (br, 1H), 7.32 - 7.26 (m, 1H), 7. 19 (d, J = 8.4Hz, 
1H), 7.12 - 7.01 (m, 3H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J= 8.4, 2.7Hz, 1H), 3.83 
(s, 3H), 2.88 (t, J = 7.8Hz, 2H), 2.40 (s, 3H), 2.35 (s, 3H), 2.31 (t, J = 6.9Hz, 2H), 
15 2.21 (s, 3H), 2.02 - 1.91 (m, 2H) 0 

2 (86) 

8- (A-^^-;Vy^-;v) T^y-2-^^-3- (2-^^-4- 
Y^-^y^^/V) -6, 7-^kKn-5H-^a^ [d] t°yy* 
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n [1, 5 -a] fc°!J v^y 




OCH 3 



T L C : R f 0.33 (^^rf->- : Jgffi&^?-;\s= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.93 (br, 1H), 7.23 - 7.11 (m, 5H), 6.87 (d, J = 2.7Hz, 

5 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 2.86 (t, J = 7.5Hz, 2H), 2.40 (s, 3H), 
2.35 (s, 3H), 2.29 (t, J = 7.5Hz, 2H), 2.21 (s, 3H), 2.00 - 1.88 (m, 2H) D 

1112 (8 7) 

10 A'— 4— * hdrv-^^^v) -6, y-i/tFo-SH-^n^ [d] 

[1, 5 -a] t°y 5 




T L C : R f 0.48 (-^3f : g^gl^gVk^ 3:1) ; 
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NMR(300MHz, CDC1 3 ) : S 7.31 - 7.24 (m, 2H), 7.21 (d, J = 8.4Hz, 1H), 6.99 - 
6.87 (m, 4H), 6.81 (dd, J= 8.4, 2.7Hz, 1H), 4.15 - 4.07 (m, 2H), 3.84 (s, 3H), 2.92 (t, 
J = 7.5Hz, 2H), 2.36 (s, 3H), 2.31 (t, J= 7.5Hz, 2H), 2.22 (s, 3H), 2.05 - 1.94 (m, 
2H), 1.82 - 1.68 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) 0 

5 

mMU 2 (88) 

8- (N-^yJ/V~N-^X2 tf;V7$ /) - 2 - ^ 9vV- 3 - (2-^^ 

hdf-v/^7^-/i/) —6, KT3-5H-^n^i/^ [d] 

t°^yn [i, 5 -a] t ( n^y 




10 OCH 3 

T L C : R f 0.63 (^.^1^^ : 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.33 - 7.21 (m, 5H), 7.19 (d, J = 8.4Hz, 1H), 6.87 (d, J 
- 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.86 (s, 2H), 3.83 (s, 3H), 3.42 - 3.34 (m, 
2H), 2.88 (t, J = 7.8Hz, 2H), 2.81 (t, J = 7.1Hz, 2H), 2.36 (s, 3H), 2.20 (s, 3H), 2.11 - 
15 1 .98 (m, 2H), 1 .67 - 1 .54 (m, 2H), 0.88 (t, J = 7.5Hz, 3H) 0 

MMM 2 (89) 

8- (N, N-v'rU^T^y) -2-^^-3- (2-^^-4-^ 
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f#v/7i^) -6, 7-^tFP-5H-^P^ [d] t 0 7y~o 



[1, 5- 




OCH 3 



T L C : R f 0.46 (^^i/ : WB.^J-^= 2:1) ; 
5 NMR(300MHz, CDC1 3 ) : 8 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J =2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.4Hz, 1H), 6.03 (m, 2H), 5.40 (d, J = 10.5Hz, 2H), 5.35 (d, J = 18Hz, 
2H), 4.49 (d, J = 6.0Hz, 4H), 3.83 (s, 3H), 3,47 (t, J = 7.8Hz, 2H), 3.08 (t, J = 7.2Hz, 
2H), 2.28 (s, 3H), 2.23 (m, 2H), 2.18 (s, 3H)„ 



10 jgjfeffij 2 (90) 

8- (3-^y^7^y) -2-^^/1^-3- (2-^^-/1— 4- v 5 ^^ 
;V7 5/7s^) -6, Kp-5H-^p^ [d] t°^^ 

n [i, 5- a] try >^ 
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TLC : R f 0.17 : iixf;k= 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.11 (d, J= 8.1Hz, 1 H), 6.70 (d, J = 2.7Hz, 1 H), 6.64 
(dd, J = 8.1, 2.7Hz, 1 H), 6.19 (d, J = 10.2Hz, 1 H), 3.80 (m, 1 H), 3.08 (t, J = 7.5Hz, 
2 H), 2.95 (s, 6 H), 2.89 (t, J = 7.5Hz, 2 H), 2.32 (s, 3 H), 2.18 (s, 3 H), 2.18 - 2.08 
5 (m, 2 H), 1.80 - 1.56 (m, 4 H), 1.01 (brs, 6 H) 0 

mmn 2 od 

8- (1 -7 ^=-/V7°u \f;VT^ J) — 2—* =f-;V— 3 - ( 2 — ^ 4 
h^r^^^^/l/) -6, 7-^tKn-5H-^n^y? [d] 

10 [i, 5 -a] fDv^y-Iil 



T L C : R f 0.45 (^drif^ : 2:1) ; 

N MR (300MHz, CDC1 3 ) : 6 7.83 (d, J= 8.7Hz, 1H), 7.27 - 7.48 (m, 5H), 7.12 (d, J 
= 8.4Hz, 1H), 6.88 (m, 1H), 6.81 (dd, J = 2.7, 8.4Hz, 1H), 5.10 (m, 1H), 3.82 (s, 3H), 
15 3.41 (m, 2H), 3.16 (m, 1H), 2.83 (m, 1H), 2.32 (s, 3H), 2.20 and 2.19 (s, total 3H), 
2.12 (m, 4H), 1.12 and 1.01 (t, J = 7.2Hz, total 3H) D 

mmm 2 02) 




0CH3 
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8- (N— (2-7x-/l/xf;i/) -N tV^T 5 / ) - 

3- M -6, 7-^tKn-5H-i/ 

[d] fcf^i/P [1, 5-a] t°!J 5 v 5 :/ ■ i^fe 



5 TLC : R f 0.35 (^r^V : g|&:x^vl^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.23 - 7.05 (m, 6H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, 
J = 8.4, 2.4Hz, 1H), 4.33 (t, J = 6.6Hz, 2H), 3.84 (s, 3H), 3.71 (t, J = 6.9Hz, 2H), 
3.37 (t, J = 7.5Hz, 2H), 2.98 (t, J = 7.2Hz, 2H), 2.77 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 
2.20 (s, 3H), 2.20 - 2.06 (m, 2H), 1.81 - 1.68 (m, 2H), 0.97 (t, J = 7.5Hz, 3H) 0 



111 2 (93) 

8- (N— (3-7 ^~/V7n -N — 7°n\?;VT ^ J) — 

-3- {2- tf-jv- Y^lsy ^=-;v) -6, 7-^tKo-5H- 
v^n^<>^ [d] f7/n [1, 5-a] t°J)^^y 




OCH 3 
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T L C : R f 0.40 (^^ri^V : g|-ft:r.^yv= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.26 - 7.05 (m, 6H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, 
J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.66 - 3.53 (m, 4H), 2.88 (t, J = 7.5Hz, 2H), 2.87 (t, 
5 J = 7.5Hz, 2H), 2.62 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.19 (s, 3H), 2.15 - 2.04 (m, 
2H), 1.95 - 1.83 (m, 2H), 1.61 - 1.49 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 



10 



MM 2 (94) 



8 



(2-^^/1^-4-^ h^-yy^^M -6, 7-^tKn-5H-v' 



?u^<y$ [d] f7/n [1, 5 -a] t c U v^y 




OCH. 



T L C : R f 0.48 (^f-^ : g^^9V^= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.25 - 7.05 (m, 6H), 6.86 (d, J = 2.7Hz, 1H), 6.78 (dd, 
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J = 8.1, 2.7Hz, 1H), 3.83 (s, 3H), 3.63 (t, J = 6.6Hz, 2H), 3.57 - 3.49 (m, 2H), 2.90 (t, 
J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.57 (t, J = 6.9Hz, 2H), 2.32 (s, 3H), 2.19 (s, 
3H), 2.15 - 2.05 (m, 2H), 1.66 - 1.49 (m, 6H), 0.88 (t, J = 7.5Hz, 3H) 0 

5 gglfcfl] 2 (95) 

8- (1 75^-2-^^-3- (2 — ^^-/V 

-4-p< f^v^^^/U) -6, 7-v 5 !: Ko-5H-^n^y^ [ d ] 
t"7y ( n [ 1 , 5 - a ] t°H^y- 




10 TLC : R f 0.41 (^^rf^ : j^gfeai^7U= 2 : 1) ; 

NMR(300MHz, DMSO-d 6 ) : 5 9.24 (m, 1H) 7.04 - 7.30 (m, 6H), 6.95 (br s, 1H), 

6.86 (dd, J =2.7, 8.4Hz, 1H), 4.20 (br s, 1H), 3.78 (s, 3H), 2.87 - 3.17 (m, 3H), 2.64 - 

2.87 (m, 3H), 2.26 (s, 3H), 1.82 - 2.18 (m, 5H), 1.63 - 1.82 (m, 2 H), 0.93 (br t, J = 
6.9Hz, 3H) D 

15 

jij 2 (96) 

8- ( 1 -7i^- 3 -^>-^vP) 7?y-2-^f^-3- (2-^^ 
^-4-^ hdrv-^rc^/l/) -6, 7-^t Kp-5H-^d^ [d] 
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t°7yu [i, 5 -a] try 5^ 




OCH, 



TLC : R f 0.43 (^^-f-^ 



§auJ-)V= 2:1) ; 



NMR (300MHz, DMSO-d 6 ) : 5 8.53 (m, 1H), 7.09 - 7.28 (m, 6H), 6.96 (d, J = 
5 3.0Hz, 1H), 6.85 (dd, J = 3.0, 8.4Hz, 1H), 4.10 (m, 1H), 3.82 (s, 3H), 2.89 - 3.02 (m, 
3H), 2.68 - 2.85 (m, 3H), 2.25 (s, 3H), 2.00 - 2.22 (m, 7H), 1.79 (m, 2H), 0.93 (t, J = 
7.5Hz, 3H) D 



mmm 2 07) 

10 8- (N- (4-^^/1/7^^/1/) -N-^nt>75 7) - 2-^"f-/V- 
3- (2-^^-/^-4-^ Y^l/7^~ M -6, 7-v 5 fc Ko-5H-^ 
pu^y? [d] t°7/n [1, 5 -a] t-y^v 5 ^-^^ 
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TLC : R f 0.43 (^^f-^ : f£@|cc^y^= 3 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.27 (d, J =8.1Hz, 2H), 7.13 - 7.22 (m, 3H), 6.90 (d, J 
= 2.4Hz, 1H), 6.84 (dd, J = 2.4, 8.7Hz, 1H), 4.46 (m, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 
2.43 (s, 3H), 2.31 (s, 3H), 2.22 (s, 3H), 1.77 - 1.97 (m, 6H), 0.98 (t, J = 7.5Hz, 3H) 0 



mmm 2(98) 

8- (N- (4-^f;k7i^) ^^vV-N-^n fcVV'T 5 /) — 2-* 

(2-^5 : -/^-4-^ f^rv'y'^^/P-) -6, 7-v?kKP-5 
H-v-^n^^^ [d] fc°5?y*n [1, 5 -a] fc 9 Jl 3: *? V • jfiJM 
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T L C : R f 0.45 (^1^ : g^gfcai^U= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.11 - 7.21 (m, 5H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, 
J = 2.7, 8.7Hz, 1H), 5.13 (s, 2H), 3.84 (s, 3H), 3.72 (t, J = 7.5Hz, 2H), 3.48 (t, J = 
8.1Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.36 (s, 3H), 2.29 (s, 3H), 2.22 (m, 2H), 2.19 (s, 
5 3H), 1.77 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) 0 

mmm 2 (99) 

8- (N- (3 -jt^/U?^^ /V) -N-ynW^;) 
3— (2— ;*^VV— 4 — ^ =c=- )V) -6, 7 — i?fc Ko — 5 H — V 

10 ^n-<^^ [d] tf7/n [1, 5 -a] tr3 5^-4iafe!ft 



T L C : R f 0.41 (^^1^ : ^^xJf-jV= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.36 (m, 1H), 7.06 - 7.24 (m, 4H), 6.91 (d, J = 2.4Hz, 
1H), 6.84 (dd, J = 2.4, 8.1Hz, 1H), 4.46 (m, 2H), 3.84 (s, 3H) : 3.36 (m, 2H), 2.42 (s, 
15 3H), 2.32 (s, 3H), 2.23 (s, 3H), 1.77 - 2.00 (m, 6H), 0.99 (t, J = 7.2Hz, 3H) 0 

^Mm 2 (loo 

8- (N- (4-;* ^/V-N-7°Pt>7U) -2- 

— (2-^^/1^-4-^ fdri/^^=^) -6, 7— S?fcKn — 




och 3 
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5H-S^t3^i^ [d] \fy^/n [l, 5 -a] ¥9 ■ 

OCH 3 




OCH3 



T L C : R f 0.26 (•^M*-^ : 3:1) ; 

NMR(300MBz, CDC1 3 ) : 5 7.18 (d, J = 8.7Hz, 2H), 7.13 (d, J = 8.4Hz, 1H), 
5 6.90(d, J = 8.7Hz, 2H), 6.90 (d, J = 3.0Hz, 1H), 6.83 (dd, J = 3.0, 8.4Hz, 1H), 5.10 (s, 
2H), 3.84 (s, 3H), 3.82 (s, 3H), 3.70 (t, J = 7.5Hz, 2H), 3.49 (t, J = 8.1Hz, 2H), 3.01 
(t, J = 6.9Hz, 2H), 2.30 (s, 3H), 2.22 (m, 2H), 2.19 (s, 3H), 1.75 (m, 2H), 0.93 (t, J= 
7.2Hz, 3H) G 

10 g&Bfcflj 2 (10 1) 

8- (N- (4-^nn7x-/V) ^f-/U-N-^n t>7 5 / ) - 2 — ^ 

(2-^^/^-A-^h^-zyy^=i/u) -6, 7— S?fcKn— 5 
H-v-^n^^^ [d] [1, 5 -a] t°!J5^y -SiS 
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CI 





T L C : R £ 0.26 (^3rf- V : gfcfife;c^vv= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.37 (d, J = 8.7Hz, 2H), 7.24 (d, J = 8.7Hz, 2H), 7.12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.15 (s, 
5 2H), 3.83 (s, 3H), 3.68 (m, 2H), 3.50 (t, J =7.8Hz, 2H), 3.02 (t, J= 7.2Hz, 2H), 2.29 
(s, 3H), 2.25 (m, 2H), 2.19 (s, 3H), 1.74 (m, 2H), 0.93 (t, J = 7.2Hz, 3H) D 

ISMffl 2 (10 2) 



8- (N- (2—*J-;V7^~/V) -N — 7"d tVUT^ /) 
10 3- (2-^^/1^-4-^ -6, 7-^tFo-5H—> 

^p-O-^r [ d ] t°5>y*p [1, 5-a] tf]J ^ v*>- • 





OCH 3 
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TLC : R f 0.46 : jls= 3 : 1) ; 

NMR(300MHz 3 CDC1 3 ) : 5 7.27 - 7.45 (m, 4H), 7. 16 (d, J = 8.4Hz, 1H), 6.90 (d, J 
= 2.4Hz, 1H), 6.84 (dd, J = 2.4, 8.4Hz, 1H), 4.53 (m, 1H), 4.37 (m, 1H), 3.84 (s, 3H), 
3.34 (m, 2H), 2.31 (s, 3H), 2.23 (s, 3H), 2.10 (s, 3H), 1.50 - 2.07 (m, 6H), 0.97 (t, J = 
5 7.5Hz, 3H) 0 



8 - ( (3 S) - 3 — pt h^ristJ-sls- 1 , 2, 3 , 4 -=r h 7 t Kn-f y 
^7 y -2-^^-3- (2-y 9VU-4-^ f^-y^cn 

10 -6, Ka-5H-^P^y^ [d] t°7 N /p [1, 5- 



TLC:Rf 0.56 (^-fy : ^^au^jv— 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.30 - 7.05 (m, 5H), 6.90 - 6.75 (m, 2H), 5.48 (m, 1H) 
15 5.03 (d, J = 15.6Hz, 1H), 4.72 (dd, J = 15.6, 3.9Hz, 1H), 3.82 (s, 3H), 3.33 and 3.32 
(s, 3H), 3.87 - 3.05 (m, 7H), 2.82 (d, J = 15.6Hz, 1H), 2.40 - 2.10 (m, 2H), 2.29 (s, 
3H), 2.25 and 2.11 (s, 3H) D 






• HCl 



OCH 3 
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j&feffll 2 (10 4) 

8- (3 -^^/KT $ /) -2-^9vU—3- (2-^W5;-4 
— tf-jwy i?y- 5 - 6, Kn- 5 H-v^ cz-O";? [d] 

\f7V*u [l, 5 -a] fy^^y- 2^ftS 




H3C CH3 



T L C : R f 0.42 {fun ft^A. : * & J —/U= 2 0:1) ; 
NMR(300MHz, CDC1 3 ) : 8 8.01 (s, 1H), 7.32 (d, J = 10.2Hz, 1H), 6.85 (s, 1H), 
4.00 (m, 1H), 3.41 (s, 6H), 3.40 (m, 2H), 3.17 (m, 2H), 2.37 (s, 3H), 2.33 (m, 2H), 
2.32 (s, 3H), 1.65 - 1.95 (m, 4H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) D 

mmm 2 (105) 

8- ( (2s) - 1 -y h^->- 3 —y 2 -y°u tvv) r$ y - 2 

— tf-JV— 3- (2-^f^-4-^ h^7s=/I/) -6, 
-5H-^a^ [d] t7y f P [1, 5- a] \? V $ ^ • 



132 



WO 02/053565 



PCT/JPO 1/1 1581 




T L C : R f 0.26 (^rU"^ : g^;c^vv= 2:1) ; 

NMR(300MHz, CDC1 3 ): 6 7.77 (m, 1H), 7.25 - 7.36 (m, 3H), 7.16 - 7.23 (m, 2H), 
7.11 (m, 1H), 6.88 (m, 1H), 6.80 (m, 1H), 4.44 (m, 1H), 3.82 (s, 3H), 3.53 - 3.68 (m, 
5 2H), 3.47 and 3.46 (s, 3H), 3.38 (m, 2H), 3.11 (t, J = 7.2Hz , 2H), 3.08 (m, 1H), 2.81 
(m, 1H), 2.31 (s, 3H), 2.20 and 2.17 (s, 3H), 2.15 (m, 2H) Q 



mmm 2 c 1 0 6 ) 

8- (N- (A-*^}Vj~3r7 a^—jV) ^f/V-N-7*Pt>7U) -2 
10 - ^ fvU- 3 - (2-7*^/^-4-7* h^v^^^/p-) -6, 

-5H-^B^ [d] [1, 5 -a] fDv^-Ill 
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SCH 3 




X>~ cHs 



• HCJ 




OCH 3 



T L C : R f 0.50 : gj=8g3L^yV= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.25 (d, J = 8.4Hz, 2H), 7.18 (d, J = 8.4Hz, 2H), 7.13 
(d, J = 8.1Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.1Hz, 1H), 5.13 (s, 
5 2H), 3.84 (s, 3H), 3.70 (m, 2H), 3.50 (t, J = 7.8Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.50 
(s, 3H), 2.29 (s, 3H), 2.23 (m, 2H), 2.19 (s, 3H), 1.75 (m, 2H), 0.93 (t, J= 7.5Hz, 3H) 0 

HjfeffiJ 2 (10 7) 

8- {A-~7 ^=.)V\f^y-J^- 1 -yf/ls) -2-^^—3- (2-^^ 
10 b^rv-^^^/l/) -6, F'P-5H-^n^ [d] 

i^7/p [1, 5-a] try 5 v 5 ^ • 2tit 
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OCH 3 



TLC : R f 0.30 O^f-^ : ^^x.f-;V=2. : 1) ; 

NMR(300MHz, DMSO-d 6 ) : 8 7.30 - 7.38 (m, 2H), 7.21 - 7.29 (m, 2H), 7.12 (d, J 
= 8.4Hz, 1H), 7.00 (brd, J = 6.9Hz, 1H), 6.95 (d, J = 2.7Hz, 1H), 6.86 (dd, J = 2.7, 
5 8.4Hz, 1H), 4.22 (br s, 4H), 3.79 (s, 3H), 3.53 (brs, 4H), 3.14 (m, 2H), 2.97 (t, J = 
7.8Hz, 2H), 2.21 (s, 3H), 2.15 (m, 2H), 2.06 (s, 3H) a 

mmm 2 ( 1 0 8 ) 

8— (4— (2-^nn7i^) \f^-y-yy— 1-4 JV) —I—^^JV— 
10 3- (2-^^vk-4-p< Y^-vy^^-jV) —6, 7— t?fc Ko- 5 H--> 

[d] t°7^n [1, 5 -a] f^v^ 
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OCH 3 



TLC : R f 0.38 (^^rf-^ : g^@^^vP= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.41 (dd, J= 1.5, 7.8Hz, 1H), 7.28 (m, 1H), 7.16 (d, J 
= 8.1Hz, 1H), 7.15 (d, J = 8.7Hz, 1H), 7.03 (m, 1H), 6.86 (d, J = 2.1Hz, 1H), 6.79 
5 (dd, J = 2.7, 8.1Hz, 1H), 3.90 (m, 4H), 3.82 (s, 3H), 3.33 (t, J = 4.8H, 4H), 3.16 (t, J 
= 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.14 (m, 2H) 0 

mukm 2 (109) 

8- (N, N-^f^T^y) - 3 - (2-7^^/^-4-^ 

10 h^ri/^^-M -6, 7-^tFn-5H-i/^^ [d] t°7/o 

[i, 5 -a] t°y 5: v 5 ^ • i&Mffi. 




OCH3 
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T L C : R f 0.57 (^df-f-^ : gfifca:?yV= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.12 (d, J = 7.8Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 2.4, 7.8Hz, IB), 3.90 (t, J = 7.5Hz, 4H), 3.83 (s, 3H), 3.48 (m, 2H), 3.02 (m, 
2H), 2.27 (s, 3H), 2.25 (m, 2H), 2.19 (s, 3H), 1.71 (m , 4H), 1.38 (m, 4H), 0.97 (t, J = 
5 6.9Hz, 6H)„ 

SMI 2 (110) 

8- (N-^f/P-N-/W5;) -2-^^vV-3- (2-^^/1— 
4-^ h^7s^) -6, 7-^Fn-5H-^o^ [d] t° 

10 7/B [1, 5-a] tn?5^-«fflita 



T L C : R f 0.36 (^^rf"^ : Bfflfc:n^yl^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.10 (d, J = 8.1Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 
(dd, J = 3.0, 8.1Hz, 1H), 3.97 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.45 (t, J = 8.1Hz, 
15 2H), 3.12 (t, J= 6.9Hz, 2H), 2.26 (s, 3H), 2.23 (ra, 2 H), 2.18 (s, 3H), 1.85 (m, 2H), 
1.40 (m, 2H), 0.99 (t, J = 7.2Hz, 3H) C 

m&M 2 (111) 



8- (N- (4-^^/>7 3i=/V) ^f/WN-^W^;) -2-^^ 
20 ;P-3- (2—^^71^-4-^ Y3ri/7^~;V) -6, 7-5?tpP-5H 




OCH 3 
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-%sl>xi^y$ [d] t'yy'o [i, 5 -a] v^-tit 




OCH 3 



T LC : R f 0.53 0^3M^>' : g^H^^yl^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7. 10 - 7.21 (m, 5H), 6.89 (d, J = 2.4Hz, 1H), 6.83 (dd, 
5 J = 2.4, 8.1Hz, 1H), 5.13 (s, 2H), 3.83 (s, 3H), 3.77 (t, J = 7.2Hz, 2H), 3.48 (t, J = 
7.8Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.36 (s, 3H), 2.29 (s, 3H), 2.21 (m, 2H), 2.19 (s, 
3H), 1.73 (m, 2H), 1.34 (m, 2H), 0.93 (t, J= 7.2Hz, 3H) D 

umm 2 (112) 

10 8- (N- (4-^f^7x^) ^5V^-N- (2-^ h^^^/V) T 

- 2-p<^vl'- 3 - (2-^9vl— 4 — * Y^r-yy ^-M -6, 7 

-i?t kd-5h-^d^ [d] t°^yn [1, 5- a ] k°y v^y • 
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OCH 3 



T L C : R f 0.23 (^3f f-;/ : j^gfe:t^vV= 2:1) ; 

NMR(300MHz 3 CDC1 3 ) : 5 7.25 - 7.05 (m, 5H), 6.98 - 6.78 (m, 2H), 5.06 (s, 2H), 

4.22 - 4.03 (m, 2H), 3.84 (s, 3H), 3.75 - 3.58 (m, 2H), 3.58 - 3.38 (m, 2H), 3.30 (s, 
5 3H), 3.20 - 2.90 (m, 2H), 2.36 (s, 3H), 2.30 (s, 3H), 2.21 (m, 2H), 2. 19 (s, 3H) D 

mmm 2 (113) 

8— (N-^B^ot>-N- (4-^f/V73:^) ^f/l'T^y) - 
2-^^-;V- 3 - (2-^^-/1^-4-^ Y3ci/7^~;V) -6, 7-^fcK 
10 B-5H-^P^ [d] t°7y'P [1, 5- a] fc° U * v 5 ^ ■ mMW. 
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OCH 3 



TLC : R f 0.35 (^df-f-^ : gfl&aL?-ji,= 2:1) ; 

NMR(300MHz, CDC1 3 ) : S 7.25 - 6.95 (m, 5H), 6.95 - 6.73 (m, 2H), 5.40 - 5.15 

(m, 2H), 3.83 (s, 3H), 3.65 - 3.30 (m, 2H), 3.30 - 2.95 (m, 2H), 2.35 (s, 3H), 2.31 (s, 
5 3H), 2.30 - 2.10 (m, 3H),2.19 (s, 3H), 1.10 - 0.80 (m, 4H) 0 

Hi 2 (114) 

8- (N-v-^ x-f^u \£fV^=f-jV— N- (4-^f;l/7a-/l/) 
/) -2-^^-/U-3- (2—^^/1^—4 — ^ h^ci/y^^M -6, 7- 
10 ^tFc-5H-v'^n^ [d] t^/n [1, 5- a] ■ 
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OCH 3 



T L C : R f 0.37 (^^rf~ V : gjigfe:x.^vU= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.30 - 7.00 (m, 5H), 7.00 - 6.75 (m, 2H), 5.24 (s, 2H), 
3.84 (s, 3H), 3.80 - 3.60 (m, 2H), 3.60 - 3.35 (m, 2H), 3.20 - 2.90 (m, 2H), 2.34 (s, 
5 3H), 2.29 (s, 3H), 2.22 (s, 2H), 2. 11 (s, 3H), 1.38 - 1.05 (m, 1H) , 0.75 - 0.50 (m, 2H), 
0.35 -0.10 (m, 2H) D 



M 2 (115) 

8— (N, N-^7°c fcVl'T ? /) —2-^^71^—3- (2— j^^/U— 4 — 
10 ^ f^^7^^/l/) -6, 7-^tFn-5H-^n^ [d] t°^y 
D [1, 5- a] h°J)v^ 




OCH; 
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T L C : R f 0.59 (^^rf-^ : ^^^;V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 2.4, 8.4Hz, 1H), 3.82 (s, 3H), 3.56 (m, 4H), 2.95 (t, J = 7.2Hz, 2H), 2.90 (t, J 
= 7.8Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.58 (m, 4H), 0.89 (t, J = 
5 7.5Hz, 6H) 0 

MMM 2 (116) 

8- (n- {&- j-=?~;vy y^v^-N- (2-^^^) r^y) 

-2-^^/1^-3- (2 —t^jV-A — * Y^yy^^;V) -6, 
10 Fa-5H-^n^ [d] t°yy*u [l, 5-a] tfU^v^-Sgt 



T L C : R f 0.47 (^-^f 1^ > : g^feai^/V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.33 (d, J= 8.1Hz, 2H), 7.19 (d, J = 8.1Hz, 2H), 7.11 
15 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.7Hz, 1H), 5.27 (d, J = 
15.0Hz, 1H), 5.24 (d, J= 15.0Hz, 1H), 4.41 (m, 2H), 3 .83 (s, 3H), 3.51 (t, J= 7.5Hz, 
2H), 3.22 (t, J = 6.9Hz, 2H), 2.37 (s, 3H), 2.28 (s, 3H), 2.25 (m, 2H), 2.17 (s, 3H), 
1.91 (t, J = 2.4Hz, 3H) 0 




OCH 3 
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HM! 2 (ii7) 

8- (N-^nfcVV-N- {2-y^=-M T$y) - 2 - Z - (2 

4—* Y*ri/7^~M -6, 7-v?t KP-5H-^n^> 
5 * [d] tfy^/n [i, 5 -a] fU^v^ 



T L C : R f 0.55 : 0^^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.1Hz, 1H), 4.40 (m, 2H), 3.82 (s, 3H), 3.55 (m, 2H), 3.11 (t, J = 7.2Hz, 
10 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.81 (t, J = 
2.4Hz, 3H), 1.66 (m, 2H), 0.95 (t, J= 7.5Hz, 3H)„ 

mmm 2 (us) 



8- (5-/^7?/) -2-^^-3- (2 -*J-;V- 4-^ 
15 :7:*=/V) -6, 7 -v*fc Kp- 5 H-v^ n^^^ [d] VySu [1, 
5- a] &&& 




OCH 3 
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TLC : R f 0.58 (^ihV : Bfflfcc^Vl^ 2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.33 (brd, J = 10.5Hz, 1H), 7.12 (d, J = 8.7Hz 5 1H), 
6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.7Hz, 1H), 4.10 (m, 1H), 3.83 (s, 3H), 
5 3.49 (t, J = 8.1Hz, 2H), 3.12 (t, J = 6.6Hz, 2H), 2.29 (s, 3H), 2.27 (m, 2H), 2.20 (s, 
3H), 1.61 - 1.88 (m, 4H), 1.30 - 1.53 (m, 8H), 0.94 (m, 6H)„ 

» 

2 (119) 

8- (N — is? u-^l/^jU—N— (4- ^~As) t^A'T^S) — 

10 2 — ;* f-jV— 3 - (2-^f;V-4-^ hWx=/I/) -6, 7-i?l: K 
n-5H-^P^ [d] t°^yp [1, 5 -a] t°!J v^^'tHi; 
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T L C : R f 0.38 (^^f"^ : 0^^^/U= 2:1) ; 

NMR (300MHz, CD 3 OD) : 5 7.20 - 6.98 (m, 5H) 3 6.93 (d, J = 2.4Hz, 1H) 6.85 (dd, 
J = 8.6, 2.4Hz, 1H), 5.20 (d, J = 16.5Hz, 1H), 5.09 (d, J = 16.5Hz, 1H), 5.02 - 4.70 
(m, 1H), 3.81 (s, 3H), 3.17 (t, J = 7.2Hz, 2H), 2.98 (t, J = 7.8Hz, 2H), 2.29 (s, 3H), 
5 2.22 (s, 3H), 1.98 (s, 3H), 2.40 - 1.60 (m, 10H) o 



Hi 2 (12 0) 

757) -2-^9^-3- (2-^^-4-^ h3ci/7^~M -6, 
10 7-^tKP-5H-^P^ [d] k°7y'n [1, 5- a] t° V 5 i? 




TLC : R f 0.85 (^^if *y : 1:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.28 - 7.16 (m, 5H), 6.87 (d, J = 3.0Hz, 1H), 6.79 (dd, 
15 J = 3.0, 8.4Hz, 1H), 4.89 (s, 2H), 3.83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.96 (t, J = 
7.2Hz, 2H), 2.89 (t, J = 7.2Hz, 2H), 2.47 (s, 3H), 2.36 (s, 3H), 2.19 (s, 3H), 2.09 
(quint, J = 7.2Hz, 2H), 1.10- 0.95 (m, 1H), 0.52 - 0.42 (m, 2EQ, 0. 10 - 0.05 (m, 2H) D 
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8- (N- (4 -7;utQ7x^) ^f/l'-N-7nt s /l'7^) -2- 
3 — (2 -^9 : -/t/-4-^ b^r^7^^/l-) -6, 7-^/tFn- 

5H-^o^ [d] tr^^p Ci, 5 -a] t°v^i?y 



T L C : R f 0.87 (^^^ : gj£gfe;n^v>= 1:1) ; 

NMR (300MHz 3 CDC1 3 ) : § 7.28 - 7.16 (m, 3H), 7.03 - 6.95 (m, 2H), 6.87 (d, J = 
2.4Hz, 1H), 6.79 (dd, J = 2.4, 8.4Hz, 1H), 4.80 (s, 2H), 3.83 (s, 3H), 3.40 - 3.32 (m, 
2H), 2.89 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.5Hz, 2H), 2. 36 (s, 3H), 2.20 (s, 3H), 2.07 
10 (quint, J= 7.5Hz, 2H), 1.62 - 1.50 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 

2 (12 2) 

8- (N-i/^P7f/V-N- (4 -;*9VK7 a^=^jV) ^f/l^7^/) -2 
-^^•^-3- (2-^/^-4-^ h^v^^^/l^) -6, 7-v^tFP 
15 -5H-^P^ [d] t°7 7'n [1, 5 -a] ^1)^7^ 




F 




OCH 3 
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TLC : R f 0.48 (^p-f^ : $^^=c^-/U= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.19 (d, J = 8.4Hz, 1H), 7.02 (d, J = 7.5Hz, 2H), 6.89 
(d, J = 7.5Hz, 2H), 6.87 (d, J = 3.0Hz, 1H), 6.80 (dd, J = 8.4, 3.0Hz, 1H), 4.90 - 4.70 
5 (m, 2H), 4.08 (m, 1H), 3.83 (s, 3H), 2.84 (t, J = 7.5Hz, 2H), 2.61 (m, 2H), 2.39 (s, 
3H), 2.30 (s, 3H), 2.19 (s, 3H), 2.20 - 2.06 (m, 4H), 1.96 (m, 2H), 1.80 - 1.60 (m, 
2H) D 

mmm 2 (123) 

10 8- (N-^^VV-N- (4 - ^f/k7 M ^J~;VT^J) 

)V— 3 - (2-^^/W-4-^ F^f^s^) -6, Kn-5H 
-v^p-<;/^ [d] [1, 5 -a] tfy^v^ 
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T L C : R f 0.69 (^^r^y : g^zn^vl/^ 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.19 (d, J = 8.1Hz, 1H), 7.14 - 7.06 (m, 4H), 6.87 (d, J 
= 2.7Hz, 1H), 6.80 (dd, J = 2.7, 8.1Hz 5 1H), 4.81 (s, 2H), 3.87 (s, 3H), 3.47 (q, J = 
5 6.9Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.81 (brt, J = 7.8Hz, 2H), 2.36 (s, 3H), 2.33 (s, 
3H), 2.20 (a, 3H), 2.04 (quint, J = 7.8Hz, 2H), 1.18 (t, J = 6.9Hz, 3H) D 

HjfeM 2 (12 4) 

8- (N-^n fcVi'-N- (A-Yy7;v$-u^^-;vy^^;v) ^ f ^7 5 

10 /) -2-^9=7^-3- 4-^ h^r-yy^^M -6, 7- 

v?tKo-5H-^n^ [d] t°7y'n [1, 5-a] t°V \i?>- 
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T L C : R f 0.79 (^^r-^V : tf&t^<?-;U= 1:1) ; 

N MR (300MHz, CDC1 3 ) : 5 7.57 (brd, J = 8.1Hz, 2H), 7.44 (brd, J - 8.1Hz, 2H), 
7.18 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.79 (dd, J = 2.4, 8.7Hz, 1H), 4.91 (s, 
5 2H), 3.83 (s, 3H), 3.49 - 3.25 (m, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.87 (t, J = 7.8Hz, 2H), 
2.35 (s, 3H), 2.19 (s, 3H), 2.18 - 2.00 (m, 2H), 1.62 - 1.50 (m, 2H), 0.88 (t, J= 7.5Hz, 
3H) 0 

nmm 2 (125) 

10 8- (N-^ntVk-N- (T h^t Ka7 7^~ 2.-4M t^JVT^J) 
- 2-y-f-jv- 3 - (2-^f;v-4-^^7i^) -6, 
Kp-5H-^P^ [d] t°7^o [1, 5-a] tfy^^y 
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TLC : R f 0.31 (-\^f->- : @f^n=f-/lx= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8. 1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J= 2.7, 8.1Hz, 1H), 3.84 - 4.06 (m, 2H), 3.82 (s, 3H), 3.64 - 3.80 (m, 3H), 3.50 - 
5 3.64 (m, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 8.1Hz, 2H), 2.32 (s, 3H), 2.19 (s, 
3H), 2.13 (m, 2H), 1.74 - 2,00 (m, 3H), 1.42 - 1.65 (m, 3H), 0.89 (t, J= 7.5Hz, 3H) D 

Mt&ffl 2 (12 6) 

8- (N — Zffsl—N- (2 — ^ h^rv-zc^/U) 757) -2-^^vW- 3 
10 — (2-^f/l/-4-^ h^rv'7i^) -6, 7-i?tKn-5H-^ 
a'*:/* [d] [1, 5 -a] tTJJ^t?^ 




OCH3 



TLC : R f 0.30 (^Mf>- : iixf ; p= 2 : 1) ; 
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NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.4Hz, 1H), 3.92 (t, J = 5.7Hz, 2H), 3.82 (s, 3H), 3.57 (m, 2H), 3.50 (t, 
J= 5.7Hz, 2H), 3.28 (s, 3H), 2.98 (t, J = 7.8Hz, 2H), 2.91 (t, J = 7.8Hz ; 2H), 2.32 (s, 
3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.55 (m, 2H), 1.33 (m, 2H), 0.90 (t, J= 7.2Hz, 3H) 0 



8- (N-yu t'/U-N-lsfuzfu t'/V7 ^ /) -2- (2 
* [d] t°7/n [1, 5 -a] t°U v^y 



T L C : R f 0.45 (^^rD"^ : i£|£zcfv^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7. 16 (d, J = 8. 1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 3.85 (m, 2H), 3.82 (s, 3H), 3.19 (t, J = 7.5Hz, 2H), 3.07 (m, 
1H), 2.92 (t, J = 7.5Hz, 2H), 2.31 (s, 3H), 2.18 (s, 3H), 2.12 (m, 2H), 1.62 (m, 2H), 
15 0.89 (t, J = 7.2Hz, 3H), 0.80 - 0.68 (m, 4H) 0 

Hi 2 (12 8) 

8- (N-^^D^W^-N- (2-^ f^^xf/k) 757) -2 
-y ^-/u- 3 - (2-^f^-4-^ h^7x^) -6, 
20 -5H-^n^ [d] Ify^P [1, 5- a] t"]J 

151 
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O 




och 3 



TLC : R f 0.57 (^^^ : g^^5vv= 1:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 2.7, 8.4Hz, 1H), 3.82 (s, 3H), 3.82 (t, J = 6.0Hz, 2H), 3.64 (d, J = 7.5Hz, 2H), 
5 3.49 (t, J = 6.0Hz, 2H), 3.28 (s, 3H), 2.96 ( t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 
2.62 - 2.50 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 2.20 - 2.05 (m, 2H), 2.06 - 1.58 (m, 
6H) Q 



MMM 2 (12 9) 

10 8- (3 Y^r^iojV-^^/V- l , 2, 5, 6 — r b 7 t Kp t° U v 5 /^) 
-2 — ^^-/1^—3- (2-^f;l'-4-^^v'7i^) -6, 7— 
Kb-5H-^p^ [d] k'yy'n [1, 5 -a] W 
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O 
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T L C : R f 0.27 (^3^^ : 0^^^-;U= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.27 (m, 1H), 7.09 (d, J = 8.1Hz, 1H), 6.88 (d, J = 
2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.1Hz, 1H), 4.62 (m, 2H), 4.27 (q, J = 6.9Hz, 2H), 4.20 
5 (t, J = 5.7Hz, 2H), 3.83 (s, 3H), 3.47 (t, J = 7.2Hz, 2H), 3.16 (t, J = 6.0Hz, 2H), 2.85 
(m, 2H), 2.27 (s, 3H), 2.26 (m, 2H), 2.17 (s, 3H), 1.34 (t, J= 6.9 HZ, 3H) 0 

MMM 2 (13 0) 

8- (N — nzf-a f/P- N- (4— ^^jvy a^^jV) ^ =f-)VT 5; 

10 J) —2-*^/P-3- (2-^^-71^-4-^ ~JV) -5, 7- 

v J tKo-7n [3, 4-d] [1, 5-a] fc° D 5 v> 1/ • iilfeS 
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T L C : R f 0.68 (-^df-f-V : ffl&x.<?;V= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.21 (d, J = 7.8Hz, 2H), 7.16 (d, J = 7.8Hz, 2H), 7.13 
(d, J= 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.41 (brs, 
5 2H), 5.27 (m, 2H), 5.22 (brs, 2H), 3.83 (s, 3H), 3.74 ( m, 2H), 2.37 (s, 3H), 2.31 (s, 
3H), 2.20 (s, 3H), 1.24 (m, 1H), 0.67 (m, 2H), 0.24 (m, 2H) D 



ggjfefli] 2 (13 1) 

8- (3- (3-^9^-1, 2, /I'- 5 -4 )V) -1, 

10 2, 5, 6-Tf7tFnt^^V) -2-^/1^-3- (2-^^/1^-4 
— * Y^-yy^^JV) -6, 7-^tKP-5H-^P^ [d] t°7 
[1, 5- a] t°!) 
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T L C : R f 0.18 (^df-^iX : gjrg^fvl^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.29 (m, 1H), 7.15 (d, J= 8.7Hz, 1H), 6.86 (d, J = 
2.7Hz, 1H), 6.79 (dd, J = 2.7, 8.7Hz, 1H), 4.57 (m, 2H), 3.94 (m, 2H), 3.82 (s, 3H), 
5 3.09 (t, J = 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.71 (m, 2H ), 2.42 (s, 3H), 2.32 (s, 
3H), 2.17 (s, 3H), 2.14 (m, 2H) 0 



^ =f-;v— 3- (2-^pp-4-^ b^r 

5H-'^P^ [d] t°7/o [1, 




OCH 3 



mWM 2 (13 2) 
8- (4-^W5 /) -2- 
10 X:7;c~/t/) —6, 7— i?t Ko- 
5 -a] tTU ^v>X ■ Wife 
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TLC : R f 0.48 (^df-f-V : @^Bfe^^V= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.37 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.97 
(dd, J = 2.4, 8.7Hz, 1H), 4.13 (m, 1H), 3.85 (s, 3H), 3.35 - 3.66 (m, 2H), 3.13 (t, J = 
7.5Hz, 2H), 2.34 (s, 3H), 2.29 (m, 2H), 1.60 - 1.84 (m, 4 H), 1.34 - 1.60 (m, 4H), 
5 1.00 (t, J = 7.2Hz, 3H), 0.99 (t, J = 7.5Hz, 3H) 0 

mikm 2 (133) 

8- (N-^n^n \£;Vf?-;V-N- ( 2 - ^ ]) -2-7 
3 - (2-7 9^-4 — * h^rv^^^/V-) -6, 7-^tFn-5 
10 H-v^n^^ [d] fc°^y*n [1, 5 -a] t°y 



TLC : R f 0.73 (^^rf-V : g^B^x^vi^ 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 4.54 (brs, 2H), 3.82 (s, 3H), 3.53 (d, J = 6.9Hz, 2H), 3.13 (t, 
15 J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 
2H), 1.81 (t, J = 2.7Hz, 3H), 1.20 - 1.16 (m, 1H), 0.60 - 0.52 (m, 2H), 0.36 - 0.28 (m, 
2H) D 

HI&M2 (13 4) 



20 8- (N— (2-7 h^i/^^/l^) -N- (2-y^y/V) 7^7) -2- 




OCH 3 
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5H-^P^ [d] [1, 5 -a] t'U 
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TLC : R f 0.13 (^df-f^ : g^H^^vl^ 3:1) ; 
5 NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 4.44 - 4.39 (m, 2H), 3.92 (t, J = 6.0Hz, 2H), 3.82 (s, 3H), 
3.65 (t, J = 6.0Hz, 2H), 3.34 (s, 3H), 3. 13 (t, J = 7 .2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 
2.32 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H), 1.81 (t, J = 2.7Hz, 3H) a 

10 HI&M 2 (13 5) 

8- (2-^y^7 5/ ) -2-^^/1^-3- (2-^^-4-^ f^r 
^:7;c~/l/) -6, 7-^tKn-5H-^n^ [d] t^^P [1, 
5 -a] t°y 




OCH 3 



15 TLC : Rf 0.80 h^fy : St^f 1 : 1) ; 
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NMR(300MHz, CDC1 3 ) : S 7.15 (d, J - 8.4Hz, 1H), 6.85 (d, J = 2.4Hz, 1H), 6.78 
(dd, J - 8.4, 2.4Hz, 1H), 6.53 (t, J = 6.9Hz, 1H), 4.36 - 4.30 (m, 2H), 3.82 (s, 3H), 
3.25 (t, J = 7.2Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2 .31 (s, 3H), 2.18 (s, 3H), 2.20 - 2.08 
(m, 2H), 1.83 (t, J = 2.1Hz, 3H)„ 



MM 2 (13 6) 



8 



(4- (4-? W7 a^^/U) -1, 2, 5, 6-fh7tKnk D ^^ 



JV) -2—^^/U-3— ( 2 — J-^f-JV- 4 — ^ f^f-v-^^n/k) -6, 7 - 



^tFo-5H-^D^ [d] t°7^D [1, 5 -a] t°}J 





10 



OCH- 



TLC : R f 0.10 : 



£c^7l/= 3:1) ; 



NMR(300MHz, CDC1 3 ) : 8 7.42 - 7.30 (m, 4H), 7. 16 (d, J = 8.1Hz, 1H), 6.86 (d, J 
= 2.4Hz, 1H), 6.79 (dd, J = 8.1, 2.4Hz, 1H), 6.22 - 6.18 (m, 1H), 4.50 - 4.32 (m, 2H), 
4.10 - 3.90 (m, 2H), 3.82 (s, 3H), 3.10 (t, J = 6.9Hz, 2 H), 2.91 (t, J = 7.5Hz, 2H), 
15 2.82 - 2.69 (m, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H) D 



B 2 (13 7) 
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t^/V-Z — (2-^^-/^-4-^ b^->y ^=-JV) -6, 7- 
5H-^n^y^ [d] t°yy'p [1, 5-a] tfJJ^v^- 




OCH 3 



TLC : R f 0.53 (^rf->- : @£l£^5vw= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.36 (d, J = 8.4Hz, 1H), 7.18 (d, J = 8.1Hz, 2H), 7.15 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (d, J = 
15.9Hz, 1H), 5.21 (d, J = 15.9Hz, 1H), 3.85 (s, 3H), 3.70 (m, 2H), 3.36 - 3.62 (m, 
10 2H), 3.07 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.35 (s, 3H), 2.23 (m, 2H), 1.23 (m, 1H), 
0.63 (m,2H), 0.18 (m,2H) D 

iii 2 (138) 

8- (N-7°atW-N- ( 4 - MJ p ^ f /Wt^^7 x=/U) 

15 /KT^y) - 2-y^/!/- 3 - (2 -y fvV- 4 -y b^^^^^/V) -6, 
7— S?fc Fn-5H-v-y n^^Z [d] t'^^P [1, 5-a] tf U ^ v> 



8- (N- 

y) -2- 

ji^iV 



159 



WO 02/053565 



PCT/JPO 1/1 1581 




T L C : R f 0.55 (^dpif^ : f^^^/V= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.32 (brd, J = 8.7Hz, 2H), 7.18 (d, J = 8.4Hz, 1H), 
7. 15 (brd, J = 8.7Hz, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.84 
5 (s, 2H), 3.83 (s, 3H), 3.41 - 3.35 (m, 2H), 2.89 (t, J = 7.5Hz, 2H), 2.83 (t, J = 7.8Hz, 
2H), 2.36 (s, 3H), 2.19 (s, 3H), 2.19 - 2.00 (m, 2H), 1.66 - 1.54 (m, 2H), 0.88 (t, J = 
7.5Hz, 3H) D 



mm 2 (139) 

10 8- (N- (2-^f!I/V) -N-v'^n/n^^f/l'T^/) -2-^ 
5VV-3- (2-^ b^riX^^^/U) -6, 7— 5?fc Kp- 5 

H-v-^n^O-^ [d] tT9^P [1, 5 -a] 




OCH 3 
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T L C : R f 0.40 (^drf-^ : 0gtsuf-/V= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.7Hz, 1H), 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.7, 2.4Hz, 1H), 4.54 (q, J = 2.1Hz, 2H), 3.83 (s, 3H), 3.52 (d, J = 6.6Hz, 
2H), 3.13 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.37 (s, 3H), 2.13 (quint, J = 
5 7.5Hz, 2H), 1.81 (t, J = 2.1Hz, 3H), 1.16 - 1.02 (m, 1H), 0.60 - 0.52 (m, 2H), 0.32 - 
0.26 (m, 2H) 0 

MMM 2 (14 0) 

8- (N— ~7u fcVl^-N- (3 -^^-?V7 **f-;VT%S) —2—* 

10 (2-*=f->V-4 )V) -6, 7-^tKn-5 

H-v-^p^^^ [d] \fy-/u [l, 5-a] t°U ■ ttMfc 



TLC : R f 0.52 (^^rf"^ : 2 : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.27 (m, 1H), 7.15 (m, 1H), 7.13 (d, J = 8.1Hz, 1H), 
15 7.05 (m, 2H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.1Hz, 1H), 5.14 (s, 2H), 
3.83 (s, 3H), 3.74 (m, 2H), 3.49 (t, J = 7.2Hz, 2H), 3.02 ( t, J = 6.9Hz, 2H), 2.36 (s, 
3H), 2.29 (s, 3H), 2.22 (m, 2H), 2.20 (s, 3H), 1.77 (m, 2H), 0.94 (t, J = 7.2Hz, 3H)o 




OCH 3 
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mmM 2 (i4i) 

8- (N-^ntVU-N- (2-^f^7 ^^)VT%J) -2-^ 
^-)V— 3 - (2-^/^-4-^ b^r^/7^=7V) -6, 7-^tKn-5 
H-v-^n^^^ [d] t°7/P [1, 5 -a] tT JJ 5 ^ ■ 4fegfeS[ 



T L C : R f 0.52 (^^f-^^ : W^*- S f~^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.18 - 7.30 (m, 4H), 7.13 (d, J = 8.1Hz, 1H), 6.90 (d, J 
= 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.1Hz, 1H), 5.13 (s, 2H), 3.83 (s, 3H), 3.78 (m, 2H), 
3.49 (t, J = 6.9Hz, 2H), 3.00 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (s, 3H), 2.21 (m, 
10 2H), 2.19 (s, 3H), 1.79 (m, 2H), 0.94 (t, J = 7.2Hz, 3H) 0 

HjfefffJ 2 (14 2) 



8- (3-^yf/k7^y) -2-^^VV- 3 - (2-^ h3r 
^7^^/V) -6, 7-v?tKB-5H-^B^ [d] t'7^n [1, 
15 5- a] ^ v>>- • ±£S?*t 




OCH 3 
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OC 2 H 5 



T L C : R f 0.49 : 2. : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.95 
(dd, J = 2.4, 8.7Hz, 1H), 4.07 (m, 2H), 3.99 (m, 1H), 3.34 - 3.65 (m, 2H), 3.13 (t, J = 
5 7.8Hz, 2H), 2.35 (s, 3H), 2.29 (m, 2H), 1.62 - 1.93 (m, 4H), 1.42 (t, J= 6. 9Hz, 3H), 
1.06 (t, J= 7.5Hz, 3H), 1.05 (t, J = 7.2Hz, 3H) D 

MMM 2 (14 3) 

8- (3 -^yf/kT^ 7) -2-^^-/1^-3- (2-^PP-4-xhdr 
10 -5, 7-^^-70 [3, 4-d] fc^j/n [1, 5- 




OC 2 H 5 



T L C : R f 0.40 (^^-f-y : ffifflt^f/^ 2:1) ; 
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NMR (300MHz, CDC1 3 ) : 8 7.52 (brd, J = 10.2Hz, 1H), 7.32 (d, J = 8.4Hz, 1H), 
7.07 (d, J = 2.4Hz, 1H), 6.95 (dd, J = 2.4, 8.4Hz, 1H), 5.49 (d, J = 16.5Hz, 1H), 5.39 
(d, J = 16.5Hz, 1H), 5.28 (brs, 2H), 4.07 (m, 2H), 3.40 (m, 1H), 2.40 (s, 3H), 1.68 - 
1.98 (m, 4H), 1.43 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.2Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) 0 

5 

miMM2 (14 4) 

8- (N-^f^-N-^W^/) - 2 - * 3 — 

-4-^^^^^^-^) - 6 , 7-v?tKn-5H-^n^ [d] 

t°^yn [l, 5 -a] fcf !7 5 S?^ • IfiHfelfc 




och 3 



TLC : R f 0.09 (^^flh^ : |^gfeai^/U= 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.4, 2.4Hz, 1H), 4.01 - 3.95 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.51 - 3.42 
(m, 2H), 3.18 - 3.06 (m, 2H), 2.26 (s, 3H), 2.26 - 2.18 (m, 2H), 2.18 (s, 3H), 1.96 - 
15 1 .80 (m, 2H), 1 .44 - 1 .25 (m, 6H), 0.90 (brt, J = 6.6Hz, 3H) 0 

^mm 2 (145) 

8- (N — ^ 'zFsU—N— (3 -s<l/?-/U) 75/) - 3 - (2 

-^J-sl'-A—J h^ri/y^—sl') -6, 7 - v 5 1 Kn - 5 H-v"^ tf^V 

20 ^ [d] tr^n [i, 5- a] t'H^y-Iil 
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OCH 3 



TLC : R f 0.47 (^^ri^^ : g^fe^^/V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(m, 1H), 4.55 (m, 1H), 3.83 (s, 3H), 3.46 (t, J = 7.8Hz, 2H), 3.27 (s, 3H), 3.10 (t, J = 
5 6.9Hz, 2H), 2.26 (s, 3H), 2.45 (m, 2H), 2.19 (s, 3H), 1.76 - 1.98 (m, 4H), 1.01 (t, J = 
7.2Hz, 6H) D 



MM 2 (14 6) 



8 



(N — jt^-ZU-N- (4-^-7°^/^) T^;) - 3 - (2 



10 -/f/i/-4-^f^7x-/H -6, 7-^kKo-5H-^n^y 
* [d] f7/o [1, 5- a] t'Uv^y- 




OCH3 



TLC : R f 0.51 (^^if^ : 



^-f-;V= 2:1) ; 
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NMR(300MHz, CDC1 3 ) : S 7.11 (d, J= 8.4Hz, 1H), 6.89 (d, J = 3.0Hz, 1H), 6.82 
(dd, J = 3.0 ; 8.4Hz, 1H), 4.80 (m, 1H), 3.83 (s, 3H), 3.47 (t, J = 7.5Hz, 2H), 3.27 (s, 
3H), 3.09 (t, J = 7.5Hz, 2H), 2.25 (s, 3H), 2.24 (m, 2H), 2.19 (s, 3H), 1.64 - 1.94 (m, 
4H), 1.28 - 1.58 (m,4H), 0.97 (t, J = 7.2Hz, 6H) 0 

mmm 2 (147) 

8- (N-v'^PT'ntVP-N- (4-^^/k7x^) ^ "5~}VT % J ) - 
2-^^-/^-3- (2-^pp-4-^ b^rv'7x-;l/) -5, 7 — S^fc K 
P-7P [3, 4-d] t°7yp [1, 5- a] IfHv'y't^I 



10 




T L C : R f 0.54 (^^rl^ : gj=gg;n5vv= 1:1) ; 
N MR (300MHz, CDC1 3 ) : 8 7.34 (d, J = 8.4Hz, 1H), 7.11 (d, J = 7.8Hz, 2H), 7.09 
(d, J » 2.4Hz, 1H), 7.02 (d, J = 7.8Hz, 2H), 6.94 (dd, J = 2.4, 8.4Hz, 1H), 5.18 - 5.30 
15 (m, 4H), 5.15 (s, 2H), 3.85 (s, 3H), 2.67 (m, 1H), 2.41 (s, 3H), 2.33 (s, 3H), 0.85 - 
1.00 (m, 4H) 0 



MM2 (14 8) 
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8- (N-v^ n7°n ¥;Vff-/U—N— (4- ^J-)Vy ^~jV) ff-)VT% 
/) 3- (2-^dp-4-^ Y^Vy^.=^/V) -5, 7- 

v'tFn-yp [3, 4-d] [1, 5- a] t° JJ * v> >" • Ififflfctt 



T L C : R f 0.58 : 1:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.35 (d, J = 8.4Hz, 1H), 7.19 (d, J = 8.1Hz, 2H), 7.17 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 2.7, 8.4Hz, 1H), 5.10 - 5.50 
(m, 6H), 3.85 (s, 3H), 3.69 (m, 2H), 2.37 (s, 3H), 2.36 (s, 3H), 1.21 (m, 1H), 0.65 (m, 
2H), 0.22 (m, 2H) D 

»M 2 (14 9) 

8- (N-^o^-N-7nt:>7?;) -2-/^/^-3- (2- 
[d] fcfyj/n [1, 5-a] filv^y 




CH 



OCH3 
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OCH 3 



T L C : R f 0.45 (^^rf-^ : g^o_^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.17 (,d J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 4.35 (quint, J = 7.5Hz, 1H), 3.82 (s, 3H), 3.69 - 3.10 (m, 
5 2H), 2.94 (t, J = 6.9Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.22 - 2.02 (m, 9H), 
1.78 - 1.58 (m, 2H), 1.39 (sext, J = 7.8Hz, 2H), 0.84 (t, J = 7.8Hz, 3H) D 



10 



jjjjgj 2 (15 0) 

8- (N— -f y^WN- (2-v ? ^^yPT^/^9 L ^) 7 5/ ) -2- 
^^VV— 3 — (2-^^-/^-4-^ h^ri^^— /^) -6, 
5H-^P^ [d] fc°7y'n [1, 5 -a] t°F v^- 2 



/\^N(CH 3 ) 2 




2HC1 



OCH3 



T L C : R f 0.63 ( 



^-jV : : 7k= 3:1:1) ; 



NMR (300MHz, DMSO-d s ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.91 (d, J = 2.7Hz, 1H), 
15 6.82 (dd, J = 8.4, 2.7Hz, 1H), 4.08 - 3.98 (m, 2H), 3.78 (s, 3H), 3.50 - 3.42 (m, 2H), 
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3.42 - 3.32 (m, 2H), 3.01 (brt, J = 6.9Hz, 2H), 2.87 (brt, J - 7.8Hz, 2H), 2.79 (s, 3H), 
2.77 (s, 3H), 2.25 (s, 3H), 2.18 - 2.00 (m, 2H), 2.08 (s, 3H), 1.80 - 1.64 (m, 1H), 0.83 
(d, J = 6.6Hz, 6H) 0 

5 mMM 2 (15 1) 

(2-^po-4-^ f^r^i^) -5, 7-i^fcKt3- 
7D [3, 4-d] t c 7^P [1, 5 -a] t°IJ$v^ 



F 




OCH 3 



10 TLC : Rf 0.34 (^^f-^ : ftl^^vl^ 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : S 7.31 (d, J = 8.7Hz, 1H), 7.28 - 7.24 (m, 2H), 7.08 (d, J 
= 3.0Hz, 1H), 7.05 - 6.97 (m, 2H), 6.90 (dd, J = 8.7, 3.0Hz, 1H), 5.09 (s, 2H), 4.91 (s, 
2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.33 - 3.27 (m, 2H), 2.40 (s, 3H), 1.63 (sext, J = 
7.8Hz, 2H), 0.39 (t, J = 7.8Hz, 3H) 0 

15 

HjfeM 2 (15 2) 

8- (N-^n^-N- (4-7/I/tP7xs;>) ^f/I^T^y) -2- 
^^vU-3- (2-^oo-4-^ fdf-i/7x=;l/) -6, Fp- 
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5H-^n^ [d] fcT^j/n [1, 5-a] h°Uv^y 



F 




T L C : R f 0.36 (^^ri^^ : 3:1) ; 

NMR(300MHz, CDC1 3 ) : S 7.32 (d, J = 8.4Hz, 1H), 7.28 - 7.20 (m, 2H), 7.07 (d, J 
5 = 2.7Hz, 1H), 7.02 - 6.94 (m, 2H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.80 (s, 2H), 3.84 (s, 
3H), 3.36 (brt, J = 7.5Hz, 2H), 2.90 (t, J = 7.5Hz , 2H), 2.82 (t, J = 7.5Hz, 2H), 2.39 
(s, 3H), 2.07 (quint, J = 7.5Hz, 2H), 1.68 - 1.48 (m, 2H), 0.87 (t, J = 7.5Hz, 3EQ 0 

HMffJ 2 (15 3) 

10 8- (N — X27?u ¥/U^=?-/U— N— (4 — ;* f-jV^^r^a^^ ^^-/U- 
75/) — 2 — ^vV— 3 — (2-^ n n — 4 — y^-is~7^~jV) -5, 
7-^tFn-7P [3, 4-d] t°7^P [1, 5-a] t°n^-I 
Hit 
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OCH 3 



T L C : R f 0.67 (^^rl^ : H^cgv^= 1:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.35 (d, J = 8.4Hz, 1H), 7.27 (d, J = 8.4Hz, 2H), 7.22 
(d, J = 8.4Hz, 2H), 7.09 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 2.7, 8.4Hz, 1H), 5.48 (d, J = 
5 16.5Hz, 1H), 5.37 (d, J = 16.5Hz, 1H), 5.33 (d, J = 15.9Hz, 1H), 5.24 (s, 2H), 5.24 (d, 
J = 15.9Hz, 1H), 3.85 (s, 3H), 3.69 (m, 2H), 2.50 (s, 3H), 2.36 (s, 3H), 1.19 (m, 1H), 
0.69 (m, 2H), 0.24 (m, 2H) Q 

mMM2 (15 4) 

10 8- (N, N-^7°nhV^7 5y) -2-^^/1^-3- (2-^dp-4- 
^ Y^y^^;V) -5, 7-^tKn-7P [3, 4-d] t°7^n [1, 

5 -a] fc°JJ v^'lll 
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T L C : R f 0.69 {^^rls ; f^BH^^-jU= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.33 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.7Hz, 1H), 5.48 (td, J= 1.8, 16.8Hz, 1H), 5.36 (td, J= 1.8, 16.8Hz, 1H), 
5.21 (t, J= 1.8Hz, 2H), 3.85 (m, 4H), 3.85 (s, 3H), 2.35 (s, 3H), 1.83 (m, 4H), 1.02 (t, 
5 J = 7.2Hz, 6H) C 

g|j|M 2 (15 5) 

8- (N, N-^f^T^/) - 2 - fvP— 3 - (2-^nn-4-^ 
hdp-^7ai=./U) -5, Kd-7d [3, 4-d] \fy^n [1, 

io 5 - a ] tf y 5 v 5 ^ • i^giig 




och 3 



T L C : R f 0.74 (^^rf-> : H^x^v^= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.34 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 

(dd, J = 2.4, 8.4Hz, 1H), 5.47 (d, J = 16.5Hz, 1H), 5.36 (d, J = 16.5Hz, 1H), 5.21 (s, 

15 2H), 3.88 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.79 (m , 4H), 1.42 (m, 4H), 1.00 (t, J = 
7.2Hz, 6H) 0 

2 (15 6) 

8- (N-$/^n7'PhVl/^f/l/-N- (4 — ~7 jVUrn ^f-;VT 
20 %/) - 2 - ^ 3 - (2-^nn-4-p( h^rv'T'^^yV) -6, 7 
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5H-^nKy^ [d] t'^n [l, 5 -a] fcrjJ*^ 



F 




OCH 3 



TLC : R f 0.27 : $^ccf-A^= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.33 - 7.26 (m, 3H), 7.06 (d, J = 2.7Hz, 1H), 7.01 - 
5 6.95 (m, 2H), 6.88 (dd, J = 8.4, 2.7Hz, 1H), 4.88 (s, 2H), 3.84 (s, 3H), 3.38 (d, J = 
6.9Hz, 2H), 2.96 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.2Hz, 2 H), 2.39 (s, 3H), 2.10 (quint, 
J = 7.2Hz, 2H), 1.10 - 0.98 (m, 1H), 0.49 - 0.42 (m, 2H), 0.08 - 0.02 (m, 2H) 0 

mmm 2 (157) 

10 8- (N-^n tf/U— N— (4-^^/1^^^-^) ^f^7$;) -2—^ 

^vV— 3- (2-^nn-4-^^7x^) -5, 7— 

n [3, 4-d] [1, 5- a] tf 9 5 ■ ittBHtt 
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Y 



OCH 3 



T L C : R f 0.43 (^-^r^> : WB.^^= 2:1) ; 

N MR (300MHz, CDC1 3 ) : 8 7.33 (d, J = 8.7Hz, 1H), 7.19 (d, J = 8.1Hz, 2H), 7.13 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.95 (dd, J = 2.7, 8.1Hz, 1H), 5.28 (m, 
5 2H), 5.13 (m, 2H), 5.08 (m, 2H), 3.85 (s, 3H), 3.64 (m, 2 H), 2.37 (s 3 3H), 2.36 (s, 
3H), 1.80 (m, 2H), 0.95 (t, J = 7.5Hz, 3H) D 

HjfeM 2 (15 8) 

8- (3-^yW5/) - 2 - ^ 3 - (3-^PP-5-MJ7 

10 ;^n^f/kkl^y-2-^^) -6, Kn-5H-V^n^y 
^ [d] [i, 5-a] f]J5^y- 2til 
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T L C : R f 0.19 (^^rl^ : gfcgfca^l^ 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.91 (s, 1H), 8.12 (s, 1H), 3.99 (m, 1H), 3.50 (m, 2H), 
3.15 (m, 2H), 2.47 (s, 3H), 2.32 (m, 2H), 1.94 - 1.64 (m, 4H), 1.06 (brt, J = 6.9Hz, 
6H) 0 

5 

mMM 2 (15 9) 

8- (N-^f-^-N-^n t>7 ^ / ) - 2 3 - (2-^na 

-4-p« h=3r^7cc-^) -5, 7-^tFn-7P [3, 4-d] t°^/ 

n [i, 5-a] t°y$ • 




OCH 3 



T L C : R f 0.21 (^^f-^ : SIt^^v^= 3 : 1) ; 

NMR (300MHz, CDCI3) : 5 7.34 (d, J = 8.1Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 8.1, 2.4Hz, 1H), 5.47 and 5.35 (ABd, J = 16.5Hz, 2H), 5.21 (brs, 2H), 4.00 - 
3.75 (m) and 3.85 (s) total 7H, 2.34 (s, 3H), 1.90 - 1.75 (m, 4H), 1.42 (sext, J = 
15 7.2Hz, 2H), 1.05 - 0.98 (m, 6H) D 

mm 2 (160) 

8- (N-^^Vt'-N — ~fn t°/^T5: J) ~2-^ =f-/V- 3 - — 

Y^yy^^;V) -6, Kp-5H-^d^ [d] 
20 h°y y P [ 1 , 5 - a ] fc° IJ 5 v>>" ■ 
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OCH 3 



TLC : Rf 0.33 (^dflf 1/ : g^n^yl/^ 3 : 1) ; 

NMR(300MHz, CDCl 3 ) : 5 7.12 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.7, 2.4Hz, 1H), 3 .95 - 3 .80 (m) and 3 .83 (s) total 7H, 3.48 (t, J = 7.5Hz, 2H), 
5 3.02 (t, J = 7.5Hz, 2H), 2.30 - 2.18 (m) and 2.27 (s) total 5H 2. 19 (s, 3H), 1.80 - 1.65 
(m, 4H), 1.38 (sext, J = 7.2Hz, 2H), 0.96 (t, J = 7.2Hz, 6H) D 



HHM 2 (16 1) 

8- ( 4 -^-?=$-)VT 5: 7 ) - 2 — ^V>- 3 - (2-^nn-4-n^f 

10 -5, Kn-7 0 [3, 4-d] t°r/n [1, 5- 

a] t°!) v^y- jmtl[ 




TLC : R f 0.54 (^f^ : f^^^^= 2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.52 (d, J = 10.2Hz, 1H), 7.34 (d, J = 8.7Hz, 1H), 7.08 
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(d, J = 2.4Hz, 1H), 6.97 (dd, J = 2.4, 8.7Hz, 1H), 5.49 (brd. J = 16.8Hz, 1H), 5.39 (d, 
J = 16.8Hz, 1H), 5.28 (m, 2H), 3.85 (s, 3H), 3.53 (m, 1H), 2.39 (s, 3H), 1.75 (m, 4H), 
1.47 (m, 4H), 1.00 (t, J = 7.2Hz, 6H) 0 

5 mmm 2 c 1 6 2 ) 

8- /) -2-/ ^-/V- 3 - 

h^v^cxn/k) -5, 7-^tFn-7P [3, 4-d] fc°7/P 
[1, 5- a] MS 



10 TLC : R f 0.48 (^-drf-^ : @^H^=f-/l.= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.33 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.7Hz, 1H), 5.46 (m, 1H), 5.35 (m, 1H), 5.23 (t, J = 1.5Hz, 2H), 3.80 - 
4.00 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.80 (m, 2H), 1 .46 (t, J= 7.2Hz, 3H), 1.44 
(m, 2H), 1.01 (t, J = 7.2Hz, 3H) D 



HHM 2 (16 3) 

8- (N-->^ u~7a tVP-N- (4-7/^p7i^) ^f/V7 5/ ) 
-2-^^-/^-3- {2-^ nn- A- ^ Y^-yy -6, 
Kn-5H-^nX^ [d] t'yy'p [1, 5-a] t'Dv^ 




• HCl 



OCH 3 



15 
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F 




OCH 3 



TLC:Rf 0.80 (^^rf-^ : pftBfcc^Vl^ 1:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.17 - 7.09 (m, 2H), 7.07 (d, J 
= 2.7Hz, 1H), 6.96 - 6.93 (m, 2H), 6.90 (dd, J = 8.4, 2.7Hz, 1H), 5.01 (s, 2H), 3.84 (s, 
5 3H), 2.97 - 2.86 (m, 4H), 2.75 (m, 1H), 2.39 (s, 3H), 2.03 (m, 2H), 0.80 - 0.68 (m, 
4H) 0 

iii 2 d64) 

8- (N-^ntV^-N- (2-^;^n^^=/V) t^/KTS:./) -2- 
10 7<^v^-3- (2-^^/1^-4—^ b^rv-^^^/^) -6, 

5H-^nXy^r [ d ] tf^/n [l, 5-a] fi^v^ 
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OCH- 



T L C : R f 0.85 (^^y : ^gt3^f-;V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.24 - 7.12 (m, 2H), 7.19 (d, J = 8.1Hz, 1H), 7.06 - 
6.97 (m, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.1, 2.7Hz, 1H), 5.00 - 4.92 (m, 
5 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.86 (t, J = 7.5Hz, 2 H), 2.75 (t, J = 7.5Hz, 
2H), 2.37 (s, 3H), 2.19 (s, 3H), 2.02 (quint, J = 7.5Hz, 2H), 1.68 - 1.46 (m, 2H), 0.90 
(t, J = 7.2Hz, 3H) 0 



ij 2 (16 5) 

10 8- (N-^P tf/V-N- (3-7/VtP7i^) ^f/^T^y) — 2 — 
^^-/V— 3 — (2-^f/U-4-y b^^7cE-^) -6, Kn- 
5H-^p^ [d] t°7yp [1, 5-a] t"U v^y 
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OCH 3 



TLC : R f 0.86 (^^rf-^ : &f&x.*f-jV= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.30 - 7.22 (m, 1H), 7.18 (d, J = 8.4Hz, 1H), 7.08 - 
7.01 (m, 2H), 6.98- 6.90 (m, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8.4, 2.4Hz , 
5 1H), 4.85 (s, 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.89 (t, J = 7.5Hz, 2H), 2.86 (t, J 
= 7.5Hz, 2H), 2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 7.5Hz, 2H), 1.68 - 1.52 (m, 
2H), 0.88 (t, J = 7.5Hz, 3H) 0 

2 (16 6) 

10 8 - ^^/^ n /p f^^ f ^7 § 7 - 2 - ^ f /V- 3 - (2-^nn-4- 
y f^r^7x^) -5, 7-v^tKo-7D [3, 4-d] Ifyy^u [l, 

5 -a] try 



V 




och 3 
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TLC : R f 0.39 (^^rf-^ : ffflfcc^vl^ 2 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 2.4, 8.7Hz, 1H), 6.48 (brd, J = 9.9Hz, 1H), 5.22 (brs, 2H), 4.89 (bra, 2H), 
3.83 (s, 3H), 2.87 (m, 1H), 2.37 (s, 3H), 1.15 (m, 2H), 0.61 (m, 4H), 0.42 (m, 4H) 0 



jfeflil 2 (16 7) 

8 vfn \£)V^^}VT % J — 2 —J-J-jV— 3 - 4 — 

h^i^^^A-) -6, 7-S?kKP-5H-^P^ [d] tf^y 
a [ 1 , 5 - a ] fc° V 5 v> V 



TLC : R f 0.40 (^^rl^ : fffltecjf-fls-= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.4Hz, 1H), 7.04 (d, J = 2.4Hz, 1H), 6.87 
(dd, J = 2.4, 8.4Hz, 1H), 6.37 (brd, J = 9.9Hz, 1H), 3.82 (s, 3H), 3.40 (m, 1H) 3.01 (t, 
J = 6.9Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.35 (s, 3H ), 2.11 (m, 2H), 1.14 (m, 2H), 
15 0.50 - 0.66 (m, 4H), 0.35 - 0.50 (tn, 4H) D 

mmm 2 ties) 



8- (N— -fJ-jV— N— -fn\f;V7 — 2—^ J- A/— 3 - (2-^nn 
— 4 — / h^riy7 -6, 7 - v> 1 Kn - 5 H- xi^y$ [d] 



5 




OCH 3 
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t°7 % /n [ 1 , 5 - a ] fc° U ^ • &gfe& 




OCH 3 



T L C : R f 0.52 (^e-f-^ : @fci^^vv= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.40 - 7.30 (m, 1H), 7.08 (s, 1H), 7.00 - 6.90 (m, 1H), 
5 4.00 - 3.80 (m) and 3.85 (s) total 7H, 3.65 - 3.30 (m, 2H), 3.10 - 2.95 (m, 2H), 2.40 - 
2.20 (m) and 2.33 (s) total 5H, 1.80 - 1.65 (m, 4H), 1.43 - 1.30 (m, 2H), 0.97 (t, J = 
6.6Hz, 6H) 0 

2 (16 9) 

10 8- (N-v-^ n7*P ^vW-N — 7"p tVl^T 5 /) — 3 

- (2-^nn-4-^ Y^Z^y /U) -6, 7-^fcKo-5H-V^ 
P-O-^ [d] t°7^P [1, 5 -a] t'J) 




OCH 3 



TLC : R f 0.54 (^^ff-> : g£@grc5vl^= 2:1) ; 
15 NMR(300MHz, CDC1 3 ) : 6 7.31 (d, J = 8.4Hz, 1H), 7.05 (d, J = 2.7Hz, 1H), 6.88 
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(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.64 - 3.58 (m, 2H), 3.53 (d, J = 6.9Hz, 2H), 
3.01 (t, J = 7.2Hz ; 2H), 2.92 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.14 (quint, J = 7.2Hz, 
2H), 1.65 - 1.55 (m, 2H), 1.05 - 0.90 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 0.50 - 0.40 (m, 
2H), 0.15- 0.05 (m,2H) 0 

5 

HjfeffiJ 2 (17 0) 

8- (N-v^^n^PtVU^^/V-N-ycztVPTS;/) -2-^^vV-3 
- (2-^PP-4-n^7i^V) -5, Kn-7n [3, 

4-d] fc°7^n [1, 5-a] t"y 




10 OCH 3 

T L C : R f 0.42 (^^rf-V : g^cn^l^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.30 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.4, 2.7Hz, 1H), 5.23 (s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 3.65 - 3.50 (m, 4H), 
2.38 (s, 3H), 1.63 (quint, J = 7.2Hz, 2H), 1.10 - 0.98 (m, 1H), 0.94 (t, J = 7.2Hz, 3H), 
15 0.56 - 0.46 (m, 2H), 0.15 (dd, J = 10.8, 5.1Hz, 2H) 0 

HflfeffiJ 2 (17 1) 

8- (N- -N-7°n fcVKT ^ /) -2— ;*^yV-3 — (2 

20 ^ [d] t°^y*p [l, 5-a] t'Uv^y-tit 
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OCH 3 



T LC : R f 0.44 (r-^^ : ffi&^<?-;V= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 1.8Hz, 1H), 6.96 
(brd, J = 8.7Hz, 1H), 4.56 (d, J = 2.1Hz, 2H), 4.05 - 3.80 (m) and 3.85 (s) total 5H, 
5 3.65 - 3.30 (m, 2H), 3.25 - 3.10 (m, 2H), 2.40 - 2.20 (m) and 2.33 (s) total 5H, 1.95 - 
1.80 (m) and 1.89 (s) total 5H, 1.01 (t, J = 7.2Hz, 3H) 0 

MMn 2 (172) 



8- (N— {2-y*^-~jV) -N-7°t3 f/l^T^ J) -2-^^-/1/- 3- (2 
10 -^nn-4-^R^7i-/V) -5, 7— 5*fc Kp-7b [3, 4-d] 
t°7 N /n [1, 5 -a] t-y^v 5 ^ 



T L C : R f 0.36 (^1^ : Rij&:t^7^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
15 (dd, J = 8.7, 2.7Hz, 1H), 5.32 (s, 2H), 4.91 (s, 2H), 4.45 (q, J = 2.1Hz, 2H), 3.84 (s, 





OCH3 
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3H), 3.55 - 3.45 (m, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.1Hz 3 3H), 1.72 (sext, J = 7.2Hz, 
2H), 0.98 (t, J = 7.2Hz, 3H) G 

MMM 2 (17 3) 

5 8- (N-^^/^-N- (2 Y^y^'f-;V) T X S) -2-^9^-3 
- (2-^na-4-^ b^-^7x^) -6, 7-^tKP-5H-^ 
[d] t°7/n [1, 5- a] fD-v'y-ttl 




OCH 3 



T L C : R f 0.34 (^-^f-i/ : WW.^^7V= 2:1) ; 
10 NMR(300MHz, CDC1 3 ) : 6 7.35 (d, J = 7.8Hz, 1H), 7.08 (d, J = 2.1Hz. 1H), 6.97 
(brd, J = 7.8Hz, 1H), 4.30 - 4.18 (m, 2H), 3.90 - 3.78 (m) and 3.85 (s) total 5H, 3.70 - 
3.30 (m) and 3.64 (m) total 4H, 3.30 (s, 3H), 3.08 - 2.98 (m, 2H), 2.40 - 2.18 (m) and 
2.33 (s) total 5H, 1.80 - 1.65 (m, 2H), 1.43 - 1.35 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) 0 

15 gyfeffil 2 (17 4) 

8- (N--7^^-N- (2-;* h^iy^f-JU) 75/) -2-^^/1^-3 
- (2-^ao-4-^ h^r^7i=/k) -5, Fp-7p [3, 

4-d] [l, 5 -a] t°!) v^-fiil 
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OCH 3 



T L C : R f 0.39 =¥1^ : i^xf^= 2:1) ; 

N MR (300MHz, CDC1 3 ) : 8 7.40 - 7.30 (m, 1H), 7.08 (brs, 1H), 7.05 - 6.95 (m, 
1H), 5.60 - 5.35 (m, 2H), 5.30 - 5.15 (m, 2H), 4.40 - 4.20 (m, 2H), 3.90 - 3.70 (m) 
5 and 3.85 (s) total 7H, 3.35 (s, 3H), 2.35 (s, 3H) 3 1.85 - 1.70 (m, 2H), 1.50 - 1.38 (m, 
2H), 0.99 (t, J = 6.9Hz, 3H) 0 



09 2 (17 5) 



8 



(N — Zfn N— (4 - b 7/^n^f/^^r^7x^) ^=f- 



10 JVT%/) 3- (2-^nn-4-^ h^ri/^aL-/^) -5, 

7-i?tKP-7P [3, 4-d] fy^D [1, 5-a] IfJJ*^ 



OCR 





OCH 
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TLC : R f 0.42 : pftBfcc^v>= 3 : 1) ; 

N MR (300MHz, CDC1 3 ) : 5 7.39 - 7.33 (m, 2H), 7.31 (d, J = 8.4Hz, 1H), 7.21 - 
7.15 (m, 2H), 7.08 (d, J = 2.4Hz, 1H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.12 (s, 2H), 
4.95 (s, 2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.36 - 3.28 (m, 2H), 2.40 (s, 3H), 1.70 - 1.54 
5 (m, 2H), 0.89 (t, J = 7.5Hz, 3H) 0 

Mt&ffl 2 (17 6) 

8- (N-v^ nzfn fcVl^^v^-N- (4-7;^n7*-/V) ^ *?)VT 
5/) 3- (2-^^/k-4-^ hdr->7oic=./V) -6, 7 

10 -^tKn-5H-^P^ [d] fr/n [1, 5-a] fc'P^v^ 

F 




OCH 3 

TLC : R f 0.28 : it^^/t^ 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.33 - 7.26 (m, 2H), 7.18 (d, J = 8.4Hz, 1H), 7.03 - 
6.94 (m, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.88 (s, 2H), 
15 3.83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.95 (t, J = 6.9Hz, 2H), 2.89 (t, J = 6.9Hz, 2H), 
2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 6.9Hz, 2H), 1.01 (m, 1H), 0.58 - 0.42 (m, 
2H), 0.20 - 0.01 (m, 2H) C 
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mmm 2 (177) 

8- (3-^yW$/) -1-**f-JV-2>- (3, 

s y-2-4;V) -6, 7-^fc Fo-5H-^p^ [d] t°yy*n [1, 

5 -a] try 




CI 



TLC : R f 0.38 (^^f-^ : g^:n^vv= 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.58 (d, J = 2.1Hz, 1H), 7.81 (d, J = 2.1Hz, 1H), 6.24 
(brd, J = 11.1Hz, 1H), 3.80 (m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 
2.41 (s, 3H), 2. 15 (quint, J = 7.5Hz, 2H), 1.80 - 1.52 (m, 4H), 1.00 (t, J = 7.5Hz, 6H) 0 

2 (17 8) 

8- (N-^-N-xW^ /) — 2— 

4-^ hdri/^^=/L) -6, 7— 5?fc Kp- 5H-^p^ [d] t° 

[i, 5 -a] t°y ^ >^ • jim: 
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OCH 3 



T L C : R f 0.61 (^^f- V : g^g^c^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.35 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.96 
(dd, J = 2.7, 8.4Hz, 1H), 3.94 (m, 4H), 3.85 (s, 3H), 3.30 - 3.62 (m, 2H), 3.05 (m, 
5 2H), 2.32 (s, 3H), 2.25 (m, 2H), 1.74 (m, 2H), 1.32 - 1.48 (m, 5H), 0.98 (t, J = 7.8Hz, 
3H) D 

^IfeM 2 (17 9) 

8- (N-^n/nfcVMf/V-N- ( 4 - hV Z7jVJrn ^ ^jvy zr.=.)V) 
10 *=f-)VTXJ) — 2—^^/1*— 3 - (2— TtfW— 4—;* b#v'7^=./>) 
-6, 7-i?tKP-5H-^0^ [d] t°7/o [1, 5-a] t° 




OCH3 
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TLC : R f 0.54 (^^rf-^ : ^^x.f-jV= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.65 (d, J = 8.4Hz, 2H), 7.47 (d, J = 8.4Hz, 2H), 7.13 
(d, J = 8.7Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.7Hz, 1H), 5.37 (s, 
2H), 3.83 (s, 3H), 3.66 (m, 2H), 3.52 (t, J = 7.5Hz, 2H), 3.11 (t, J = 7.2Hz, 2H), 2.29 
5 (s, 3H), 2.27 (m, 2H), 2.19 (s, 3H), 1.14 (m, 1H), 0.65 (m, 2H), 0.17 (m, 2H) 

MMM 2 (18 0) 

8- ( 3 —sO-^sUT X J) — 2—^"f-;\y— 3 - ( 2 - V n n - 4 - ^ f =3f- 
v^:7^~^) -5, 7-^tFn-7D [3, 4-d] \£y^Ju [1, 5- 
10 a] try • 




OCH 3 



TLC : R f 0.40 (^^f-y : ii^f 2 : 1) ; 
N MR (300MHz, CDC1 3 ) : 8 7.52 (brd, J = 10.2Hz, 1H), 7.35 (d, J = 8.7Hz, 1H), 
7.08 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 2.7, 8.7Hz, 1H), 5.50 (d, J = 16.5Hz, 1H), 5.39 
15 (d, J = 16.5Hz, 1H), 5.29 (s, 2H), 3.85 (s, 3H), 3.39 (m, 1H), 2.40 (s, 3H), 1.68 - 1.98 
(m,4H), 1.06 (m, 6H) 0 

IfeEtM 2 (18 1) 

8- (N-i/^ n 7°n f/V7 5 / -N- (4 -yjVirn ~7 ^^-)V) ^ 
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W^y) -2-^/1—3- (2-^na-4-^f^7i=/V) - 
5, 7-^tFn-7D [3, 4-d] t°7y'n [1, 5-a] tfy^v 5 ^ 

F 




OCH 3 



T L C : R f 0.28 (^^rih^ : g£^c^vk= 3:1) ; 
5 N MR (300MHz, CDC1 3 ) : 5 7.34 - 7.28 (m, 2H), 7.30 (d, J = 8.4Hz, 1H), 7.08 (d, J 
= 2.7Hz, 1H), 7.05 - 6.98 (m, 2H), 6.901 (dd, J = 8.4, 2.7Hz, 1H), 5.21 (s, 2H), 4.93 
(s, 2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.38 (d, J = 6.9 H z, 2H), 2.40 (s, 3 H), 1.08 - 0.94 
(m, 1H), 0.56 - 0.48 (m, 2H), 0.14 - 0.06 (m, 2H) 0 

10 2 (18 2) 

8- (N-^i/vv^-N- 757) -2 — * 

^/V-3- (2-^^Vk-4-7< fdri/^^^/V) -6, 7-^fcFo-5 
H -^p^<^ [d] \fyy'n [1, 5-a] t°JJ v^y- 2^^ 
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T L C : R f 0.60 {g^x.^/V : : 7X= 3:1:1) ; 
NMR(300MHz, CD 3 OD) : 6 7.45 - 7.32 (m, 5H), 7.18 (d, J = 8.4Hz, 1H), 6.98 (d, J 
= 2.7Hz, 1H), 6.90 (dd, J = 8.4, 2.7Hz, 1H), 5.20 (s, 2H), 4.40 (m, 2H), 3.84 (s, 3H), 
5 3.75 (m, 2H), 3.16 (m, 2H), 3.06 (m, 2H), 2.96 (s, 6H), 2.35 (s, 3H), 2.38 - 2.18 (m, 
2H), 2.11 (s,3H) 0 

M 2 (18 3) 

10 f-jv-z- (2-^pn-4-n^7i-/v) -5, 7-^tKa-7 
«= C3, 4-d] t°y^n [i f 5-a] fc° JJ 5 S^f • 2&ggft 




OCH 3 
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T L C : R f 0.80 (gfcBfea^u : : 7 X= 3:1:1) ; 
NMR(300MHz, CD 3 OD) : 5 7.60 - 7.30 (m, 6H), 7.19 (d, J = 2.4Hz, 1H), 7.08 - 
7.02 (m, 1H), 5.13 (s, 2H), 4.96 (s, 2H), 4.94 (s, 2H), 4.40 - 4.24 (m, 2H), 3.87 (s, 
3H), 3.76 (m, 1H), 3.56 (m, 1H), 2.99 (s, 3H), 2.98 (s, 3H), 2 .44 (s, 3H) Q 

2 (18 4) 

8- (N — <^S?/U— N- ( 2 - 7vV\r $ T5/) -2 — * 

^vU— 3 - (2-^an-4-^ bdf^7x=;l/) -6, 7— i?tKo-5 
H-i/^P^V^ [d] t°9y*V [1, 5 -a] t^^v'V- 2i»^ 




OCH 3 



T L C : R f 0.27 O P n 7}WA : * ? S — 9:1) ; 
NMR (300MHz, CD 3 OD) : 8 7.46 - 7.26 (m, 6H), 7.20 (d, J = 2.1Hz, 1H), 7.08 - 
7.02 (m, 1H), 5.11 (brs, 2H), 4.34 - 4.20 (m, 2H), 3.87 (s, 3H), 3.76 - 3.64 (m, 2H), 
3.34 - 2.86 (m) and 2.96 (s) total 10H 2.41 (s, 3H), 2.26 - 2.10 (m, 2H)„ 

aii 2 (185) 

8- (N- -N-xf^7^y) — 2— — (2 

— * ^v'7x-/v) -6, 7— 5*fc Kn-5H-^n^y 
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* [d] t°yyn [i, 5-a] t° JJ 5: • 




OCH 3 



T L C : R f 0.36 (^^rif^ : fEBfc ^*?/l>= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 
5 (dd, J = 2.7, 8.4Hz, 1H), 4.55 (q, J = 2.1Hz, 2H), 4.08 (m, 2H), 3.83 (s, 3H), 3.48 (t, J 
= 7.5Hz, 2H), 3.22 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (m, 2H), 2.17 (s, 3H), 1.90 (t, 
J = 2. 1Hz, 3H), 1.47 (t, J = 7.2Hz, 3H) 0 



mmm 2 ( 1 8 6 ) 

10 8- (N- {2-Zf^=-M -N-if/k/^y) -2-^^/1/- 3- (2 
p a -4_^ /V) -5, 7-^tF'P-7P [3, 4-d] 

ey^/n [ 1 , 5 - a ] t'y v^- 




OCH3 



T L C : R f 0.26 (^f-V : g^^^^/u= 2:1) ; 
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NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 
(dd, J = 2.4, 8.4Hz, 1H), 5.41 (s, 2H), 5.36 (m, 2H), 4.46 (m, 2H), 4.08 (m, 2H), 3.85 
(s, 3H), 2.36 (s, 3H), 189 (t, J = 2.7Hz, 3H), 1.51 (t, J = 7.2Hz, 3H) 0 



5 mmm 2 ( 1 8 7 ) 

8- (N— ( 2 — zff-^M -N-xf;l/7 5; J) -2—^^/1—3- (2 
-^nn-4-^^7x^) -6, 7-i?fc Fn-5H-^n^y 
* [d] fy^P [1, 5-a] t° ]J 5 v 5 • iiM: 




OCH 3 



10 TLC : R f 0.32 (^rf-^ : g»^/k= 2 : 1) ; 

NMR(300Hz, CDCI3) : 8 7.34 (d, J= 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.96 (dd, 
J = 2.7, 8.4Hz, 1H), 4.54 (m, 2H), 4.09 (m, 2H), 3.85 (s, 3H), 3.35 - 3.64 (m, 2H), 
3.22 (t, J = 7.2Hz, 2H), 2.34 (S, 3H), 2.26 (m, 2H), 1.90 (t, J = 2. 4Hz, 3H), 1.47 (t, J 
= 7.2Hz, 3H) C 

15 

mnm 2 ( 1 8 8 ) 

8- (N, N — Z?-yv tWT 5 /) -2-^^/1^-3- (2-^t2p — 4- 
b^v^a^A-) -6, 7-v*tKP-5H-^n^ [d] t'y^ 
p [1, 5-a] t°y 
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OCH 3 



T L C : R f 0.40 (^^rf-^ : f^H^^Vl^ 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.30 (d, J = 8.4Hz, 1H), 7.05 (d, J = 2.7Hz, 1H), 6.88 

(dd, J = 2.7, 8.4Hz, 1H), 3.83 (s, 3H), 3.56 (m, 4H), 2.95 (t, J = 7.2Hz, 2H), 2.91 (t, J 
5 = 8. 1Hz, 2H), 2.36 (s, 3H), 2. 13 (m, 2H), 1.58 (m, 4H), 0.89 (t, J = 7.2Hz, 6H) 0 

HjfeffJ 2 (18 9) 

8- (N— {2--?=f-=-)V) -N-v"^ p^o kVl^ ^ /) - 2 — ^ 

3- (2-^nn-4-^ h^ri/^rc— /V) -5, 
10 P [3, 4-d] tf-^y'n [1, 5 -a] k'JJ^^y 




OCH3 



T L C : R f 0.50 ( YjV=sl^ : T± h > = 5:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
(dd, J = 8.4, 2.7Hz, 1H), 5.35 (s, 2H), 4.91 (s, 2H), 4.56 (m, 2H), 3.83 (s, 3H), 3.50 
15 (m, 2H), 2.39 (s, 3H), 1 .82 (t, J = 2.4Hz, 3H), 1. 15 (m, 1H), 0.64 - 0.56 (m, 2H), 0.38 
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- 0.28 (m, 2H) 0 



mma 2 ( 1 9 0 ) 

8- (N-^ntV^-N- (4-^77 71^) tf-JVT^/) -2-* 
5 f-jV— 3 - 4-p< b^-^y^^/V) -6, 7-^t>*B-5 

H-v-^n-O-^ [d] bf^/n [1, 5- a] t° U ^ 

CN 




TLC : Rf 0.22 (^^ifi" : @M^^/V= 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.60 (brd, J = 8.1Hz, 2H), 7.47 (brd, J = 8.1Hz, 2H), 
10 7.17 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.7Hz, 1H),. 6.79 (dd, J = 8.7, 2.7Hz, 1H), 4.90 
(s, 2H), 3.83 (s, 3H), 3.39 (m, 2H), 2.94 - 2.82 (m, 4H), 2.34 (s, 3H), 2.18 (s, 3H), 
2.11 (m, 2H), 1.59 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) D 



mmm 2 (191) 

15 8- (N — uy°u bf/V— N— (4 — ^ *?~Jl''?~^r y 3^ ^/V) ^f^75/) 
-2-^^-/1^—3— (2-^np-4-^ ^^7i=/H -5, 7— 5?fc 
KP-7P [3, 4-d] t°^yn [1, 5 -a] tfJJ^v^ 
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SCH 3 





OCH 3 



T L C : R f 0.20 {^^-^r^ : 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J= 8.4Hz, 1H), 7.19 - 7.13 (m, 2H), 7.08 (d, J 
= 2.7Hz, 1H), 7.06 - 7.01 (m, 2H), 6.91 (dd, J = 8.4, 2.7Hz, 1H), 5.20 (s, 2H), 5.15 (s, 
5 2H), 4.91 (s, 2H), 3.84 (s, 3H), 2.56 (m, 1H), 2.46 (s, 3H), 2.41 (s, 3H), 0.95 - 0.88 
(m, 4H) 0 



Mffi] 2 (19 2) 

8- (N-7°n \f;V— N- ( 4 - ^ f-jvf-^y au—;U) ^f/l/T^y) -2 
10 (2— ? b^r:X7^^/^) -5, 

-7P [3, 4-d] t"7/n [1, 5 -a] t'Uv^ 
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OCH 3 



T L C : R f 0.25 (-^f-V : ffl&^<?-/ls= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.7Hz, 1H), 7.20 (s, 4H), 7.08 (d, J = 
2.7Hz, 1H), 6.90 (dd, J = 8.7, 2.7Hz, 1H), 5.10 (s, 2H), 4.90 (s, 2H), 4.89 (s, 2H), 
5 3.84 (s, 3H), 3.34 (m, 2H), 2.48 (s, 3H), 2.40 (s, 3H), 1.70 - 1.50 (m, 2H), 0.89 (t, J = 
7.5Hz, 3H) D 



mmm 2 (193) 

10 -2— (2-^nn-4-^l«^7j=/V) -5, 7— 

Ko-70 [3, 4-d] [1, 5-a] t'Kv'y 
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F 




OCH 3 



TLC : R f 0.19 (—^ri^^ : @^^^-= 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.14 - 7.04 (m, 3H), 7.02 - 
6.94 (m, 2H), 6.92 (dd, J = 8.4, 2.4Hz, 1H), 5.19 (s, 2H), 5.16 (s, 2H), 4.91 (s, 2H), 
5 3.84 (s, 3H), 2.55 (m, 1H), 2.41 (s, 3H), 0.90 - 0.76 (m, 4H) . 

mWM2 (19 4) 

8 _ (N-^n tVl'-N— (3-7/Vto73:-/l') ^f^75 7) — 2- 
^^_ 3 _ (2-^PP-4-^h^7i^) -6, 7-^tFP- 
10 5H-^P^ [d] t'^/P [1, 5- a] t° U $ i>y 




OCH3 
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TLC : R f 0.48 (^ff-i' : WW.=^^^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.33 (d, J = 8.4Hz, 1H), 7.26 - 7.15 (m, 2H) 7.07 (d, J 
= 2.4Hz, 1H), 7.05 - 6.98 (m, 2H), 6.89 (dd, J = 8.4, 2.4Hz, 1H), 4.94 (s, 2H), 3.84 (s, 
3H), 3.39 (m, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.77 (t, J = 7.5Hz, 2H), 2.40 (s, 3H), 2.04 
5 (quint, J = 7.5Hz, 2H), 1.63 (m, 2H), 0.90 (t, J = 7.5Hz, 3H) D 

mmm 2 (195) 

8- (N-T'n tVl^-N- (3-7^tn7s^) ^^^T%/) — 2 — 
^^^-3- (2-^on-4-^ hdrv-7x=;V) -5, 7— S?fcKn — 
10 7P [3, 4-d] fc°^yp [1, 5 -a] t'Uv^y 



TLC:Rf 0.46 (^-^ : g^^5^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J= 8.4Hz, 1H), 7.28 - 7.16 (m, 2H), 7.08 (d, J 
= 2.4Hz, 1H), 7.07 - 6.99 (m, 2H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.07 (s, 2H), 5.04 (s, 
15 2H), 4.88 (s, 2H), 3.84 (s, 3H), 3.13 (m, 2H), 2.41 (s, 3H), 1 .68 (sext, J = 7.5Hz, 2H), 
0.93 (t, J = 7.5Hz, 3H) D 

Hi 2 (19 6) 




OCH 3 
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\?;UTK J- 3- (2, 5 -W n n :7^=/i/) - 

6, 7-^tKo-5H-^n^ [d] t°y^n [1, 5-a] tf I) 




5 T L C : R f 0.64 (^^rl^ : Ifflfc^^Vl^ 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.41 (d, J = 8.7Hz, 1H), 7.40 (d, J = 2.4Hz, 1H), 7.23 
(dd, J = 8.7, 2.4Hz, 1H), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz) and 2.93 (t, J = 
7.8Hz) total 4H, 2.37 (s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.65 - 1.50 (m, 4H), 0.89 (t, 
J = 7.2Hz, 6H) C 

10 

mmm 2 (197) 

S-v^ntVi/T 5/- 2-^f-;v—z— (2, 4 - W n n y au—tv) — 
6, 7-^tKn-5H-^n^ [d] tfy^P [1, 5-a] if]) 




15 CI 

T L C : R f 0.57 (^^^ : g£g|:n?7>= 3:1) ; 
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NMR(300MHz, CDC1 3 ) : 5 7.51 (d, J = 2.4Hz, 1H), 7.35 (d, J = 8.1Hz, 1H), 7.29 
(dd, J = 8.1, 2.4Hz, 1H), 3.65 - 3.50 (m, 4H), 2.96 (t, J = 7.2Hz) and 2.92 (t, J = 
7.2Hz) total 4H, 2.36 (s, 3H), 2.14 (quint, J = 7.2Hz, 2H), 1.63 - 1.45 (m, 4H), 0.89 (t, 
J = 7.5Hz, 6H) 0 



MMffl 2 (19 8) 

8 - i?/P tVV7 5 ; - 2 - ^ f /W- 3 - (4— ^=f-;vy =^=^;V) -6, 7 
-^tKn-5H-^P^ [d] t°7^n [l, 5-a] fc°!J ^v 5 ^ 



10 T L C : R f 0.58 (^=¥f->- : g^rn5vl-= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.58 (d, J = 7.8Hz, 2H), 7.24 (d, J = 7.8Hz, 2H), 3.60 - 
3.52 (m, 4H), 3.00 - 2.90 (m, 4H), 2.56 (s, 3H), 2.37 (s, 3H), 2.14 (quint, J = 7.5Hz, 
2H), 1.64 - 1.48 (m, 4H), 0.87 (t, J = 7.2Hz, 6H)„ 

15 mMM 2 (19 9) 



-v?kFc-5H-^D^ [d] k°7y J P [1, 5-a] t'U^v^ 
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CH 3 




T L C : R f 0.61 (^^ff-^ : @^^^-/k= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.50 (s) and 7.47 (d, J = 7.5Hz) total 2H, 7.32 (t, J = 
7.5Hz, 1H), 7.06 (t, J = 7.5Hz, 1H), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz, 4H), 2.57 
5 (s, 3H), 2.41 (s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.64 - 1.45 (m, 4H), 0.88 (t, J = 
7.2Hz, 6H) 0 



ij 2 (2 0 0) 



10 



8 -v^P tVl/T $ / - 3- (2 ^7x=.;k) -6, 7 

-^tF'P-5H-^P^ [d] [1, 5- a] f^^y 




TLC : R f 0.56 (— ^-frls : g£g^=P,k= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.35 - 7.20 (m, 4H), 3.62 - 3.54 (m, 4H), 2.96 (t, J = 
7.2Hz) and 2.90 (t, J = 7.2Hz) total 4H, 2.34 (s, 3H), 2.22 (s, 3H), 2.13 (quint, J = 
15 7.2Hz, 2H), 1.63 - 1.50 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) D 



WM 2 (201) 
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8- (N-l/ntfA'-N- (^>-y* [d] 1, 3-^y7y-5-^/U) 
-6, 7-i?tKo-5H-^n^ [d] t^^/P [1, 5- a] fc° 




OCH 3 



T L C : R f 0.31 (^^f-^ : @j^J^/l/= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.18 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.77 - 
6.83 (m, 2H), 6.67 - 6.75 (m, 2H), 5.94 (s, 2H), 4.74 (s, 2H), 3.83 (s, 3H), 3.37 (m, 
2H), 2.89 (t, J = 7.8Hz, 2H), 2.85 (t, J = 7.5Hz, 2H), 2 .35 (s, 3H), 2.20 (s, 3H), 2.08 
10 (m, 2H), 1.58 (m, 2H), 0.88 (t, J= 7.2Hz, 3H) 0 

Hffiffil 2 (2 0 2) 

8- (N-^Ptf/V—N- (-<>"y* [d] 1, 3-^77^- 5 )\>) 
* "?>VT % J ) -2-7^^/^-3- (2-^pp-4-^ f^>7i^) 
15 -6, T-^tKa-SH-^o^ [d] fy/n [1, 5- a] t° 

y ^ v 5 ^ • mm 
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OCH 3 



T L C : R f 0.38 (^3^^ : WM^^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.36 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.97 
(dd, J = 8.4, 2.7Hz, 1H), 6.70 - 6.82 (m, 3H), 6.00 (s, 2H), 5.07 (s, 2H), 3.85 (s, 3H), 
5 3.71 (m, 2H), 3.36 - 3.64 (m, 2H), 3.03 (t, J = 7.4Hz, 2H) , 2.35 (s, 3H), 2.24 (m, 2H), 
1.74 (m, 2H), 0.93 (t, J = 7.5Hz, 3H) 0 

mmm 2 (203) 

8- (3 -^yf-/V7 5 J) - 2 — ^ 3 - (2-^/l'7i = /l') - 
10 6, Kn-5H-^n^ [d] My^u [1, 5-a] t°]J 
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T L C : R f 0.39 (^^ri^V : g^ggm^vi^ 3:1) ; 

NMR (300MHz, CDC1 3 ) : S 7.30 - 7.18 (m, 4H), 6.23 (d, J = 10.5Hz, 1H), 3.90 - 
3.75 (m, 1H), 3.09 (t, J = 7.2Hz, 2H), 2.90 (t, J = 7.2Hz, 2H), 2.32 (s, 3H), 2.22 (s, 
3H), 2.14 (quint, J = 7.2Hz, 2H), 1.80 - 1.58 (m, 4H), 1.08 - 0.96 (m, 6H) 0 

5 

mmm 2 (204) 

8- (3--<y^7 5/ ) - 2-^=f-;V- 3 - (3-^^/^-^^— 7V) — 
6, 7-^tKn-5H-^P^ [d] t°7/n [1, 5-a] t° U 




T L C : R f 0.45 : g£^c^vV= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.50 (s, 1H), 7.46 (d, J = 7.8Hz, 1H), 7.31 (t, J = 
7.8Hz, 1H), 7.05 (d, J = 7.8Hz, 1H), 6.21 (d, J = 10.8Hz, 1H), 3.86 - 3.74 (m, 1H), 
3.08 (t, J = 7.2Hz, 2H), 2.95 (t, J = 7.2Hz, 2H), 2.55 (s, 3H), 2.41 (s, 3H), 2. 15 (quint, 
15 J = 7.2Hz, 2H), 1.82 - 1.55 (m, 4H), 1.01 (t, J= 7.5Hz, 6H) 0 

gjjifeM 2 (2 0 5) 

8- (3-^^7l/T5/) -2-^^-/^-3- (4-^^-jW7^^/U) - 
6, 7-^tFB-5H-^D^ [d] [1, 5-a] t° U 

20 5 
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CH 3 



TLC : R f 0.47 (^3rf->' : 3 : 1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.57 (d, J = 7.8Hz, 2H), 7.24 (d, J = 7.8Hz, 2H), 6.20 
(10.5Hz, 1H), 3.83 - 3.75 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.94 (t, J = 7.2Hz, 
5 2H),2.55 (s, 3H), 2.37 (s, 3H), 2.15 (quint, J = 7.2Hz, 2H), 1.80 - 1.52 (m, 4H), 1.00 
(t, J = 7.2Hz, 6H) 0 

MMM 2 (2 0 6) 

8- (3-^yf/V7 5 7) -2—* "f-JV- 3 - ( 2 — ^VV^— 4 — 
10 h^v^^n/l/) -6, 7-i?t KP-5H-^n^^ [d] t 0 ^y'P 

[ i , 5 - a ] t° v $ ^ - mm 




OCH 3 



T L C : R f 0.10 (^^^ : f^t^f-/U= 3:1) ; 
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NMR (300MHz, CDC1 3 ) : 8 7.26 - 7.16 (m, 1H) 3 6.83 (m, 1H), 6.84 - 6.76 (m, 1H), 
3.97 (m, 1H), 3.86 (s, 3H), 3.48 (m, 2H), 3.12 (m, 2H), 2.44 (s, 3H), 2.33 (s, 3H), 
2.28 (m, 2H), 1.95 - 1.44 (m, 4H), 1.11- 0.99 (m, 6H) 0 

5 mmm 2 (207) 

8- (N-7°n tVl^-N- (^O^J [d] 1, 3-^y7^-5 — i fV) 
*^-}VT%j) - 2 - ^ =f-)V- 3 - (2-^Pa-4-^K^7j^) 
-5, 7-^tKn-7D [3, 4-d] t'7 N /P [1, 5-a] t"!)?^ 




och 3 



T L C : R f 0.40 (^^rf-^ : g£B|^9v^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.95 
(dd, J = 2.7, 8.7Hz, 1H), 6.78 - 6.83 (m, 2H), 6.72 (m, 1H), 5.99 (s, 2H), 5.28 (m, 
2H), 5.16 (s, 2H), 5.04 (m, 2H), 3.85 (s, 3H), 3.60 (m, 2H), 2.38 (s, 3H), 1.77 (m, 
15 2H), 0.95 (t, J = 7.2Hz, 3H) D 



gflfcffl 2 (2 0 8) 
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- (2-^f^-4-^ -6, 7-v>fc Fn-5H — W 

ct^^ [d] h°^^n [1, 5 -a] fcT JJ 5 • 




OCH 3 



T L C : R f 0.58 (^Mf-^ : H^^9vl/= 2:1) ; 
5 NMR (300MHz, CDC1 3 ) : 8 7.25 - 7.43 (m, 5H), 7.13 (d, J = 7.8Hz, 1H), 6.90 (d, J 
= 2.4Hz, 1H), 6.83 (dd, J = 2.4, 7.8Hz, 1H), 5.28 (s, 2H), 3.84 (s, 3H), 3.69 (m, 2H), 
3.48 (t, J = 8.1Hz, 2H), 3.07 (t, J = 7.2Hz, 2H), 2.30 (s, 3H), 2.24 (m, 2H), 2.19 (s, 
3H), 1.16 (m, 1H), 0.63 (m, 2H), 0.18 (m, 2H) 0 

10 jdiM 2 (2 0 9) 

8- (N-'<^-N-v'^P7'D tT^^/VT? /) — 3 
- (2-^ Y^ri/y^^;V) -6, 7-v J tKn-5H-^ 

n^^^ [d] tf^y'n [l, 5- a] tT V 5 v> ^ • tfQ&tft 
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OCH 3 



T L C : R f 0.56 (^^^^ : ffef&^?-;V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.25 - 7.43 (m, 6H), 7.09 (d, J = 2.7Hz, 1H), 6.96 
(dd,J = 2.7, 8.4Hz, 1H), 5.27 (m, 2H), 3.85 (s, 3H), 3.68 (m, 2H), 3.48 (m, 2H), 3.07 
5 (t, J = 6.9Hz, 2H), 2.35 (s, 3H), 2.23 (m, 2H), 1.16 (m, 1H), 0.64 (m, 2H), 0.18 (m, 
2H) 0 



mmm 2 (210 

8- (N-^yv , ^-N-^^P7 p P Wf/V7^ /) — 2— t^JV— 3 
10 - (2-^pp-4-^ -5, 7— i?K Kp-7b [3, 

4-d] fr/a [i, 5 -a] n°v ^p>- ■ m.miM. 




OCH 3 
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T L C : R f 0.47 (^dp-f-^ : ;V= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.26 - 7.45 (m, 6H), 7.09 (d, J = 2.4Hz, 1H), 6.96 (dd, 
J = 2.4, 8.1Hz, 1H), 5.36 (m, 2H), 5.28 (m, 2H), 5.23 (s, 2H), 3.85 (s, 3H), 3.69 (m, 
2H), 2.37 (s, 3H), 1.21 (m, 1H), 0.66 (m, 2H), 0.22 (m, 2H) D 

5 

mmm 2 (211) 

8- (N-^/^-N- (2—"7?-~M 7?/) -2-^^/1^-3- (2 

— h^i/^^^i^) -6, 7-i?t Kp-5H—>^o^y 

* [d] M°yVn [1, 5 -a] t'Hv'y 




T L C : R f 0.38 (^df f- V : g^g£;n^,/W= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 4.40 (brs, 2H), 3.82 (s, 3H), 3.59 (m, 2H), 3.11 (t, J = 7.2Hz, 
2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2. 18 (s, 3H), 2.13 (m, 2H), 1.81 (t, J = 
15 2.1Hz, 3H), 1.63 (m, 2H), 1.38 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) 0 

m^m 2 (212) 

8- -2-^^/1^-3- (2-^f;l/-4-7/Wt 

n^^-^) -6, 7-^tFn-5H-^n^ [d] fc'^/n [1, 

20 5 - a ] tr U 5 v 5 ^ • Itl 
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F 



TLC : R f 0.44 (^^rf-^ : $$^^;V= 3 : 1 ) ; 

NMR(300MHz, DMSO-d 6 ) : 5 7.34 - 7.24 (m, 2H), 7.20 - 7.10 (m, 1H), 4.03 - 3.85 
(m, 1H), 3.14 (brt, J = 8.1Hz, 2H), 2.95 (brt, J = 8.1Hz, 2H), 2.25 (s, 3H), 2.25 - 2.10 
5 (m) and 2. 12 (s) total 5H 1 85 - 1.60 (m, 4H), 0.95 - 0.85 (m, 6H) 0 

UMI 2 (213) 

8- (3-^yf^7 5/ ) - 2 — 3 — (2, 5-^aB7i = 

;V) -6, 7-^tFn-5H-^P^ [d] \fyy'u [l, 5-a] 

io 




TLC : R f 0.46 (^drf-^ : g^3^^^= 3:1) ; 

NMR (300MHz, DMSO-d 6 ) : S 7.68 (d, J = 8.4Hz, 1H), 7.62 - 7.55 (m) and 7.59 (s) 
total 2H, 4.03 - 3.85 (m, 1H), 3.14 (brt, J = 7.8Hz, 2H), 2.96 (brt, J = 7.8Hz, 2H), 
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2.32 (s, 3H), 2.25 - 2.10 (m, 2H), 1.85 - 1.60 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) 0 

mmm 2 (214) 

8- (3-^yf/V7^) - 2 - ^ f-jV— 3 - (2, 4-v ? ^h^rv / 7^ 

5 ~/V) -6, 7-^tF'o-5H-^n^ [d] ify^vi [1, 5- 
a] fc°!J $ -ttggft 



TLC : R f 0.43 (^Mf>' : W^^^= 1:1) ; 

NMR(300MHz, DMSO-d 6 ) : 5 7.24 (d, J = 8.1Hz, 1H), 6.71 (d, J = 2.4Hz, 1H), 
10 6.66 (dd, J = 8.1, 2.4Hz, 1H), 4.05 - 3.85 (m, 1H), 3.85 (s, 3H), 3.74 (s, H), 3.15 (brt, 
J = 8.1Hz, 2H), 2.99 (brt, J = 8.1Hz, 2H), 2.33 (s, 3H), 2.25 - 2.10 (m, 2H), 1.85 - 
1.63 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) C 

mMn 2 (215) 

15 8- (3—'<>"7-A'7KS) —2-/^-/V-3- ( 2 - ~7 tVirV- - 4 — * ^ 
/k^^^/P) -6, 7-^kFo-5H-^P^ [d] t*7^P [1, 

5 -a] try 




OCH 3 
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F 




T L C : R f 0.43 (^^1/ : f®&^*f-;V= 3:1) ; 

NMR(300MHz, DMSO-dg) : 5 9.20 - 9.00 (m, 1H), 7.39 (t, J = 7.8Hz, 1H), 7.22 (d, 
J = 11.1Hz, 1H), 7.17 (d, J = 7.8Hz, 1H), 4.05 - 3.60 (m, 1H, covered with H 2 0 in 
5 DMSO-d s ), 3.14 (brt, J= 7.8Hz, 2H), 2.99 (brt, J = 7.8Hz, 2H), 2.40 (s, 3H), 2.37 (s, 
3H), 2.18 (quint, J = 7.8Hz, 2H), 1.83 - 1.60 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) 0 

nmm 2 c 2 1 6 3 

8- (N-^^/V—N- (2-:/^—/!/) -2-^^;W-3- (2 

10 f^7x^/l/) -6, 7-^tFn-5H-^P^y 

^ [d] [1, 5-a] fK>?y 



TLC : R f 0.80 (^^rl?-;/ : gfflt^f-/u= 1:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.88 




OCH 3 
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(dd, J = 8.7, 2.4Hz, 1H), 4.39 (q, J = 2.1Hz, 2H), 3.83 (s, 3H), 3.59 (m, 2H), 3.11 (t, J 
= 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.36 ( s, 3H), 2.14 (quint, J = 7.5Hz, 2H), 1.81 
(t, J = 2.1Hz, 3H), 1.68 - 1.54 (m, 2H), 1.39 (sext, J = 7.5Hz, 2H), 0.94 (t, J = 7.5Hz, 
3H) 0 



8- (N-^/l^-N- 7^/) -2-^^-3- (2 

hdr^^^^/i^) -5, 7-^tFn-7n [3, 4-d] 

t 0 ^y*n [i, 5 -a] t°y ^^y 



T L C : R f 0.78 (^^f-^ : gj=gg:E<?vV= 1:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.7, 2.7Hz, 1H), 5.33 (s, 2H), 4.91 (s, 2H), 4.44 (q, J = 2.4Hz, 2H), 3.83 (s, 
3H), 3.54 (m, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.4Hz, 3H), 1.74 - 1.61 (m, 2H), 1.41 
15 (sext, J = 7.5Hz, 2H), 0.96 (t, J = 7.5Hz, 3H) C 

mmm 2 ( 2 1 8 ) 



8- /) - 2 - ^ J-JV- 3 - (2-^5V^- 

4-p< h^ri/7m=^) -6, 7-^kFn-5H-^n^ [d] 
20 r/n [1, 5-a] h°y$^^-»^ 





10 



OCH3 
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TLC : R f 0.36 {^fy : fflggt^'7-;U= 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.45 (brd, J = 10.2Hz, 1H), 7.11 (dd J = 4.2, 8.4Hz, 
1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 (dd, J = 2.4, 8.4Hz, 1H), 4.07 (m, 1H), 3.83 (s, 
5 3H), 3.49 (m, 2H), 3.15 (t, J = 6.9Hz, 2H), 2.29 (m, 2H), 2 .28 (s, 3H), 2.20 and 2.19 
(s, total 3H), 1.99 (m, 1H), 1.42 and 1.41 (d, J = 6.6Hz, total 3H), 1.05 - 1.14 (m, 6H) D 



II 2 (219) 



8- (1— i/jru^^i/A'^J'A'T^/) — 2 — ^ 3 — (2 — tf-jV 
10 -4 — p< -6, FP-5H— [d] 

[1, 5- a] t°y^^^- 




OCH 3 
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TLC:Rf 0.36 (^rl^ : 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.42 (brd, J = 10.5Hz, 1H), 7.11 and 7.10 (d, J = 
8.1Hz, total 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.1Hz, 1H), 4.03 (m, 1H), 
3.82 (s, 3H), 3.48 (m, 2H), 3.12 (t, J = 7.5Hz, 2H), 2.28 (m, 2H), 2.28 (s, 3H), 2.20 
5 and 2.18 (s, total 3H), 1.52 - 1.95 (m, 6H), 1.41 and 1.40 (d, J = 6.6Hz, total 3H), 
1.01 - 1.37 (m, 5H)„ 

Hi 2 (2 2 0) 

8- (2-^yW5/) -2-^^/1—3- 
10 v^7i^) -6, 7—i?t KP-5H-^P"<y^ [d] [1, 

5 -a] fcfy • mmM. 




OCH 3 



T L C : R f 0.36 (-^If > : ffi&zc*?-jv= 3:1) ; 

NMR(300MHz, CDCI3): 5 7.34 (brd, J = 9.6Hz, 1H), 7.11 and 7.10 (d, J = 8.7Hz, 
15 total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.7Hz, 1H), 4.25 (m, 1H), 3.83 (s, 
3H), 3.49 (m, 2H), 3.16 (t, J = 6.9Hz, 2H) 3 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 and 2.19 
(s, total 3H), 1.70 - 1.80 (m, 2H), 1.44 - 1.58 (m, 2H), 1.47 and 1.46 (d, J = 6.6Hz, 
total 3H), 1.01 (m, 3H) D 

20 mm.M 2 (221) 
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iyy^^;U) -6, 7-^tKn-5H-^n^ [d] t°yy'u [l, 
5 -a] ^^-III 




OCH 3 



T L C : R f 0.43 (^-^if^ : gj^aifv^= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.32 (brd, J = 10.2Hz, 1H), 7.12 and 7.11 (d, J = 
8.4Hz, total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J= 2.7, 8.4Hz, 1H), 4.22 (m, 1H), 
3.83 (s, 3H), 3.50 (m, 2H), 3.15 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 
and 2.19 (s, total 3H), 1.71 - 1.81 (m, 2H), 1.30 - 1.55 (m, 9H), 0.92 (m, 3H) 0 

MMM 2 (2 2 2) 

8- (1-^ h^^-2-7°ot>7^y) — 2—* "f-/U- 3 - 

b^rv^^^-yk) -6, Fc-5H-^n^ [d] 

ify^n [1, 5 -a] t-y^v^^-M^ 
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O 




OCH 3 



T L C : R f 0.30 (^drf->" : ffl&^=f-jV= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.66 (brd, J= 8.4Hz, 1H), 7.11 and 7.10 (d, J= 8.7Hz, 
total 1H), 6.88 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 2.7, 8.7Hz, 1H), 4.46 (m, 1H), 3.82 (s, 
5 3H), 3.64 (dd, J = 3.9, 9.9Hz, 1H), 3.42 - 3.58 (m, 3H), 3.46 and 3.45 (s, total 3H), 
3.23 (m, 1H), 3.11 (m, 1H), 2.29 (m, 2H), 2.29 (s, 3H), 2.19 and 2.18 (s, total, 3H), 
1.49 (d, J = 6.6Hz, 3H) 0 

jU&ffij 2 (2 2 3) 



10 8- (2— ^^vVT^ 7) -2-7^/^-3- (2-^^-^-4-y h^r 
*S7zc.~ JV) -6, Ka-5H-^n^ [d] f^p [1, 

5 -a] t°y • 





och 3 



TLC : R f 0.60 ^rf-X : g^j^/v= 2:1) 
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NMR (300MHz, CDC1 3 ) : 8 7.33 (brd, J = 10.2Hz, 1H) ; 7.12 and 7.11 (d, J = 
8.1Hz, total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.1Hz, 1H), 4.23 (m, 1H), 
3.83 (s, 3H), 3.50 (bit, J = 7.2Hz, 2H), 3.15 (t, J = 6.6H z, 2H), 2.29 (m, 2H), 2.28 (s, 
3H), 2.20 and 2.19 (s, total 3H), 1.75 (m, 2H), 1.46 and 1.45 (d, J = 6.3Hz, total 3H), 
5 1.26 - 1.45 (m, 8H), 0.90 (m, 3H) 0 



8- (1, 2, 3, 4— f>7t }*vij-7# Uls— 1 — f/V) T5/-2- 
^^Vt— 3- (2 — ^^-/l/— 4 — hdrv'^^^ylx) -6, 7-i?fc Kn- 
10 5H-^n^ [d] t°^yn [1, 5-a] tHv'y 



T L C : R f 0.16 (^^rf-^ : g^g|ai^/v= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.44 (m, 1H), 7.27 - 7.14 (m, 4H), 6.85 (d, J = 2.7Hz, 
1H), 6.78 (dd, J = 8.1, 2.7Hz, 1H), 6.69 (brd, J = 9.9Hz, 1H), 5.22 (m, 1H), 3.82 (s, 
15 3H), 3.24 - 3.08 (m, 2H), 3.00 - 2.76 (m, 4H), 2.26 (s, 3H ), 2.24 - 1.82 (m, 6H), 2.20 
(s, 3H) D 

MMM 2 (2 2 5) 





OCH 3 
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8- ( (IS, 2S, 3S, 5R) - 2, 6, [3. 
1. 1] - 3 —^-ff-)V) T%/- 2-^/^-3- (2-^^/1^-4-^ 
h*-y-7^~7V) -6, 7-^tKn-5H-^n^ [d] t°7/n 
[1, 5 -a] t°!J %^J^ 




OCH 3 



TLC : Rf 0.25 ('^ff-J' : ij=|£^^vtx= 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.4Hz, 1H), 6.78 
(dd, J = 8.1, 2.4Hz, 1H), 6.35 (brd, J = 10.8Hz, 1H), 4.31 (m, 1H), 3.82 (s, 3H), 3.22 
- 3.06 (m, 2H), 2.91 (t, J = 8.1Hz, 2H), 2.62 - 2.46 (m, 2H), 2.31 (s, 3H), 2.19 (s, 3H), 
10 2.19- 1.82 (m, 6H), 1.29 (s,3H), 1.20 (d, J = 6.0Hz, 3H), 1.11 - 1.08 (m, 1H), 1.09 (s, 
3H) 0 

MMM 2 (2 2 6) 

8- - 3 - (2-^f/K4-^PP 

15 7^=^) -6, 7-^tFn-5H-^o^ [d] t'7^P [1, 
5 -a] t°U ^i^^-^ig 
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CI 



T L C : R f 0.41 : Rsgfc;cfyP= 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.38 - 7.32 (m, 2H), 7.26 - 7.10 (m, 2H), 4.04 - 3.90 

(m, 1H), 3.60 - 3.30 (m, 2H), 3.13 (t, J = 6.6Hz, 2H), 2.39 (s, 3H), 2.35 (s, 3H), 2.28 
5 (quint, J = 6.6Hz, 2H), 1.92 - 1.40 (m, 4H), 1.06 (t, J = 7.2Hz, 6H) C 



Hii 2 (2 2 7) 

8- (3-^W5/) -2-^9V^-3- (2, 

—/I/) -6, 7-^tFn-5H-^P^ [d] t°7 N /D [1, 5- 

io a] t°y * V s ^ • 




T L C : R f 0.52 (— : g(&:nf^= 1:1) ; 

NMR(300MHz, CDCl 3 ) : 5 7.32 - 7.24 (m, 1H), 7.00 - 6.90 (m, 2H), 6.85 (d, J = 
2.4Hz, 1H), 4.05 - 3.95 (m, 1H), 3.90 (s, 3H), 3.84 (s, 3H), 3.56 (t, J = 7.8Hz, 2H), 
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3.12 (t, J = 7.8Hz, 2H), 2.43 (s, 3H), 2.29 (quint, J = 7.8Hz, 2H), 1.90 - 1.40 (m, 4H), 
1.05 (t, J=7.5Hz, 6H) D 

MMffl 2 (2 2 8) 

5 8- (3-^^/kT^/) -2-^^-/1^-3- (2-^h^^7^^/V) 
-6, 7-^tFP-5H-^P^ [d] t°7/n [1, 5 -a] fc° 



TLC : R f 0.24 (^df-f-^ : g^@fea:^/V= 3:1) ; 
10 NMR(300MHz, CDC1 3 ) : 6 7.41 (t, J = 8.1Hz, 1H), 7.34 - 7.24 (m, 2H), 7.10 - 
7.02 (m, 2H), 4.03 - 3.90 (m, 1H), 3.94 (s, 3H), 3.56 (t, J = 7.5Hz, 2H), 3.12 (t, J = 
7.5Hz, 2H), 2.43 (s, 3H), 2.36 - 2.20 (m, 2H), 1.90 - 1.40 (m, 4H), 1.05 (t, J = 7.5Hz, 
6H) D 

15 mmm 2 (229) 

8 p 7"n tr/M 5vpt $ y - 2 - y ^vp— 3 - ( 2 — y ^/p— 4 - 

y h^rV7i=/l/) -5, KP-7P [3, 4-d] f7y*P [1, 

5 - a ] tr y 3; w • jftsitft 
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V 



o 





OCH 3 



TLC: Rf 0.46 (^=3f f">- : gfcBfc^/^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.87 (m, 1H), 7.11 (d, J = 8.7Hz, 1H), 6.89 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.7Hz, 1H), 5.37 (s, 2H), 5.19 (m, 2H), 3.83 (s, 3H), 
5 2.90 (m, 1H), 2.36 (s, 3H), 2.20 (s, 3H), 1.26 (m, 2H), 0.66 - 0.85 (m, 4H), 0.47 (m, 
4H)„ 

mmm 2 (230) 



8- (N-y^Vl'-N-^/^TS: /) -2-^^vV-3- (2-^^/>- 
10 4-p« b^7*c=./V) -5, 7-^tFP-7n [3, 4-d] t°^y*n 
[1, 5 -a] trp 



TLC : R f 0.49 (^dp-f-^ : g^Bfe 3 ^^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7. 10 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
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(dd, J = 2.7, 8.7Hz, 1H), 5.40 (s, 2H) ,5.23 (s, 2H), 3.85 - 4.00 (m, 4H), 3.83 (s, 3H), 
2.29 (s, 3H), 2.19 (s, 3H), 1.82 (m, 2H), 1.46 (t, J = 6.9Hz, 3H), 1.44 (m, 2H), 1.02 (t, 
J = 6.9Hz, 3H) 0 

5 mMM 2 (231) 

8- (N-^f/V-N-^nW^;) -2-7^/^-3- 

— hWs-A-) -5, 7-^tFP~7P [3, 4-d] 

p [i, 5 -a] fc°y ^v=y • 




OCH 3 



10 TLC : R f 0.54 (^^i^^ : gfigte^/l^ 2 : 1) ; 

N MR (300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 2.4, 8.4Hz, 1H), 5.40 (s, 2H), 5.21 (s, 2H), 3.87 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
3H), 2.19 (s, 3H), 1.82 (m, 4H), 1.42 (m, 2H), 1.02 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.2Hz, 3H) 0 

15 * 

^MM 2 (2 3 2) 

8- (N, N-v^PfcVKT^ J) - 2 -y^-/U- 3 - ( 2 - ^ =fJ^~ 4 - 
^ f^7s=^) -5, 7-i?tKn-7P [3, 4-d] t"7/P [1, 
5- a] \£y**?V WML 
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OCH 3 



T L C : R f 0.51 V : ftBfe^^"^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.10 (d, J = 8.4Hz, 1H), 6.89 (d, J = 3.0Hz, 1H), 6.82 

(dd, J = 3.0, 8.4Hz, 1H), 5.39 (brs, 2H), 5.21 (brs, 2H), 3.85 (m, 4H), 3.83 (s, 3H), 
5 2.29 (s, 3H), 2. 19 (s, 3H), 1.83 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) 0 



m mm 2 (233) 

8- (N-^5vl— N- ( 4 — t F n df- i/-f=?-jv) 757) 
3- (2-^^^-4-7 h^rS/^oi^/l/) -6, 7-i/kFn-5H-V 
10 Vu^yZ [d] t°7yp [1, 5 -a] t° 1) $ v^y • IS! 



/\ ^v. ^s. .OH 




OCH 3 



TLC : R f 0.29 (^^^ : @^^^vlx= 1:2) ; 

NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H), 6.79 
(dd, J = 3.0, 8.4Hz, 1H), 3.87 - 4.01 (m, 4H), 3.82 (s, 3H), 3.65 (t, J = 6.0Hz, 2H), 
15 3.38 (t, J = 7.5Hz, 2H), 3.06 (t, J = 7.2Hz, 2H), 2 .27 (s, 3H), 2.24 (m, 2H), 2. 17 (s, 
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3H), 1.86 (m, 2H), 1.61 (m, 2H), 1.38 (t, J = 7.2Hz, 3H) D 
(2 3 4) 

(2-* Y^Zs^T-M T % / — 2 — ^ J- IV— 3 - (2-^pp- 
5 4-^ h^i/7x-^) -5, 7-^kFP-7a [3, 4-d] f7/a 
[1, 5 -a] t°y ^v»>- -j&Efctt 

H 3 CO. /\ .OCH 3 




OCH3 



TLC : R f 0.35 (^3rf->' : ft^c^v^= 1:2) ; 

NMR (300MHz, CDC1 3 ) : 5 7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
10 (dd, J = 2.4, 8.4Hz, 1H), 5.40 (m, 1H), 5.33 (m, 1H), 5.25 (m, 2H), 4.15 (m, 4H), 
3.85 (s, 3H), 3.71 (t, J = 5.1Hz, 4H), 3.35 (s, 6H), 2.35 (s, 3H) D 

^MJ 2 (2 3 5) 

8- -2-^^-3- (2-^ — TV 

15 7°ntV^7^^/H -6, 7-^tKn-5H-^P^ [d] fc^y* 

a [1, 5 -a] tr]? • &gti& 
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T L C : R f 0.36 : %ffik^<?-/U= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.23 (dd, J = 8.4, 2.1Hz, 1H), 7.12 (d, J = 2.1Hz, 1H), 
6.98 (d, J = 8.4Hz, 1H), 4.00 - 3.85 (m) and 3.91 (s) total 4H, 3.58 - 3.30 (m, 2H), 
5 3.11 (t, J = 6.9Hz, 2H), 2.92 (m, 1H), 2.43 (s, 3H), 2.35 - 2.20 (m, 2H) S 1.90 - 1.50 
(m, 4H), 1.26 (d, J = 6.9Hz, 6H), 1.04 (t, J = 7.5Hz, 6H) D 

jjj 2 (2 3 6) 

8- (3 —^iz^AsT ^ /) — 2— ^^VV— 3- (2— * yjV 
10 tP7i=/l/] -6, Kn-5H-^n^ [d] t'^'n [1, 

5- a] t°y ^v 5 ^ ■ m.m& 




T L C : R f 0.26 O^l^ : gj&aifvi^ 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.20 - 6.95 (m, 4H), 4.04 - 3.80 (m) and 3.91 (s) total 
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4H, 3.52 - 3.40 (m, 2H), 3.12 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.27 (quint, J = 7.2Hz, 
2H), 1.90 - 1.40 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) 0 

2 (2 3 7) 



5 8- (N — ~f s f-jV— N — (4-^/^13 7^—^) ^f/H^/) -2-^ 

3 — (2-^nn-5-^l>^7i-^) -6, F»-5 
H -v^o-<^ [d] t°yy"a [1, 5 -a] t'])v^-Iit 



T L C : R f 0.40 : WWi^^/^= 3:1) ; 

10 NMR(300MHz, CDC1 3 ) : 5 7.44 - 7.20 (m, 3H), 7.14 - 6.90 (m, 4H), 5.03 (brs, 

2H), 3.85 (s, 3H), 3.62 (m, 2H), 3.29 (m, 2H), 2.96 (m, 2H), 2.37 (s, 3H), 2.19 (m, 
2H), 1.65 (m, 2H), 1.32 (m, 2H), 0.90 (m, 3H) 0 

HMffJ 2 (2 3 8) 

15 8- (N-^^/V-N- (4-7/^n^^^/k) ^f/k7 5/ ) -2-^ 
n [3, 4-d] t 0 7y J D [1, 5 -a] fc° ]) ^ v> ^ • jftMUft 




F 





OCH 3 
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F 




T L C : R f 0.20 0^1^ : asfcr.?v>= 3:1) ; 

NM R (300MHz, CDC1 3 ) : 5 7.40 - 7.26 (m, 3H), 7. 12 (brd, J = 7.8Hz, 2H), 7.09 (d, 

J = 2.1Hz, 1H), 6.99 - 6.92 (m, 1H), 5.40 (m, 2H), 5.30 - 5.08 (m, 4H), 3.85 (s, 3H), 
5 3.70 (m, 2H), 2.37 (s, 3H), 1.76 (m, 2H), 1.36 (m, 2H), 0 .94 (t, J = 7.5Hz, 3H) Q 

jjj 2 (2 3 9) 

8- (N-^^/l^-N- (4-7/VtP7i^/H -2-^ 
— (2 — *T)V— 4 h^rv^^c — /I/) -5, 7 — Ko-7 
10 P [3, 4-d] t°7y'n [1, 5 -a] t^v^y-SH 



231 



WO 02/053565 



PCT/JPO 1/1 1581 



F 





• HCl 




OCH 3 



TLC : R f 0.28 (^dp-f-i^ : @^^zc^-;l^= 3:1) ; 

NMR (300MHz 5 CDC1 3 ) : 6 7.29 (m, 2H), 7.18 - 7.04 (m, 3H), 6.89 (d, J = 2.1Hz, 
1H), 6.85 - 6.78 (m, 1H), 5.23 (m, 2H), 5.15 (m, 2H), 5.11 (m, 2H), 3.83 (s, 3H), 
5 3.58 (m, 2H), 2.33 (s, 3H), 2.20 (s, 3H), 1.71 (m, 2H), 1.35 (m , 2H), 0.95 - 0.84 (m, 
3H) 0 

MMM 2 (2 4 0) 

8- — 2 — — (2-* h*r-S- 5 -$ P 

10 n^ai^/P) -6, 7-^tKa-5H-^a^ [d] t°7^n [1, 

5- a] try • i&g&g: 
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T L C : R f 0.26 ^> : ^^x.f-jv= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.33 (dd, J = 9.0, 3.0Hz, 1H), 7.25 - 7.05 (m) and 7.22 
(d, J = 3.0Hz) total 2H, 6.98 (d, J = 9.0Hz, 1H), 4.03 - 3.85 (m) and 3.93 (s) total 4H, 
3.55 - 3.40 (m, 2H), 3.13 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.28 (quint, J = 7.2Hz, 2H), 
5 1.90 - 1.40 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) 0 



8- (N-^^VL—N- T57) - 2 - ^ 3 - (2 

-*J-JV— y-5r-y7 ^~}V) -5, Ko-7D [3, 4-d] 

10 ifv^n [ 1 , 5 - a ] t° y S v 5 ^ • Mit 

• HC1 



T L C : R f 0.37 (^^ri^^ : @f=@^^vV= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.4Hz, 1H), 5.41 (s, 4H), 4.48 (m, 2H), 4.14 (m, 2H), 3.83 (s, 3H), 2.31 
1 5 (s, 3H), 2. 1 8 (s, 3H), 1.90 (t, J = 2.4Hz, 3H), 1 .5 4 (t, J = 7.2Hz, 3H) Q 

MM 2 (2 4 2) 

8- (N-7°P tVk-N- 757) -2-^^-3- (2 

-^^-4-^ h^fv'^^^/V) -5, 7-i^tFP-7P [3, 4-d] 
20 f7/P [ 1 , 5 - a ] t°!J v^- 





OCH 3 
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OCH 3 



TLC : R f 0.47 (^^i^^ : gBfccc^yl^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.1Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.1Hz, 1H), 5.41 (m, 2H), 5.39 (m, 2H), 5.42 (m, 2H), 3.98 (m, 2H), 
5 3.83 (s, 3H), 2.3 1 (s, 3H), 2. 18 (s, 3H), 1.94 (m, 2H), 1. 89 (t, J = 2.7Hz, 3H), 1.05 (t, 
J = 7.2Hz, 3H) 0 

Hjfeffij 2 (2 4 3) 

8- (N-^n fcf/V-N— (4 -^^^71=^) ^f^7^7) -2 
10 -^5^-3- (2-^f/V-4-^ bWx^/V) -5, 

-7o [3, 4-d] t°^y~n [l, 5-a] \* V K i? ^ • HOMA 

SCH 3 




OCH 3 
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T L C : R f 0.45 (^^r^^ : 0W^^-^J>= 2:1) 



NMR(300MHz, CDC1 3 ) : 6 7.27 (d, J = 8.4Hz, 2H), 7.20 (d, J = 8.4Hz, 2H), 7.12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.40 (s, 
2H), 5.11 - 5.26 (m, 4H), 3.84 (s, 3H), 3.70 (m, 2H), 2.50 (s, 3H), 2.31 (s, 3H), 2.20 
5 (s, 3H), 1 .84 (m, 2H), 0.97 (t, J = 7.2Hz, 3H) 0 

»)2 (2 4 4) 



8- (N-7"o^-N- (^<vy [d] 1, 3-^y7>-5-^/>) 
tJ-Zl'T^;) -2-/ 3 - (2-^^/1^-4-^ h^v^^^/V) 

10 -5, 7-v^tFP-7n [3, 4-d] [1, 5-a] \?3 

>- • Wit 



TLC : R f 0.45 (^^-{^ : g^^^/^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.13 (d, J = 8.1Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 
15 (dd, J = 2.7, 8.1Hz, 1H), 6.82 (d, J = 7.5Hz, 1H), 6.78 (d, J = 1.5Hz, 1H), 6.73 (dd, J 
= 1.5, 7.5Hz, 1H), 6.01 (s, 2H), 5.39 (s, 2H), 5.17 (s, 2H), 5.11 (m, 2H), 3.84 (s, 3H), 
3.69 (m, 2H), 2.32 (s, 3H), 2.21 (s, 3H), 1.81 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) 0 





OCH 3 



235 



WO 02/053565 



PCT/JPO 1/1 1581 



MM 2 (2 4 5) 

8- (N—O-v^-N-v-^ n^n \f;V^^-;VT 5; J ) -2~^^;l/-3 
- (2-^^-/1^-4-^ h^^y^=-/V) -5, 7-^tFD-7D [3, 
4-d] [l, 5 -a] t'Uv^- 




och 3 



T L C : R f 0.47 (-^^f-^ : gj;@fc:xfvv= 2:1) ; 

N MR (300MHz, CDC1 3 ) : 6 7.34 - 7.46 (m, 3H), 7.26 - 7.33 (m, 2H), 7.13 (d, J = 
8.7Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.84 (dd, J = 2.7, 8.7Hz, 1H), 5.42 (s, 2H), 5.33 
(m, 2H), 5.24 (s, 2H), 3.84 (s, 3H), 3.73 (m, 2H), 2.31 (s, 3H), 2.20 (s, 3H), 1.24 (m, 
1 0 1H), 0. 69 (m, 2H), 0.24 (m, 2H) D 



mmm 2 (2 4 6) 

8- (N-v^ u^u \f;V^^;V-N- (4- MJ 7/^n^f/V7x=/H 
15 -6, f'B-5H-^n^ [d] ^7/p [1, 5-a] t° 
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OCH 3 



T L C : R f 0.48 (^^ri^^ : @^^jc^-/U= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.62 (brd, J = 7.8Hz, 2H), 7.48 (brd, J = 7.8Hz, 2H), 
7.34 (brd, J = 8.1Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.90 - 6.88 (m, 1H), 5.19 (brs, 2H), 
5 3.85 (s, 3H), 3.54 (m, 2H), 3.36 - 3.14 (m, 2H), 3.14 - 2.98 (m, 2H), 2.36 (s, 3H), 
2.22 (m, 2H), 1.12 - 0.98 (m, 1H), 0.64 - 0.52 (m, 2H), 0.18 - 0.08 (m, 2H) D 

HjjM 2 (24 7) 

8- (N — iX^PT/PfcVl^^vl'-N- (4 - h V y;Virn^^-;vy^=. ;V) 
10 ^^757) —2— ft/is— 3- (2-^nn-4-7< h=3rv^7^— 71^) 
-5, 7-^tKo-7D [3, 4-d] [1, 5-a] t° U 5 v 5 
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V^ 1 





OCH 3 



T L C : R f 0.42 (^3rf->" : @£g|^^Vb= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.65 (tad, J = 7.5Hz, 2H), 7.49 (tad, J = 7.5Hz, 2H), 
7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 (dd, J = 8.4, 2.4Hz, 1H), 5.35 - 
5 5.18 (m, 6H), 3.85 (s, 3H), 3.54 (d, J = 6.6Hz, 2H) , 2.36 (s, 3H), 1.11 (m, 1H), 0.72 - 
0.60 (m, 2H), 0.22 - 0. 14 (m, 2H) 0 



10 -2-^9^/1^-3- (2-^5^/^-4-^ h^v'7^=/l^) 

-5, 7-^tFP-7P [3, 4-d] t°y^n [l, 5-a] t'J)?^ 
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OCH 3 



T L C : R f 0.42 i^-^-f-y : ffS^n^/l-^ 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.68 (d, J = 7.8Hz, 2H), 7.49 (d, J = 7.8Hz, 2H), 7.12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 8.4, 2.7Hz, 1H), 5.42 (m, 
5 2H), 5.38 (s, 2H), 5.27 (s, 2H), 3.83 (s, 3H), 3.61 (m, 2H), 2.30 (s, 3H), 2. 19 (s, 3H), 
1.15 (m, 1H), 0.74 - 0.66 (m, 2H), 0.26 - 0.18 (m, 2H) D 

mmm 2 (249) 

8- (N-zfu tvp-N- (4 -v-ry 7cr^ )v) -2-^ 

10 =f-;v— 3 - (2-^^-4-^^7i-;v) -5, 7-i?tKn-7 

n [3, 4-d] t 0 7^n [1, 5 -a] t° y ^ v> ^ ■ ife^ife 
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CN 




OCH 3 



T L C : R f 0.29 (^^rl^ : %fflgt^<7sl>= 2:1) ; 
NM R (300MHz, CDCI3) : 5 7.66 (brd, J = 7.8Hz, 2H), 7.49 (brd, J = 7.8Hz, 2H), 
7.15 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 5.15 
(brs, 2H), 5.09 (brs, 2H), 5.01 (brs, 2H), 3.83 (s, 3H), 3.37 (m, 2H), 2.33 (s, 3H), 
2.18 (s, 3H), 1.74 - 1.60 (m, 2H), 0.91 (t, J = 6.9Hz, 3H) 0 

H Wil 2 (2 5 0) 

8- (N — S/^ P/P t:Vk-N- (4-7/l/^P7x-/V) ^ f-^T 5. / ) 
-2-^^-/1^—3- (2-^00-4-^ h^ix^^^/l/) -5, 
Kp-7p [3, 4-d] tfyy'p [l, 5 -a] t° V % i? > - 
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F 
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TLC:Rf 0.40 O^t^ : ffi&^/ls= 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.16 - 7.07 (m, 3H), 7.02 - 
6.94 (m 2H), 6.92 (dd, J = 8.4, 3.0Hz, 1H), 5.20 (s, 2H), 5.18 (s, 2H), 4.94 (s, 2H), 
5 3.84 (s, 3H), 2.56 (m, 1H), 2.41 (s, 3H), 0.89 - 0.79 (m, 4H) D 

MMW 2 (251) 

-2-^^71^-3- (2— ^^/V- 4-^ h^r^^^^/P) -5, 7— S?fc 
10 Fn-7P [3, 4-d] ^7/0 [1, 5 -a] t°!J5^y-»I 
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F 




OCH 3 



T L C : R f 0.44 (^3^^ : g^=^f-/U= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.19 - 7.08 (m, 3H), 7.04 - 6.96 (m, 2H), 6.88 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 5.28 - 5.18 (m, 4H), 5.00 (s, 2H), 3.83 (s, 
5 3H), 2.60 (m, 1H), 2.38 (s, 3H), 2. 18 (s, 3H), 0.90 - 0.80 (m, 4H) D 

MlfcM 2 (2 5 2) 

8— (N — nyn t°/I/^ f />- N— ( 4 — y;V^ru 7 zc^jV) J-^jVT 

-2-/<gVW-3- 4-* h^V7ct=i7V) -5, 7 

10 -i?tFo-7P [3, 4-d] [1, 5 -a] try^^^-^Sfe 

Xfcr 
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F 




OCH 3 



T L C : R f 0.49 (^^^ : 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 736 - 7.29 (m, 2H), 7. 15 - 7.05 (m, 3H), 6.90 (d, J = 
2.7Hz, 1H), 6.84 (dd, J = 8.1, 2.7Hz, 1H), 5.39 (s, 2H), 5.32 - 5.20 (m, 4H), 3.84 (s, 
5 3H), 3.62 (m, 2H), 2.32 (s, 3H), 2.20 (s, 3H), 1.20 - 1.08 (m , 1H), 0.72 - 0.62 (ra, 
2H), 0.28- 0.18 (m, 2H) 0 



HM] 2 (2 5 3) 

8- (N-^ntrVP-N- {2- ^ Y^y^/U) -2-^^/^- 
10 3- (2-^nn-4-^ h^rv-y^^/l/) -5, 7— $?fc Kp-7p [3, 
4-d] t°7/o [1, 5- a] t-nv'y-ttt 
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T L C : R f 0.35 (^rf- V : ^^au^-)V- 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.97 
(dd, J = 8.7, 2.4Hz, 1H), 5.48 (d, J = 16.8Hz, 1H), 5.36 (d, J = 16.8Hz, 1H), 5.23 (s, 
2H), 4.38 - 4.22 (m, 2H), 3.85 (s, 3H), 3.78 - 3.66 (m, 4H), 3.34 (s, 3H), 2.35 (s, 3H), 
5 1.81 (sext, J = 7.5Hz, 2H), 1.01 (t, J = 7.5Hz, 3H) 0 



^MM 2 (2 5 4) 
8- (N-7"nk>-N- (2-^ b^i/if/k) T^7) — 
3- 4 — * V^yy^^;V) -5, 7-^tFn-7P [3, 

io 4-d] f7y'D [i, 5-a] fy^v^^-s^m 



T L C : R f 0.33 (^rl^ : g£^c^vV= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.11 (d, J= 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.83 
(dd, J = 8.4, 2.4Hz, 1H) 5.41 (s, 2H), 5.22 (s, 2H), 4.30 (m, 2H), 3.83 (s, 3H), 3.80 - 
15 3.60 (m, 4H), 3.34 (s, 3H), 2.30 (s, 3H), 2.19 (s, 3H), 1.81 (sext, J= 7.5Hz, 2H), 1.01 
(t, J = 7.5Hz, 3H) 0 

2 (2 5 5) 



8- (3-^yw^y) -2-^/i—3- (2-^f/i/-4-i/ry 

20 :7 3i=/V) -6, 7-^tFo-5H-^n^ [d] k°^ya [1, 





OCH 3 
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5 -a] tfU * 




CN 



T L C : R f 0.45 : &&x.<f-jV= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.65 (s, 1H), 7.57 (d. J = 7.8Hz, 1H), 7.34 (d, J = 
5 7.8Hz, 1H), 7.24 - 7.08 (ra, 1H), 4.06 - 3.88 (m, 1H), 3.41 (brt, J = 7.2Hz, 2H), 3.15 
(t, J= 7.2Hz, 2H), 2.40 - 2.20 (m) and 2.30 (s) total 8H, 1.90 - 1.40 (m, 4H), 1.06 (t, 
J = 6.6Hz, 6H) 0 



mMM 2 (2 5 6) 
10 8- (N-7"n tVV-N- (2-^ h^r^xfA') 757) 
3- (2-^na-5-^t>^7i^) —6, 7-i?t 
^u^^^ [d] t°7^n [1, 5 -a] tfp 5 v 5 ^ ■ 




OCH 3 



T L C : R f 0.46 (^M^ : f^St^-f-A^= 2:1) ; 
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NMR (300MHz, CDC1 3 ) : 5 7.34 (brd, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 
6.99 - 6.91 (m, 1H), 4.20 (m, 2H), 3.85 (s, 3H), 3.75 (m, 2H), 3.62 (m, 2H), 3.52 - 
3.30 (m, 2H), 3.30 (s, 3H), 3.03 (m, 2H), 2.33 (s, 3H), 2.24 ( m, 2H), 1.72 (m, 2H), 
0.96 (t, J = 7.5Hz, 3H) 0 

2 (2 5 7) 

8- (N-Ji^/V-N- ( 4 - ^ ^f-iv^Hr? ^ ^/U) ^ ^f-fVT % J ) — 2 — 
^^W— 3 — (2-^nn-4-^^rV7i^) -6, Kn- 
5H-^p^ [d] fc°^y*n [1, 5 -a] t° 11 5 V • ^ftS 




OCH 3 



T L C : R f 0.42 (^^^ : gf=Hfe:x^vi^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.40 - 7.30 (m, 1H), 7.30 - 7.16 (m, 4H), 7.08 (d, J = 

2.4Hz, 1H), 6.99 - 6.92 (m, 1H), 5.11 (brs, 2H), 3.85 (s, 3H), 3.78 (m, 2H), 3.42 (m, 
2H), 3.00 (m, 2H), 2.50 (s, 3H), 2.35 (s, 3H), 2.21 (m, 2H), 1.34 (m, 3H) 0 



A2 (2 5 8) 



ff-As—Z— (2-^0-4-^ f^7i^) -5, 7— S^tKn — 
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7a [3, 4-d] t°7^n [l, 5-a] v^y 



SCH- 




CH 3 




OCH 



T L C : R f 0.35 : WB.^^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : S 7.35 (d, J = 8.7Hz, 1H), 7.28 (brd, J = 8.1Hz, 2H), 
5 7.21 (brd, J = 8. 1Hz, 2H), 7.09 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.7, 2.7Hz, 1H), 5.48 
- 5.27 (m, 2H), 5.27 - 5.06 (m, 4H), 3.85 (s, 3H), 3.88 - 3.78 (m, 2H), 2.50 (s, 3H), 
2.36 (s, 3H), 1.42 (t, J = 6.9Hz, 3H) 0 



'MM 2 (2 5 9) 

10 8- (N—^-^JU—N— 5 -2- 

^^;V-3- (2-^9^-4-^ f^^7x^/P) -5, 
7n [3, 4-d] fcf^s/a [1, 5-a] tf JJ 5 v 5 y ■ ^gt^ 
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OCH 3 



T L C : R f 0.40 (^^is : gM^^/W= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.28 (brd, J = 8.4Hz, 2H), 7.22 (brd, J = 8.4Hz, 
2H),7.13 (d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.84 (dd, J = 8.4, 2.7Hz, 1H), 
5 5.40 (brs, 2H), 5.22 - 5.08 (m, 4H), 3.86 (m, 2H), 3.84 (s, 3H), 2.50 (s, 3H), 2.31 ( s, 
3H), 2.20 (s, 3H), 1.43 (t, J = 6.6Hz, 3H) 0 

MMM 2 (2 6 0) 

8- /) 3- (4-^f;Wft7x=A') 

10 -6, 7-^tKa-5H-^n^ [d] tf^y'n [1, 5-a] t° 




sch 3 
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T L C : R f 0.46 (^^rV : H^rc^vl/= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.52 (d, J = 8.4Hz, 2H), 7.39 (d, J = 8.4Hz, 2H), 7.31 
(d, J = 10.5Hz, 1H), 4.06 - 3.90 (m, 1H), 3.60 (t, J = 7.8Hz, 2H), 3.13 (t, J = 7.8Hz, 
2H), 2.52 (s, 3H), 2.49 (s, 3H), 2.30 (quint, J = 7.8Hz, 2H), 1.94 - 1.64 (m, 4H), 1.05 
5 (t, J = 7.2Hz, 6H) D 

^jjfcM 2 (261) 

8- (N — -f=f-7V—^- (2-^ b^v^^V^) 7^/) - 2 - ^ =^JV- 3 
- (2-^^VP-4-^ -5, 7-^tKn-7P [3, 

io 4-d] t°^yp [i, 5- a] tr y 5 v 5 >- • 




OCH 3 



TLC : R f 0.61 (^dfiJ-^ : gjsgfe^^vl^ 1:2) ; 

N MR (300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.4, 2.4Hz, 1H), 5.40 (s, 2H), 5.22 (s, 2H), 4.29 (m, 2H), 3.83 (s, 3H), 3.78 
15 (m, 2H), 3.72 (t, J = 5.1Hz, 2H), 3.34 (s, 3H), 2.3 0 (s, 3H), 2.19 (s, 3H), 1.77 
(quintet, J = 7.5Hz, 2H), 1.42 (sixtet, J = 7.5Hz, 2H), 1.00 (t, J = 7.5Hz, 3H) 0 

jllfeM 2 (2 6 2) 

8- (3— 5. J) - 2 - ^ fv>— 3 - (4-^W5;7x 
20 -^) -6, 7-i?tKn-5H-^n^ [d] ify^ti [1, 5- 



249 



WO 02/053565 PCT/JP01/11581 



a] fc°JJ **?y-W®& 




N(CH 3 ) 2 



T L C : R f 0.57 (-^df-f-^ : gfflfcn^/l^ 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.72 (d, J = 7.8Hz, 2H), 7.60 - 7.40 (m, 2H), 6.88 - 
5 6.75 (m, 1H), 3.98 - 3.85 (m, 1H), 3.35 - 3.25 (m, 2H), 3.15 - 3.05 (m) and 3.13 (s) 
total 8H, 2.52 (s, 3H), 2.25 (quint, J = 7.8Hz, 2H), 1.85 - 1.60 (m, 4H), 1.03 (t, J = 
7.5Hz, 6H) D 

mMM 2 (2 6 3) 

10 8- (N-->^n^n tVL'^^^-N-^n tVKT 5: J) -2—/ 3 
- (2 -^5^-4— ;* Y^Z/-7^^)V) -5, 7-^tFP-7P [3, 
4-d] t°y/n [1, 5- a] 




OCH 3 



TLC : R f 0.55 (^rl^ : %t^^/U= 2 : 1) ; 
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NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 
(dd, J = 8.4, 2.4Hz, 1H), 5.24 (s, 2H), 5.04 (s, 2H), 3.83 (s, 3H), 3.69 - 3.63 (m, 4H), 
2.33 (s, 3H), 2.18 (s, 3H), 1.70 (sixt, J = 7.5Hz, 2H), 1.07 (m, 1H), 0.96 (t, J= 7.5Hz, 
3H), 0.56 (m, 2H), 0.20 (m, 2H) C 

S^Mg (2 6 4) 

8- (N--7°n fcVl^-N- (5-^^7 7^-2-^/1') ^f/U7^/) 
-2-^^/1—3- {2-^ nn- A- ^ h^^y ^^-/^) -5, 
KP-7C [3, 4-d] h-y^n [1, 5-a] t 0 !;?^^ 




OCH 3 



TLC : R f 0.47 (^r^>- : 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.90 
(dd, J = 2.7, 8.4Hz, 1H), 6.02 (d, J = 3.0Hz, 1H), 5.86 (m, 1H), 5.08 (s, 2H), 4.91 (s, 
2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.26 (m, 2H), 2. 41 (s, 3H), 2.23 (s, 3H), 1.66 (m, 2H), 
15 0.94 (t, J = 7.2Hz, 3H) 0 

MMM 2 (2 6 5) 

8- (N-7°PtVV-N- (5-^f^77y-2- f/V) 
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-2-7*^-3- (2-^^-4-^ h^v^^n /U) -5, 7-v>t 
Kn-7a [3, 4-d] fc^^n [l, 5 -a] h°!) v^y 




OCH 3 



TLC : R f 0.49 (^^rl^ : @^^^^/V= 2:1) ; 
5 NMR (300MHz, CDC1 3 ) : 5 7.18 (d, J= 8.1Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 
(d, J = 2.4, 8.1Hz, 1H), 6.01 (d, J = 3.0Hz, 1H), 5.86 (m, 1H), 5.07 (s, 2H), 4.91 (s, 
2H), 4.88 (s, 2H), 3.83 (s, 3H), 3.25 (m, 2H), 2.3 7 (s, 3H), 2.22 (s, 3H), 2.18 (s, 3H), 
1.67 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) D 



10 Mlfo&l 2 (2 6 6) 

2-7^-3- (2— h^v^^— /P) -5, 7-^kK 
D-7P [3, 4-d] t'^/n [1, 5-a] fH^y-tit 
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OCH 3 



T L C : R f 0.29 (^^rf"^ : g^gfea:^V/= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J - 8.1Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.80 
(dd, J = 8.1, 2.4Hz, 1H), 5.25 (s, 2H), 4.90 (s, 2H), 4.05 (t, J = 5.4Hz, 2H), 3.83 (s, 
5 3H), 3.56 (t, J = 5.4Hz, 2H), 3.48 (d, J = 6.9 H z, 2H), 3.29 (s, 3H), 2.34 (s, 3H), 2. 17 
(s, 3H), 1.04 (m, 1H), 0.56 (m, 2H), 0.22 (m, 2H) 0 

aijfeM 2 (2 6 7) 

8- (N-^n tf/V-N- (4- M? /l/t^^7a=/I/) 
10 ^T$y) -2-^^/1^-3- (2-^f^-4-^ h^>7x=/l/) -5, 
7-i?tKP-7P [3, 4-d] t^/n [1, 5 -a] h'U^v'y-S 




OCH3 
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T L C : R f 0.51 (^=¥1^ : f£@|rc5^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.36 (brd, J = 8.1Hz, 2H), 7.18 (brd, J = 8.1Hz, 2H), 
7.17 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 (dd, J= 8.4, 2.4Hz, 1H), 5.13 
(brs, 2H), 4.97 (brs, 2H), 4.92 (brs, 2H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 
5 2.18 (s, 3H), 1.64 (m, 2H), 0.90 (t, J = 7.2Hz, 3H) C 

Hi 2 (2 6 8) 

8- (N-7°nt°/l/-N- (4-^/^^^^-^) t^jVTXJ) — 2 — 
^5^-3- (2 -^5^/^-4-^ b^r^7^^/V) -5, 
10 7P [3, 4-d] t°7 v /P [1, 5 -a] t° ]J 5 v 5 ^ • iMM 



P 




OCH 3 



TLC : Rf 0.53 (^^f^ : fflfex-f- )V= 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.32 - 7.22 (m, 2H), 7.17 (brd, J = 8.7Hz, 1H), 7.02 
(m, 2H), 6.88 (d, J = 2.4Hz, 1H), 6.82 (brd, J = 8.7Hz, 1H), 5.11 (brs, 2H), 4.95 (brs, 
15 4H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 0.90 (t, J = 
6.9Hz, 3H)„ 



Ml 2 (2 6 9) 
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8- ( 3 -^yf/l/7 5 / ) -2 3— (2-^nn-4-^f/V 

fi-7i=/P) -6, 7-v>fc Fa-5H-^P^ [d] \fyy"u [1, 

5 -a] t°y $v?y - ill 




SCH 3 



5 T L C : R f 0.64 (^^f-^ : g^St^^/l^ 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.40 - 7.34 (m, 2H), 7.33 - 7.24 (m, 2H), 3.99 (m, 1H), 
3.66 - 3.35 (m : 2H), 3.13 (t, J = 7.5Hz, 2H), 2.52 (s, 3H), 2.35 (s, 3H), 2.30 (m, 2H), 
1.94 - 1.64 (m, 4H), 1.10 - 1.00 (m, 6H) 0 

10 W&®\ 2 (2 7 0) 

5VP-3- (2-^^/1^-4—^ bde->-^^^7l/) -5, 7-^tKo-7 
p [3, 4-d] [1, 5-a] tT U ^ v> ^ • jftBfclfc 




OCH 3 
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T L C : R f 0.52 (^^ri^^ : ^^^=f-;V= 2:1) ; 

N MR (300MHz, CDC1 3 ) : 8 7.14 (d, J = 8.1Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 
(dd, J = 8.1, 2.7Hz, 1H), 5.37 (s, 2H), 5.05 (s, 2H), 4.58 (s, 2H), 3.83 (s, 3H), 3.62 (m, 
2H), 2.35 (s, 3H), 2.17 (s, 3H), 1.84 (s, 3H), 1.20 (m, 1H), 0.63 (m, 2H), 0.36 (m, 
5 2H) 0 

mmm 2 (271) 

8- (N- (2-^ h^ri/m^p) -N- (2-^^-/1-) 757) -2- 
t^jv— 3- (2— ,*^vv— 4 — ;* hdp-i/^a^v) -5, 
10 7P [3, 4-d] fcf^yP [1, 5-a] t°U - tit 




TLC : R f 0.29 (^^^ : g£@|^^vl/= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.13 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.81 
(dd, J = 8. 1, 2.4Hz, 1H), 5.39 (s, 2H), 5.06 (s, 2H), 4.42 (s, 2H), 4.06 (m, 2H), 3.83 (s, 
15 3H), 3.81 (m, 2H), 3.37 (s, 3H), 2.33 (s, 3H), 2.17 (s, 3H), 1.85 (s, 3H) C 

^IMM 2 (2 7 2) 

8- (N- (2-^ b^ri/xf^) -N- (2-y^=/V) T5/) -2- 
^A"- 3 — (2-^nti-4-^ h^7*-/W) -5, 
20 7n [3, 4-d] t°7^P [1, 5-a] fc° D $ v> ^ • 
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T L C : R f 0.39 (^^f-^ : g^o^/V-= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.37 (s, 2H), 4.92 (s, 2H), 4.36 (m, 2H), 3.95 (t, J = 5.4Hz, 
5 2H), 3.83 (s, 3H), 3.76 (t, J = 5.4Hz, 2H), 3.36 (s, 3H), 2.37 (s, 3H), 1.83 (s, 3H) D 



jjjjjgj 2 (2 7 3) 

8- (N- (2-^f^v^^Vl/) -N- (2-"7^~/I/) T^/) — 2 — 
3 — (2-^0-4-^^71^) —6, 7-^tKn- 
10 5H-^D^ [d] t°7 v /o [1, 5 -a] tf^^y-Iif 




.CI 

• hci r it 




och 3 



TLC:Rf 0.44 (-^1^ : @^^c^vV= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.93 
(dd, J = 8.4, 2.7Hz, 1H), 4.53 (m, 2H), 4.18 (m, 2H), 3.84 (s, 3H), 3.81 (t, J= 4.8Hz, 
15 2H), 3.36 (s, 3H), 3.30 (m, 2H), 3.20 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.22 (quint, J = 
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7.2Hz, 2H), 1.86 (t, J = 2.4Hz, 3H) D 
^12 (2 7 4) 

8- (N-^ntV^-N- (5-^f^7?y-2-^) ^W^/) 
5 -2 — p<9vV-3- (2— ^nn — 4— ^ b^V^a^/V) -6, 7 — 
Kn-5H-^n^ [d] t^^P [1, 5 -a] t^^v 5 ^ 



T L C : R f 0.53 : itxf^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
10 (dd, J = 2.7, 8.4Hz, 1H), 5.99 (d, J = 3.0Hz, 1H), 5.85 (dd, J = 1.6, 3.0Hz, 1H), 4.78 
(s, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 2.90 (t, J = 7.5Hz, 2H) ; 2.81 (t, J = 7.2Hz, 2H), 
2.39 (s, 3H), 2.22 (m, 3H), 2.07 (m, 2H), 1.62 (m, 2H), 0.91 (t, J = 7.5Hz, 3H) D 

^MM 2 (2 7 5) 

15 8- (N-^y-^/l/-N-^^ n7°n h>7 5 / ) - 3 - (2 

-^p h^ri/y^ — jv) — 6, 7— v>fc Kn- 5 H — i/# 

* [d] fc7/P [1, 5 -a] fc Q J> 5; ^-y • ttafeSK 




OCH 3 
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CH 3 



CI 




OCH 3 



TLC : Rf 0.49 (^rf-i/ : ffl&xwj-;u= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.42 - 7.30 (m, 4H), 7.25 - 7.15 (m, 2H), 7.09 (d, J = 
2.4Hz, 1H), 7.00 - 6.94 (m, 1H), 5.39 (d, J = 14.7Hz, 1H), 5.27 (d, J = 14.7Hz, 1H), 
5 3.85 (s, 3H), 3.70 - 3.32 (m, 2H), 3.12 (m, 2H), 2.96 (m, 1H), 2.37 (s, 3H), 2.21 (m, 
2H), 1.20- 0.92 (m,4H) 0 

lli 2 (2 7 6) 

8— (N-^V^-N-^^ n^p tVi/75 7 ) -2-^^-3- (2 
10 v Y^r^y^=-^) -5, 7-^tKP-7o [3, 4— d] 

[ 1 , 5 - a ] if V K W • tiEStiBL 




OCH3 
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T L C : R f 0.42 (^^rf-^ : jfj-g^^Vl^ 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.30 - 7.26 (m, 3H), 7.15 - 
7.09 (m, 2H), 7.08 (d, J = 2.4Hz, 1H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.20 (s, 2H), 
5.19 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 2.56 (m, 1H), 2.41 (s, 3H), 0.92 - 0.78 (m, 
5 4H) C 

gfefeM 2 (2 7 7) 

8- (N—^l/^/V—N-iy? ny°u \f;VT % J ) — 2 — ^ "J-jV— 3 — (2 

h^v-^^^/l^) -5, Kn-7n [3, 4-d] 
10 [1, 5 -a] t°y^v?>--^^ 




T L C : R f 0.40 (^drf-^ : @^gfeoi^u= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.33 - 7.19 (m, 3H), 7.19 (d, J = 8.1Hz, 1H), 7.14 - 
7.08 (m, 2H), 6.88 (d, J = 2.7Hz, 1H) 5 6.82 (dd, J = 8.1, 2.7Hz, 1H), 5.32 - 5.12 (m, 
15 2H), 5.19 (s, 2H), 4.89 (s, 2H), 3.83 (s, 3H), 2.57 (m, 1H), 2.38 (s, 3H), 2.18 (s, 3H), 
0.92 - 0.78 (m, 4H) 0 

HMM 2 (2 7 8) 
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8- (N-v'^nT'nWf/V-N- ( 2 - ?*■ h dri^^vv) 7>y) - 
2—^T;P—3- (2-? nu- 4- ^ Y^Z/y -5, 7-v>fcK 

n-^p [ 3 , 4-d] \fyVxi [1, 5 -a] fUv^-Hl 



5 T L C : R f 0.30 (^drf- V : gfc^n^Vt^ 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.94 
(dd, J = 8.4, 2.4Hz, 1H), 5.30 (m) and 5.27 (s) total 4H, 4.32 (m, 2H), 3.84 (s, 3H), 
3.72 - 3.67 (m, 4H), 3.31 (s, 3H), 2.36 (s, 3H), 1.11 (m, 1H), 0.71 (m, 2H), 0.36 (m, 
2H) 0 

0 

MMM 2 (2 7 9) 

8- (N — v-^ p-7°p tVP^ ^vl^— N — (2 Y^-I/ol^jv) 7% J) — 
2-^A—3- (2-^no-4-^ h^rv^^^/I/) -6, 

p-5h-^p^ [d] t°7y'o [i, 5-a] 




och 3 




15 



OCH 3 
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TLC : R f 0.33 (^^ri^^ : gj-Bfe;n5vV= 2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.34 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 
(dd, J = 8.4, 2.4Hz, 1H), 4.30 (m, 2H), 3.85 (s, 3H), 3.71 (d, J = 6.6Hz, 2H), 3.64 (t, J 
= 5.1Hz, 2H), 3.41 (m, 2H), 3.29 (s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.24 
5 (quint, J = 7.2Hz, 2H), 1 .09 (m, 1H), 0.65 (m, 2H), 0.3 1 (m, 2H) 0 

HMffl 2 (2 8 0) 

8- (3-^^^/UT$y) -2-^9vl^-3- (2-^nn-4-7'n^ 
y^=./U) -6, 7-^tFn-5H-^D^ [d] h'y/n [l, 
10 5 - a ] fc° J! ^ 



TLC : R f 0.61 (^*MM' : 1^3^/^= 2 : 1) ; 

NMR (300MHz, CDC1 3 ) : S 7.65 (d, J = 2. 1Hz, 1H), 7.44 (dd, J = 2.1, 8. 1Hz, 1H), 
7.28 (d, J= 8.1Hz, 1H), 6.23 (br d, J= 10.5Hz, 1H), 3.81 (m, 1H), 3.09 (t, J = 7.2Hz, 
15 2H), 2.90 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.1 5 (m, 2H), 1.60 - 1.82 (m, 4H), 1.01 (t, 
J = 7.5Hz, 6H) 0 

Hfeff!) 2 (281) 

8- (3-^^7 5/) -2-^/^-3- (2, 5-^nn-4- 
20 ^ h^-y7a.^M -6, KB-5H-v'^P'<y^ [d] t°7 / 
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n [ 1 , 5 - a ] If U ^ S 




OCH 3 



TLC : R f 0.65 (-"^if V : g^f^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.40 (s, 1H), 7.06 (s, 1H), 6.22 (br d, J = 10.5Hz, 1H), 

5 3.92 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.91 (t, J = 7.8Hz, 1H), 2.33 (s, 
3H), 2.15 (m, 2H), 1.58 - 1.82 (m, 4H), 1.01 (t, J = 7.5Hz, 6H) 0 



10 



MM 2 (2 8 2) 

8- (3-^yW$;) -2-7^/1—3- (2, 5-^PP-4- 
^ h^rv^^^/l/) -5, 7-^tKn-7n [3, 4-d] k'y^n [l, 



5 -a] t°y 




OCH. 



TLC : R f 0.61 (^^f-^ : 



■ 9vV=2 : 1) ; 
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NMR(300MHz, CDC1 3 ) : 6 7.39 (s, 1H), 7.07 (s, 1H), 6.34 (br d, J = 10.5Hz, 1H), 
5.29 (m, 2H), 4.93 (m, 2H), 3.93 (s, 3H), 3.24 (m, 1H), 2.36 (s, 3H), 1.67 - 1.84 (m, 
4H), 1.02 (t, J = 7.2Hz, 6H) C 



5 mmm 2 (283) 

8- (N-v-^n^ntVk-N- ( 4 - */7 / 7 cc ^W^;) - 
2-^^/1^-3- (2-^dp-4-^ b#i/7^=/P) -5, 7— S?fcK 
[3, 4-d] t'r/P [1, 5-a] WXVls-Wm. 



CN 




OCH 3 



10 TLC : R f 0.26 : g^ggo^/i^ 2 : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.61 (d, J = 7.8Hz, 2H), 7.33 (d, J = 7.8Hz, 2H), 7.30 
(d, J = 8.7Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 5.27 (s, 
2H), 5.25 (s, 2H), 4.93 (s, 2H), 3.84 (s, 3H), 2.58 (m, 1H), 2.40 (s, 3H), 0.84 (m, 4H)„ 



15 UWS\ 2 (2 8 4) 

8- (N-v^ v.~?xi fcW-N- (4- 
2 — ^ "f-)V— 3 — ( 2 — ^ fvV— 4 — ^ 
t3-^n [3, 4-d] t°^yn [1, 
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CN 




OCH 3 



T L C : R f 0.24 (^^rf-^ : g^jx^vl^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.61 (d, J = 7.8Hz, 2H), 7.33 (d, J = 7.8Hz, 2H), 7.17 
(d, J = 8.1Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.1, 2.7Hz, 1H), 5.40 - 5.20 
5 (m, 2H), 5.25 (s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 2.58 (m, 1H), 2.36 (s, 3H), 2.17 (s, 
3H), 0.84 (m, 4H) D 

mmm 2 (2 8 5) 

10 JV) -6, Fp-5H-^p^ [d] bf^^n [1, 5 -a] 

try • w±t 




och 3 
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T L C : R f 0.66 (^^f-^ : g£^n^yi^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.35 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.94 
(dd, J = 8.4, 2.1Hz, 1H), 3.84 (s and m, total 7H), 3.35 (m, 2H), 3.01 (t, J = 7.5Hz, 
2H), 2.33 (s, 3H), 2.22 (quint, J = 7.5Hz, 2H), 1. 67 (quint, J = 7.5Hz, 4H), 1.36 (sixt, 
5 J = 7.5Hz, 2H), 0.95 (t, J = 7.5Hz, 6H) D 

mmm 2 (286) 

M -5, 7-^tKo-7n [3, 4-d] \£?V*u [1, 5 -a] k°!) 
10 $ • HI 



T L C : R f 0.63 (^-^i^^ : @|^n^/V<= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.83 
(dd, J = 8.4, 2.4Hz, 1H), 5.43 (s, 2H), 5.21 (s, 2H), 3.88 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
15 3H), 2.20 (s, 3H), 1.78 (quint, J = 7.5Hz, 4H), 1.42 (sixt, J = 7.5Hz, 4H), 1.00 (t, J = 
7.5Hz, 6H) 0 

mmm 2 (2 8 7) 



(2— ^ h^cis^^fr) T5;-2-^f;V-3- 
20 4-7< ^^^—71/) —6, Fn-5H-^n^ [d] t° 





WO 02/053565 PCT/JP01/11581 



7/0 [1, 5- a] \?y -mmfi. 




OCH3 



TLC : R f 0.26 ^r^ls : %ftfex.*f-/V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.35 (d, J = 9.0Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.96 
5 (dd, J = 9.0, 2. 7Hz, 1H), 4. 15 (m, 4H), 3.85 (s, 3H), 3.64 (t, J = 5.4Hz, 4H), 3.53 (m, 
1H), 3.45 (m, 1H), 3.31 (s, 6H), 3.05 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.22 (quint, J = 
7.2Hz, 2H) 0 

^MM 2 (2 8 8) 

10 8- (N-i^-N-^ p^p W ;) — 2— 3 — 

(2-^dp-4-t« fdr;/7x-;u) -5, 7-i?tKa-7P [3, 4 

-d] \^=7i?n [1, 5 -a] t? y * ■ jffflfeifi 




OCH3 



TLC : R f 0.49 {^^1/ : f^;^=P/P= 2 : 1) ; 
15 NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 7.8Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.92 
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(m, 1H), 5.28 (s, 2H), 5.11 (s, 2H), 3.84 (s, 3H), 3.81 (m, 2H), 3.69 (m, 2H), 2.37 (s, 
3H), 1.33 (s, 3H), 1.09 (m, 1H), 0.60 (m, 2H), 0.24 (m, 2H) D 

HjfeM 2 (2 8 9) 

5 8- (N— a^/k-N— ^ n-fxx yd;V*=?;VT% /) -2-^/^-3- 
(2— t^/V-A h^-yy^^/U) -5, 7-v f tKP-7P [3, 4 
-d] fc°^0 [1, 5 -a] t°n^-til 




OCH 3 



T L C : R f 0.50 (^MM' : g^:t^vv= 2:1) ; 
10 NM R (300MHz, CDCI3): 5 7.12 (m, 1H), 6.89 (s, 1H), 6.82 (m, 1H), 5.38 (m, 2H), 
5.31 (m, 2H), 3.99 (m, 2H), 3.83 (s and m, total 5H), 2.31(s, 3H), 2.20 (s, 3H), 1.44 
(m, 3H), 1.19 (m, 1H), 0.72 (m, 2H), 0.36 (m, 2H) D 



m MM 2 (2 9 0) 

15 8- (N-^^/l'-N-i/^ n^u ¥;v*=?-;lsT% /) - 2-^^/U~ 3 - 
(2 — Y^yy ^=-JV) -6, 7 —i?t. K0-5H-">^p 

[a] t°7yn [1, 5-a] if]) ^i>iy-mmm. 
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OCH 3 



T L C : R f 0.51 V : Hfcgfc^^vl^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J =8.4, 2.4Hz, 1H), 3.84 (s, 3H), 3.77 (q, J = 7.2Hz, 2H), 3.59 (d, J = 6.6Hz, 2H), 
5 3 .04 (t, J = 7.5Hz, 4H), 2.36 (s, 3H), 2. 16 (q uint, J = 7.5Hz, 2H), 1.23 (t, J = 7.2Hz, 
3H), 1.03 (m, 1H), 0.50 (m, 2H), 0.15 (m, 2H) D 

jfefeffU 2 (291) 

8- (N-*y#Vfu fcVl'-N- (4-^7;7j^) t< fvI'T $ 7 ) - 

10 2-7^^/^-3- (2-^an-4-/ f^ri/7x^) -6, 7— v>fc K 

a-5H-'>^n^^^ [d] t°7/n [1, 5- a] v^'til 



CN 




OCH 3 
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TLC : Rf 0.29 (^^f-^ : gM^^^= 2 : 1) ; 

NMR (300MHz, DMSO-d s ) : 8 7.83 - 7.76 (m, 2H), 7.54 - 7.48 (m, 2H), 7.30 (dd, J 
= 8.7, 1.2Hz, 1H), 7.16 (m, 1H), 7.02 - 6.96 (m, 1H), 5.12 (m, 2H), 3.82 (s, 3H), 3.06 
(m, 2H), 2.94 - 2.78 (m, 3H), 2.25 (s, 3H), 2.05 (m, 2H), 0.79 - 0.70 (m, 2H), 0.61 (m, 



Haaffil 2 (2 9 2) 

8- (N-i^n^PtVl^^vlz-N- (4-^777x^) ^/V7 5 
/) -2-^^/1^-3- (2-^PP-4-^ -6, 7- 

10 ^tFo-5H-^P^ [d] £°7 s /t2 [1, 5-a] t°H^y- 



TLC : R f 0.37 (^^ff-> : ®^^^^/^= 2 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.69 (brd, J = 7.2Hz, 2H), 7.49 (brd, J = 7.2Hz, 2H), 
15 7.34 (brd, J = 8.4Hz, 1H), 7.09 (d, J = 2.1Hz, 1H), 6.96 (m, 1H), 5.33 (m, 2H), 3.85 
(s, 3H), 3.60 (m, 2H), 3.48 (m, 2H), 3.10 (m, 2H), 2.3 3 (s, 3H), 2.28 (m, 2H), 1.18 - 
1.02 (m, 1H), 0.70-0.58 (m, 2H), 0.22 - 0.10 (m, 2H) 0 



5 2H) 0 



CN 




OCH 3 
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mmm 2 (293) 

8- (N-v^n?°n \f;V^^-;V-n- (4 -S/7V "7 ^=f-;VT% 

/) -2—*^/U—3- (2-^nc-4-^^rv'73:^) -5, 7- 

KP-7B [3, 4-d] k°7^P [1, 5- a] bTU * • ifrgfcifc 



CN 




OCH 3 



TLC : R f 0.21 (^^rf-^ : ^m.^=f-?V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.68 (d, J = 8.1Hz, 2H), 7.52 (d, J = 8.1Hz, 2H), 7.31 
(d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.94 (dd, J = 8.7, 2.4Hz, 1H), 5.26 (m, 
4H), 5.14 (s, 2H), 3.84 (s, 3H), 3.45 (d, J = 6.6 H z, 2H), 2.36 (s, 3H), 1.05 (m, 1H), 
10 0.68 - 0.56 (m, 2H), 0. 18 - 0. 10 (m, 2H) D 

mmm 2 (294) 

8- (N — v-^ P7°l=r ^JV^^IV— N- (4-^77 7x^/1/) ^ f /kT 5 
/) -2-7^/^-3- (2-^/^-4-^ b^v^^^/lT) -5, 7- 
15 ^tKP-7Q [3, 4-d] [l, 5-a] t°!)5^y-t^t 
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CN 




OCH 3 



T L C : R f 0.37 (^^rD" 1/ : @^^^v^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.66 (d, J = 7.8Hz, 2H), 7.52 (d, J = 7.8Hz, 2H), 7.15 
(d, J = 8.1Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.82 (dd, J = 8.1, 2.4Hz, 1H), 5.25 (s, 
5 2H), 5.13 (s, 2H), 5.00 (s, 2H), 3.83 (s, 3H), 3.41 (d, J = 6.6Hz, 2H), 2.34 (s, 3H), 
2.18 (s, 3H), 1.02 (m, 1H), 0.60 - 0.52 (m 3 2H), 0.12 - 0.06 (m, 2H) D 

2 (2 9 5) 

8- (N — r/nfcfVV-N— (^^"7^^- 3 — </tO tf-tvT^j} -2- 
10 ^^/^-3- (2-^np-4-^h^7x=/l') -5, 7— S?fcKn — 
7P [3, 4-d] \f*7-/u [1, 5-a] fcTU^^ 
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T L C : R f 0.48 (^^rf-^ : gftft^^vl^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.7Hz, 1H), 7.28 (m, 1H), 7.13 (m, 1H), 
7.08 (d, J = 2.4Hz, 1H), 6.98 (dd, J = 0.9, 4.8Hz, 1H), 6.90 (dd, J = 2.4, 8.7Hz, 1H), 
5 5.08 (s, 2H), 4.96 (s, 2H), 4.89 (s, 2H), 3.84 (s, 3H ), 3.32 (m, 2H), 2.41 (s, 3H), 1.64 
(m, 2H), 0.90 (t, J = 7.5Hz, 3H) 0 

HjfeM 2 (2 9 6) 

8- (N-^ntVi^-N- (5 - ff-jv^jr? auis— 2 — f/v) ^ f ? 
10 7) — 2 — ^VU- 3 — (2-^PP-4-n^7x=/H -5, 7- 
^tKn-7P [3, 4-d] t°^y^n [1, 5-a] t°y 




0CH3 
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T L C : R f 0.50 : H^cgVt^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.90 
(dd, J = 2.4, 8.7Hz, 1H), 6.66 (d, J = 3.3Hz, 1H), 6.56 (m, 1H), 5.02 - 5.17 (m, 4H), 
4.90 (s, 2H), 3.84 (s, 3H), 3.27 (m, 2H), 2.44 (s, 3H) , 2.42 (s, 3H), 1.64 (m, 2H), 
5 0.92 (t, J= 7.5Hz, 3H) 0 

g|Ml 2 (2 9 7) 

8- (N-7'f/I/-N-^P/nt>^f/l'75y) -2-^^-3- 
(2-^nn-4-n^r^7i=;V) -6, 7-^tKn-5H-^n 

io 'O'* Cd] tr^yn [i, 5 -a] try iftHfeifc 




T L C : R f 0.61 (^rf-^ : g|ilfcr.?v>= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.1Hz, 1H), 6.89 
(dd, J =8.7, 2.1Hz, 1H), 3.83 (s, 3H), 3.69 (t, J = 7.2Hz, 2H), 3.56 (d, J = 7.2Hz, 2H), 
15 3.02 (m, 4H), 2.36 (s, 3H), 2.15 (quint, J = 7. 2Hz, 2H), 1.58 (quint, J = 7.5Hz, 2H), 
1.34 (sixt, J = 7.5Hz, 2H), 1.02 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 0.48 (m, 2H), 0.13 
(m, 2H)„ 

2 (2 9 8) 

20 8- (N-r/^/l'-N--^ n7°P VAstf-AsT 5 /) -2-^^-3- 
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(2-^nn-4-n^7i=>) -5, 7-^tKn-7P [3, 4 

- d ] t°7y'p [ i , 5 - a ] tr y 5: v 5 ^ • 




0CH3 



T L C : R f 0.40 (^MM' : WB.^-=f-^= 2:1) ; 
5 NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2. 1Hz, 1H), 6.93 
(dd, J =8.4, 2.1Hz, 1H), 5.25 (s, 2H), 5.17 (s, 2H), 3.84 (s, 3H), 3.77 (m, 2H), 3.71 
(m, 2H), 2.37 (s, 3H), 1.70 (quint, J = 7.2Hz, 2H), 1.39 (sixt, J= 7.2Hz, 2H), 1.10(m, 
1H), 0.96 (t, J = 7.2Hz, 3H), 0.62 (m, 2H), 0.25 (m, 2H) G 

10 HHM 2 (2 9 9) 

8- (N-^f^-N-v-^ n^a t>^f^7 5 / ) -2-^9^-3- 
(2-^^-/1^-4-^ h 3rx/7^ ~M -5, Kn-7n [3, 4 

-d] t°7/D [i, 5 -a] t° v $ v ^ ■ mmm. 




och 3 



15 TLC : R f 0.45 (^f"^ : H^^9vU= 2 : 1) ; 
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NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.7Hz, 1H), 6.88 (d, J = 2.1Hz, 1H), 6.81 
(dd, J =8.7, 2.1Hz, 1H) 3 5.25 (s, 2H), 5.13 (s, 2H), 3.83 (s, 3H), 3.75 (m, 2H), 3.70 
(m, 2H), 2.33 (s, 3H), 2.18 (s, 3H), 1.69 (m, 2H), 1 .39 (sixt, J = 7.5Hz, 2H), 1.09 (m, 
1H), 0.96 (t, J = 7.5Hz, 3H), 0.60 (m, 2H), 0.23 (m, 2H) 0 



SMM 2 (3 0 0) 

8- (N-7°p t°/I/-N- (9^:7^^- 3 -^A-) ^^7 5 7) -2- 
7n [3, 4-d] t°^yn [1, 5 -a] t° U 5 



T L C : R f 0.48 (^df-f-^ : JS^^.f-jU= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.28 (dd, J = 2.7, 5.1Hz, 1H), 7.18 (d, J = 8.7Hz, 1H), 
7.13 (m, 1H), 6.97 (dd, J = 1.5, 5.1Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 (dd, J = 3.0, 
8.7Hz, 1H), 5.07 (s, 2H), 4.96 (s, 2H), 4.87 (s , 2H), 3.83 (s, 3H), 3.31 (m, 2H), 2.37 
1 5 (s, 3H), 2. 19 (s, 3H), 1 .64 (m, 2H), 0.91 (t, J = 7.2Hz, 3H) 0 

HfiSffl 2 (301) 



8- (N-^n tf/l/— N— (5-^^/^^-^^^-2-^;^) ^ f /I'T 5 
y) -2-^^VV-3- (2 -^5=vl— 4-^ ^i/7x= 7V) -5, 7- 
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i?t Kn-7a [3, 4 




och 3 



T L C : R f 0.47 (^^1^ : g^oi^v^= 2:1) ; 

NMR(300MEz, CDC1 3 ) : 5 7.18 (d, J = 8.4Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 
5 (dd, J = 3.0, 8.4Hz, 1H), 6.65 (d, J = 3.3Hz, 1H), 6.55 (m, 1H), 5.11 (s, 4H), 4.88 (s, 
2H), 3.83 (s, 3H), 3.27 (m, 2H), 2.43 (s, 3H), 2. 38 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 
0.92 (t, J=7.5Hz, 3H) D 

HfiSffll 2 (3 0 2) 

10 8- (3-^f/V7^/) -2-7^^-/^-3- (2-^on-4-^ h=3f- 
v^/W^/k^^/l/) -6, 7-^tFB-5H-^P^ [d] fcf 
[1, 5 -a] fcf 17 



PCT/JPO 1/11581 



-d] fc°^y*n [1, 5 -a] h°P 
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T L C : R f 0.56 (^3MJ->- : gjsgg^fvt^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 8.21 (d, J= 1.5Hz, 1H), 8.08 (dd, J = 1.5, 7.8Hz, 1H), 
7.56 (d, J = 7.8Hz, 1H), 7.30 (brd, J = 10.8Hz, 1H), 4.38 (q, J = 6.9Hz, 2H), 4.00 (m, 
5 1H), 3.34 - 3.64 (m, 2H), 3.15 (t, J = 6.9Hz, 2H) , 2.35 (s, 3H), 2.31 (m, 2H), 1.65 - 
1.96 (m, 4H), 1.41 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.5Hz, 3H) 0 



II 2 (3 0 3) 



10 



8- (N — "7°n tf/V— N— (2-7;VtP7i^) ^f^T^/) -2 — 



5H-^n^ [d] t°y)/p [1, 5 -a] try 




CH 3 



OCH 3 
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T L C : R f 0.52 (^df-f-i^ : gfj-Sfesi^vt^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.35 (m, 2H), 7.10 - 6.92 (m, 5H), 5.16 (m, 2H), 3.85 

(s, 3H), 3.70 (m, 2H), 3.60 - 3.34 (m, 2H), 3.03 (m, 2H), 2.35 (s, 3H), 2.26 (m, 2H), 
1.75 (m,2H), 0.94 (m, 3H) 0 

mmm 2 (304) 

8- (N— rfv n- ( 2 -y }V3ru~7 ^^.jv) ^w^y) -2- 

^^v^-3- (2-^ n n- 4-^ b 3^:7^-/1/) -5, '7-S?t Ko- 
[3, 4-d] t°7y'n [1, 5 -a] fc° y 5 v 5 V • 




OCH 3 



T L C : R f 0.45 (^^rlf^ : g»^/P= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.48 - 7.33 (m, 2H), 7.13 - 7.04 (m, 4H), 6.97 (dd, J = 

8.4, 2.4Hz : 1H), 5.50 - 5.15 (m, 4H), 5.17 (s, 2H), 3.85 (s, 3H), 3.74 - 3.60 (m, 2H), 
2.37 (s, 3H) 5 1.82 (sext, J = 7.2Hz, 2H), 0.97 (t, J = 7.2Hz, 3H) D 

MMM 2 (3 0 5) 

8- (N— ~7u fcVl^-N- (2-7Mn7x=/V) t^AsT^S) -2- 
^^-3- (2-^^-4-^ l>=¥v^7cc^/k) -5, 
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yn [3, 4-d] [l, 5-a] t° !J $ v> :/ • 




OCH 3 



TLC : R f 0.55 (^3r1fV : mM^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.36 - 7.26 (m, 1H), 7.16 (d, J = 8.7Hz, 1H), 7.09 - 
5 6.96 (m, 3H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.7, 2.7Hz, 1H), 5.13 (s, 2H), 
5.03 (s, 2H), 5.02 (s, 2H), 3.83 (s, 3H), 3.41 (m, 2H), 2.35 (s, 3H), 2.19 (s, 3H), 1.69 
(sext, J = 7.2Hz, 2H), 0.92 (t ; J = 7.2Hz, 3H) C 

WfcM 2 (3 0 6) 

10 8- (N-7°n t°/l^-N- (5 —^^-A^-'^ry^^— 2— J As) * ^IVT % 
J) - 2—^=f-jU- 3 - (2-^PP-4-^ b^f^7x^;l/) -6, 7- 
^tFP-5H-^P^ [d] t"7^P [1, 5-a] fcfJJ^v^ 
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OCH 3 



T L C : R f 0.57 : 2:1) ; 

NMR(300MHz, CDC1 3 ) : <5 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 2.7, 8.4Hz, 1H), 6.64 (d, J= 3.3Hz, 1H), 6.54 (m, 1H), 4.96 (s, 2H), 3.84 (s, 
5 3H), 3.38 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.86 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.40 
(s, 3H), 2.08 (m, 2H), 1.61 (m, 2H), 0.90 (t, J = 7.5Hz, 3H) 0 

mifem 2 (3 0 7) 

8- (N-^ntV^— N- (ft7xy- 3 /V) ^^vKTS;/) -2- 
10 p<9vV-3- (2-^no-4-^ f5ri/7i=/l/) -6, Fo- 
5H-^n^ [d] t°^yo [l, 5- a] t°'J v^y 




OCH3 
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TLC : R f 0.53 (^^rif^ : Hflfe:x.^7i/= 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.7Hz, 1H), 7.25 (m, 1H), 7.11 (m, 1H), 
7.07 (d, J = 2.7Hz, 1H), 6.95 (dd, J = 1.5, 5.1Hz, 1H), 6.89 (dd, J = 2.7, 8.7Hz, 1H), 
4.85 (s, 2H), 3.84 (s, 3H), 3.39 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.2Hz, 
5 2H), 2.39 (s, 3H), 2.07 (m, 2H), 1.60 (m, 2H), 0.89 (t, J = 7.2Hz, 3H) 0 

mMm 2 ops) 

8- (N-^^/l'-N-^n \f/VT% J ) -2-*T/v-3- (2 — ^ n n 
-4-^^7i-/v) -6, 7-^tFn-5H-^n^ [d] 
10 t'r/n [l, 5 -a] t'!)?^ 




OCH 3 



T L C : R f 0.58 (^^f-^ : g£gfe:E.fvV= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.30 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.88 
(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.66 (q, J = 6.9Hz, 2H), 3.60 - 3.50 (m, 2H), 
15 3.02 - 2.84 (m, 4H), 2.37 (s, 3H), 2.20 - 2.04 (m, 2H), 1.64 - 1.52 (m, 2H), 1.17 (t, J 
= 6.9Hz, 3H), 0.90 (t, J = 6.9Hz, 3H) 0 

mmm 2 009) 

8- (N-J^A— N-^p f/UT 5; /) — 2— ^fvl— 3- ( 2 - fvU 
20 — 4—;* b^v-7ct^7V) -5, 7-??tKn-7B [3, 4-d] t"y^ 
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13 [i, 5- a] try 




och 3 



T L C : R f 0.55 (^^Hj-^ : ^BSt^^-/U= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80 
5 (dd, J = 8.7, 2.7Hz, 1H), 5.20 (s, 2H), 4.89 (s, 2H), 3.82 (a, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.60 - 3.48 (m, 2H), 2.34 (s, 3H), 2.18 (s, 3H), 1.72 - 1.56 (m, 2H), 1.23 (t, J = 
7.2Hz, 3H), 0.93 (t, J = 7.2Hz, 3H) D 

MMM 2 (310) 

10 8- (N-if-/U-N-/P^75;) — 2 — ^7U- 3 ~ (2-^nn 
-4 \5r-y-7^.~}V) -5, 7-^fcKn-7n [3, 4-d] 
n [1, 5 - a ] t°y$ v 5 ^ 




OCH3 



T L C : R f 0.51 {^^-^V : @^|f^^P= 2:1) ; 
15 NMR (300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
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(dd, J = 8.7, 2.7Hz, 1H), 5.19 (s, 2H), 4.90 (s, 2H), 3.83 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.60 - 3.48 (m, 2H), 2.38 (s, 3H), 1.70 - 1.50 (m, 2H), 1.24 (t, J = 7.2Hz, 3H), 
0.93 (t, J = 7.2Hz, 3H) 0 

5 jig 2 (3ii) 

8- -2-^^/k-3- (2-^an-4-^ 

^4 ;vy au^jv) -6, Ko-5H-v'^P^y^ [d] t°7/P 

[1, 5 -a] t°y 




10 T L C : R f 0.53 C&ft;;* ^ : gfcgg:n^vv= 10:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.96 (d, J = 1.8Hz, 1H), 7.70 (dd, J = 8.1, 1.8Hz, 1H), 
7.50 (d, J = 8.1Hz, 1H), 6.26 (d, J = 10.5Hz, 1H), 3.82 (m, 1H), 3.14 - 3.05 (m, 2H), 
2.91 (t, J = 7.8Hz, 2H), 2.36 (s, 3H), 2.22 - 2.10 (m , 2H), 1.85 - 1.50 (m, 4H), 1.02 (t, 
J = 7.5Hz, 6H) 0 

15 

mmm 2 012) 

8- -2— (2-^nn-4- (N- 

^^/I/^/W^^E-^/I/) 7 =^=^;V) -6, 7-^tKP-5H-^P^ 
[d] ¥7-7x2 [1, 5 -a] fc^v^ 
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T L C : R f 0.55 (Mik * *3- \s is : g£H^?vV= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.89 (d, J= 1.8Hz, 1H), 7.64 (dd, J = 7.8, 1.8Hz, 1H), 
7.45 (d, J = 7.8Hz, 1H), 6.42 (brs, 1H), 6.26 (d, J = 10.2Hz, 1H), 3.82 (m, 1H), 3.14 - 
5 3.05 (m, 2H), 3.01 (d, J = 4.5Hz, 3H), 2.91 (t, J = 7.8Hz, 2H), 2.35 (s, 3H), 2.22 - 
2.09 (m, 2H), 1.82 - 1.55 (ra, 4H), 1.02 (t, J = 7.5Hz, 6H) C 

MMM 2 (313) 

8- (3-^yW?y) - 2 - ^ J-JV- 3 - (2-^OD-4- (N, 

10 N-^^f/^/^^/f/l/) ;7^=/V) -6, 7-^tFo-5H-V^P 

[d] tfy^n [1, 5 -a] t'JJv^y 




I 
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T L C : R f 0.65 (Mfc*?- Vi/ : gj-gfcn^vv= 10:1) ; 
N MR (300MHz, CDC1 3 ) : 6 7.56 (d, J = 1.5Hz, 1H), 7.46 (d, J = 7.8Hz, 1H), 7.36 
(dd, J = 7.8, 1.5Hz, 1H), 6.26 (d, J = 9.9Hz, 1H), 3.82 (m, 1H), 3.17 - 3.02 (m, 8H), 
2.92 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.21 - 2.06 (m, 2H), 1.85 - 1.42 (m, 4H), 1.02 (t, 
5 J=7.5Hz, 6H) 0 

gjj 2 (314) 

8- -2-^^/1— 3 - (2, 6-i>^^^-4- 

p< b^rv-^^^^) -5, 7-i?tKo-7n [3, 4-d] fyy'n [1, 

io 5- a] try v^y 




OCH 3 



T L C : R f 0.29 (^3^^ : @^cr^vi/= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 6.69 (s, 2H), 6.32 (d, J = 10.8Hz, 1H), 5.29 (s, 2H), 
4.88 (s, 2H), 3.80 (s, 3H), 3.30 - 3.18 (m, 1H), 2.22 (s, 3H), 2.04 (s, 6H), 1.83 - 1.55 
1 5 (m, 4H), 1 .03 (t, J = 7.2Hz, 6H) D 

gfejjff!l2 (3 15) 

8- (N-^^/ix-N- (4-7 )V^ny ^^7 5 7) — 2—* 

^-3- ( 2~^f-;V- 4 J^v^mc^/l/) -5, 7-i?tKP-7 
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p [3, 4-d] ifyy/n [1, 5 -a] 



F 




OCH 3 



TLC:Rf 0.49 (^^rf-^ : gfcggm?vv= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.30 - 7.22 (m, 2H), 7.18 (d, J = 8.1Hz, 1H), 7.06 - 
5 6.94 (m, 2H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.1, 2.7Hz, 1H), 5.09 (s, 2H), 
4.96 - 4.80 (m, 4H), 3.83 (s, 3H), 3.41 (q, J = 7.2Hz, 2H), 2.37 (s, 3H), 2.18 (s, 3H), 
1.23 (t, J = 7.2Hz, 3H) D 

MMH 2 (316) 

10 8- (N— 3i^vv-N— {A—-y;Visrn~7a^-)V) ^^75/) — 2-^ 
f-A/— 3 - (2-^ntz-4-^ h^7x=^) -6, 7-^tKo-5 
H-v^n^^ [d] t7/n [1, 5-a] t'H^ 



287 



WO 02/053565 



PCT/JPO 1/1 1581 



F 




OCH 3 



T L C : R f 0.42 (^^f-V : gj:g6;c^vw= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.26 - 7.22 (m, 2H), 7.07 (d, J 
= 2.4Hz, 1H), 7.04 - 6.94 (m, 2H), 6.90 (dd, J = 8.4, 2.4Hz, 1H), 4.81 (s, 2H), 3.84 (s, 
5 3H), 3.47 (q, J = 7.2Hz, 2H), 2.90 (t, J = 7.2Hz, 2H), 2.82 (t, J = 7.2Hz, 2H), 2.40 (s, 
3H), 2.16 - 1.98 (m, 2H), 1.18 (t, J = 7.2Hz, 3H) 0 

■ 

MMffl 2 (317) 

8- (N-^^/I^-N- (4-7/^P7x^) - 2 

10 (.2. — ?uu — 4—*\*3ci/7^~;V) -5, 7-^tKo-7 

P [3, 4-d] i??yu [1, 5 -a] W 
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F 




OCH 3 



TLC : R f 0.46 (^v^rf- > : ^^.=c^-;v= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.31 (d, J = 8.1Hz, 1H), 7.30 - 7.24 (m, 2H), 7.08 (d, J 
= 2.7Hz, 1H), 7.06 - 6.94 (m, 2H), 6.91 (dd, J = 8.1, 2.7Hz, 1H), 5.10 (s, 2H), 4.90 (s, 
5 2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.42 (q, J = 7.2Hz, 2H), 2.40 (s, 3H), 1.22 (t, J = 
7.2Hz, 3H) 0 



!l 2 (318) 



8- (3-^yW57) -2-^^-3- (2-^pp-4, 6-v> 
10 ^ h^rv-y^^ /V) -6, 7-v?tFn-5H-^n^y? [d] tf7 s / 
a [1, 5 -a] t°!J 5^ 




OCH 
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TLC : R f 0.26 (^f-^ ■ ffi%fc^?-/u=2 : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 6.67 (d, J = 2.7Hz, 1H), 6.45 (d, J = 2.7Hz, 1H), 6.23 
(d, J = 10.8Hz, 1H), 3.82 (s, 3H), 3.80 (m, 1H), 3.70 (s, 3H), 3.07 (m, 2H), 2.90 (m, 
2H), 2.25 (s, 3H), 2.13 (m, 2H), 1.52 - 1.80 (m, 4H), 1.02 (t, J = 7.2Hz, 3H), 1.01 (t, 
5 J = 7.2Hz, 3H) 0 

ggjIM 2 (319) 

8- (3-^yf^7 5/ ) - 3 - (2-^nn-4, 6—i? 

h^fix^^-^) -5, KD-7D [3, 4-d] [1, 

io 5 -a] try Kitf 




TLC : R f 0.22 (^^V : jf|=jg?cn^-/u= 2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 6 6.68 (d, J = 2.7Hz, 1H), 6.47 (d, J = 2.7Hz, 1H), 6.34 
(d, J = 10.8Hz, 1H), 5.28 (s, 2H), 4.92 (d, J = 13.5Hz, 1H), 4.90 (d, J = 13.5Hz, 1H), 
15 3.83 (s, 3H), 3.71 (s, 3H), 3.23 (m, 1H), 2.28 (s, 3H), 1.53 - 1.82 (m, 4H), 1.02 (t, J = 
7.5Hz, 3H), 1.01 (t, J = 7.5Hz, 3H) D 

Hjfeflj 2 (3 2 0) 

8- (3-^yf^75 7) -2-^^P-3- (2-^op-4-7^; 
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7^~jV) -6, 7-^tKP-5H-^n^ [d].t'7/P [1, 
5 - a ] tf JJ * ^ 



TLC : R f 0.22 (^^rf-^ : gfc^nfvl^ 1:1) ; 
5 NMR(300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.4Hz, 1H), 6.82 (d, J = 2.1Hz, 1H), 6.63 
(dd, J = 8.4, 2.1Hz, 1H), 6.21 (d, J = 10.2Hz, 1H), 3.87 - 3.62 (m, 3H), 3.12 - 3.03 (m, 
2H), 2.95 - 2.86 (m, 2H), 2.34 (s, 3H), 2.20 - 2.07 (m, 2H), 1.85 - 1.50 (m, 4H), 1.01 
(t, J = 7.5Hz, 6H) D 

10 mmm 2 c 3 2 1 ) 

8- ( 4 — ^-ff-jVT 3; / ) -2-^^/1^-3- (2-7^^/^-4-^ b^f 
-y-7^~jV) -5, KP-7P [3, 4-d] [l, 5~ 

a] t'Dv^^ 
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OCH 3 



T L C : R f 0.48 (^^rf-^ : ^fgt^f-;V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.7Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.7, 2.7Hz, 1H), 6.32 (d, J = 10.8Hz, 1H), 5.29 (s, 2H), 4.90 (s, 2H), 3.82 (s, 
5 3H), 3.40 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.78 - 1.38 (m, 8H), 0.95 (t, J = 7.2Hz, 
6H) 0 



10 



'MM 2 (3 2 2) 

8- (3-^y^7?y) — 2 — 7« 9=71'— 3 - (2-^P0-4-^f^ 

75 / 7x^) -6, Kn-5H-^P-<y^ [d] t°7/P 
[1, 5 -a] tf y 




TLC : R f 0.45 : g^:x=F-/l^= 1:1) ; 
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NMR(300MHz, CDC1 3 ) : 8 7.18 (d, J = 8.4Hz, 1H), 6.73 (d, J = 2.4Hz, 1H), 6.56 
(dd, J = 8.4, 2.4Hz, 1EQ, 6.21 (d, J = 10.5Hz, 1H), 3.88 - 3.70 (m, 2H), 3.12 - 3.02 (m, 
2H), 2.95 - 2.80 (m, 2H), 2.85 (s, 3H), 2.34 (s, 3H), 2.20 - 2.05 (m, 2H), 1.80 - 1.50 
(m, 4H), 1.01 (t, J = 7.2Hz, 6H) 0 

HM! 2 (3 2 3) 

8- (3-^yf/V75y) — 2 — *?-/U—3- (2— 5f?/U5^-4— ^ b 
driX^ai^A') -6, 7— S^fc Ko-5H-^o^ [d] t°7^o [1, 

5- a] try 




T L C : R f 0.26 ^rf->- : gj^^^Vl^ 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 9.85 (s, 1H), 7.55 (d, J = 2.7Hz, 1H), 7.38 (d, J = 
8.4Hz, 1H), 7.22 (dd, J = 8.4, 2.7Hz, 1H), 6.23 (d, J = 9.6Hz, 1H), 3.93 - 3.74 (m) 
and 3.89 (s) total 4H, 3.09 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.39 (s, 3H), 
15 2.14 (quint, J = 7.5Hz, 2H), 1.83 - 1.50 (m, 4H), 1.02 (t, J = 7.5Hz, 6H) C 

2 (3 24) 

8- -2-^^-3- (2-^T/-4-^ h=¥ 

%/7^—>v) -6, 7-^fcKn-5H-^n^ [d] t°yy*P [1, 
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5- a] 




OCH 3 



TLC : R f 0.54 (—^1^^ : A*= 1:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.46 (d ; J = 9.0Hz, 1H), 7.24 (d, J = 2.4Hz, 1H), 7.18 
5 (dd, J = 9.0, 2.4Hz, 1H), 6.24 (d, J = 10.5Hz, 1H), 3.88 - 3.73 (m) and 3.86 (s) total 
4H, 3.09 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.15 (quint, J = 
7.2Hz, 2H), 1.80 - 1.50 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) 0 

g&jfeM 2 (3 2 5) 

10 8- -2— J. =f-)V- 3 — (2-^5vl/-4-^ h^r 

^7x=^) -6, 7-i?t Ko-5H-^o^^ Cd] f^^/a [1, 

5 -a] t°y v^y 




OCH 3 
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T L C : R f 0.30 (^f- 1/ : gj-ifcx^vi^ 3:1) ; 

NMR (30OMHz, CDC1 3 ) : S 7.12 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.77 
(dd, J = 8.4, 2.4Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.83 - 3.75 (m) and 3.83 (s) total 
4H, 3.08 (t, J = 7.2Hz, 2H), 2.88 (t, J = 7.2Hz, 2H), 2.52 (q, J = 7.8Hz, 2H), 2.28 (s, 
5 3H), 2. 13 (quint, J = 7.2Hz, 2H), 1.83 - 1.50 (m, 4H), 1.10- 0.98 (m, 9H) 0 

mmn 2 026) 

8- (4 — ^■f^/l'T^ /) -3— (2— ^nn — 4— 7* cr.-;V) 

-6, 7-^tKn-5H-^n^ [d] [1, 5-a] fc° 
10 U 5 W ■ WfeM. 




OCH 3 



T L C : R f 0.51 (^1^ : WW.^=f-^= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 8.20 (s, 1H), 7.65 (4 J = 8.4Hz, 1H), 7.38 (d, J = 
10.2Hz, 1H), 7.08 - 6.97 (m, 2H), 4.15 (m, 1H), 3.84 (s, 3H), 3.61 (m, 2H), 3.16 (m, 
15 2H), 2.33 (m, 2H), 1.88 - 1.60 (m, 4H), 1.60 - 1.35 (ra, 4H), 0.99 ( t, J = 7.5Hz, 6H) D 

Hi 2 (3 2 7) 

8- (N, N-v^P fcVl'T 5 J ) -3- (2-^pp-4-^^7i 
=-M -6, 7-i?tFn-5H-^n^ [d] MyVn [1, 5- 
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a] fc°y 




CI 



OCH 3 



T L C : R f 0.54 : ffi8t^<7-/U= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 8.32 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.03 (d, J = 

5 2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 3.83 (s, 3H), 3.57 (m, 4H), 2.97 (m, 4H), 
2.17 (m, 2H), 1.66 - 1.50 (m, 4H), 0.88 (t, J = 7.5Hz, 6H) 0 



SMM 2 (3 2 8) 

8- (N, N-v^n \?}VT % J) -3- (2-^nn-4-^^7x 
10 -5, 7-^tKn-7P [3, 4-d] t°7y'n [1, 5-a] t° 




CI 



T L C : R f 0.58 : WWi^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.35 (s, 1H), 7.72 (d, J = 9.0Hz, 1H), 7.04 (d, J = 
15 2.4Hz, 1H), 6.91 (dd, J = 9.0, 2.4Hz, 1H), 5.20 (s, 2H), 4.94 (s, 2H), 3.82 (s, 3H), 
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3.57 (t, J = 7.5Hz, 4H), 1.72 - 1.46 (m, 4H), 0.90 (t, J = 7.2Hz, 6H) C 

mmm 2 (329) 

8- (N-v^ nzfu tVl>^^-N-7°n \f)VT% /) -3- 
5 y3rV7^~JV) -5, 7-^tFP-70 [3, 4-d] t°7 

^/n [1, 5- a] t°U ^ 




OCH 3 



T L C : R f 0.60 (-^f-^" : 2:1) ; 

NMR(300MHz, CDC1 3 ) : S 8.37 (s, 1H), 7.73 (d, J = 8.4Hz, 1H), 7.05 (d, J = 
10 2.7Hz, 1H), 6.92 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 3.83 (s, 3H), 
3.64 - 3.50 (m, 4H), 1.72 - 1.56 (m, 2H), 1.04 (m, 1H), 0.93 (t, J = 7.5Hz, 3H), 0.58 - 
0.44 (m, 2H), 0.20 - 0.08 (m, 2H) C 

mmm 2 (330 

15 8- (N-^^v^-N — %/9 P7°o t>^ f 5; 7) -3- (2— 

h^v^rc^/k) -5, 7-^tKo-7a [3, 4-d] fc°7 
y*P [1, 5 -a] tfJJ ^v>^ 
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T L C : R f 0.52 i^^y : fflgt^;v= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.42 (s, 1H), 7.74 (d, J = 8.4Hz, 1H), 7.38 - 7.20 (m, 
5H), 7.06 (d, J = 2.7Hz, 1H), 6.93 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 
5 4.95 (s, 2H), 3.84 (s, 3H), 3.43 (d, J = 6.6Hz, 2H), 1.04 (m, 1H), 0.58 - 0.46 (m ; 2H), 
0.16- 0.04 (m, 2H) Q 



mMM 2 (331) 

8- (N-^p^PWf/i'-N- {A-^=f-;vy^^v) *=f-;vr^ 

10 7) -3- (2-^PP-4-^f^7j-/V) -5, Kn-7 
n [3, 4-d] t"7/n [1, 5- a] fc° U %W 
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OCH 3 



T L C : R f 0.56 (^=¥f">- : g£ig:r^vl/= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.42 (s, 1H), 7.75 (d, J = 8.4Hz, 1H), 7.19 (d, J = 
7.8Hz, 2H), 7.13 (d, J = 7.8Hz, 2H), 7.06 (d, J = 2.4Hz, 1H), 6.93 (dd, J = 8.4, 2.4Hz, 
5 1H), 5.24 (s, 2H), 4.95 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 3.42 (d, J = 6.3Hz, 2H), 
2.33 (s, 3H), 1.04 (m, 1H), 0.58 - 0.46 (m, 2H), 0.18 - 0.04 (m, 2H) D 

ggfeM 2 (3 3 2) 

8- (N-7°n t'/U-N- {2--f^-^/V) TZS) -3- 
10 4-7^ Y^rVy ^^-)V) -5, 7-^tKo-7n [3, 4 — d] t°7/n 
[1, 5 -a] IfHv'y 
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T LC : R f 0.41 (^^1^ : @^zc^vU= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.71 (d, J = 8.7Hz, 1H), 7.05 (d, J = 
2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 1H), 5.34 (s, 2H), 4.97 (s, 2H), 4.44 (q, J = 
2.4Hz, 2H), 3.83 (s, 3H), 3.52 (m, 2H), 1.82 (t, J = 2.4Hz, 3H), 1.80 - 1.62 (m, 2H), 
5 0.98 (t, J = 7.2Hz, 3H) D 



10 



!l 2 (3 3 3) 



8- /) -2 — ;*5W-3 — (2-^ b=¥v^^^#n /V 

-4-^ F^rv'7x^) -6, 7 Ko- 5 H-v^ n^V^ [d] 

tfy y p [ i , 5 - a ] tr y 5 ■ 




COOCH3 



OCH 



TLC : R f 0.26 (^^rlf^ : @fcifcai<5vv= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.70 (d, J = 2.7Hz, 1H), 7.34 (d, J = 8.4Hz, 1H), 7.30 - 
7.16 (m) and 7.19 (dd, J = 8.4, 2.7Hz) total 2H, 4.03 - 3.83 (m) and 3.89 (s) total 4H, 
15 3.77 (s, 3H), 3.54 - 3.36 (m, 2H), 3.11 (t, J= 7.5Hz, 2H), 2.33 - 2.00 (m) and 2.25 (s) 
total 4H, 1.90 - 1.58 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) C 



ij 2 (3 3 4) 



8- (N-y^/V— N-v^ nzfn \fjv^^;VT% J) -3- 
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-4-^ far^7x=/v) -5, 7-^kKn-7n [3, 4-d] t°^y 
n [1, 5- a] t'U^v'y 




OCH 3 



T L C : R f 0.45 (^df-f- V : H^n^Vl^= 2:1) ; 
5 NMR (300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.74 (d, J = 9.0Hz, 1H), 7.05 (d, J = 
2.7Hz, 1H), 6.91 (dd, J = 9.0, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 3.83 (s, 3H), 
3.66 - 3.52 (m, 4H), 1.66 - 1.48 (m, 2H), 1.44 - 1.22 (m, 2H), 1.04 (m, 1H), 0.91 (t, J 
= 7.2Hz, 3H), 0.60 - 0.44 (m, 2H), 0.22 - 0.08 (m, 2H) D 

10 MMM 2 (335) 

8- (3-^^/1/7 5/ ) -3- (2-^on-4-^iR~/7i-^) 
-5, 7-^tKP-7D [3, 4-d] [1, 5- a] fc° U 5 




0CH3 
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T L C : R f 0.57 (^^f-^ : gfg&t^vu= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.32 (s, 1H), 7.74 (d, J = 8.7Hz, 1H), 7.04 (d, J = 

2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 6.42 (d, J = 10.8Hz, 1H), 5.31 (s, 2H), 
4.97 (s, 2H), 3.83 (s, 3H), 3.28 (m, 1H), 1.84 - 1.54 (m, 4H), 1.01 (t, J = 7.2Hz, 6H) 0 

mmm 2 ( 3 3 6 ) 

8- (N — n-?xi N- (4 -7?v$ru 7 ^^-;VT 

KJ) -3- (2 n n — h^ri/^^— /V) -5, — 

[3, 4-d] t°^y'n [1, 5-a] 



F 




OCH3 



T L C : R f 0.41 (-^^1/ : ^^xrf-jV— 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.41 (s, 1H), 7.74 (d, J = 9.0Hz, 1H), 7.38 - 7.24 (m, 
2H), 7.12 - 6.96 (m, 3H), 6.92 (dd, J = 9.0, 2.7Hz, 1H), 5.25 (s, 2H), 4.95 (s, 2H), 
4.91 (s, 2H), 3.84 (s, 3H), 3.39 (d, J= 6.9Hz, 2H), 1.02 (m, 1H), 0.60 - 0.44 (m, 2H), 
15 0.16 - 0.02 (m, 2H) 0 



mmm 2 (337) 

8- (N-v^ ayn hVl^-N- 



(2-7/vto7i^) 
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- 2 - ^ 3 - (2-^nn-4-^^7i^) -6, 7— 5?fc 

Fp-5H-^p^ [d] t7^n [1, 5-a] 



T L C : R f 0.41 ( h/^^ : 10:1) ; 

5 NMR(300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.23 (m, 1H), 7.13 - 6.97 (m, 
3H), 7.06 (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 5.15 (brs, 2H), 3.84 (s, 
3H), 2.98 - 2.86 (m, 4H), 2.83 (m, 1H), 2.40 (s, 3H), 2. 02 (m, 2H), 0.84 - 0.72 (m, 
4H) D 

10 jii 2 (3 3 8) 

8- (N-v-^ P7°n fcT/i^^vv-N- (2 -^yw^-n^^-/^) J.=f-jvT 
5/) -2-^^/1^—3- (2-^na-4-^ b=3rv-7^=/k) -6, 7 
-^kFP-5H-^o^ [d] t7yp [1, 5-a] k°^^y 




OCH 3 
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N 



F 



CI 




OCH 3 



T L C : R f 0.49 ( h/l^^ : gffi&t^vV= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.7Hz, 1H), 7.35 - 7.16 (m, 2H), 7.06 (d, J 
= 2.4Hz, 1H), 7.08 - 6.97 (m, 2H), 6.89 (dd, J = 8.7Hz, 2.4Hz, 1H), 5.02 (s, 2H), 3.84 
5 (s, 3H), 3.41 (d, J = 6.9Hz, 2H), 2.98 - 2.84 (m, 4H), 2.40 (s, 3H), 2.07 (m, 2H), 1.05 

1 

(m, 1H), 0.48 (m, 2H), 0.10 (m, 2H) 0 

MMM 2 (3 3 9) 



8- (N-->^ n/n H°/UT 5 7) -3- 

10 f^ri/7x^) - 6, 7-^tKo-5H-^P^ [d] 

fy^/p [1, 5 -a] try 5 





OCH3 



T L C : R f 0.76 (^^rf"> : ^@^^7V= 2:1) 
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NMR(300MHz, CDC1 3 ) : 8 8.32 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
2.7Hz, 1H), 6.91 (dd, J= 8.7, 2.7Hz, 1H), 3.83 (s, 3H), 3.68 - 3.58 (m, 2H), 3.52 (d, J 
= 6.9Hz, 2H), 3.06 - 2.90 (m, 4H), 2.26 - 2.08 (ra, 2H), 1.66 - 1.46 (m, 2H), 1.01 (m, 
1H), 0.90 (t, J = 7.2Hz, 3H), 0.52 - 0.42 (m, 2H), 0.16 - 0.04 (m, 2H) Q 

5 

Hi 2 (3 4 0) 

8- (N-^PfcVl^-N- W7^;) -3 - (2 

— $ p a _ 4 _^ -6, KP-5H-^P^y 

^ [d] f^y'n [1, 5 -a] t°y^^^ 




OCH 3 



TLC:Rf 0.61 C^^-^V : ^^f-jV— 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.79 (d, J = 9.0Hz, 1H), 7.18 - 7.07 (m, 
4H), 7.04 (d, J = 2.7Hz, 1H), 6.92 (dd, J = 9.0, 2.7Hz, 1H), 4.79 (s, 2H), 3.83 (s, 3H), 
3.45 - 3.36 (m, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 
15 2.20 - 2.04 (m, 2H), 1.66 - 1.46 (m, 2H), 0.87 (t, J = 7.2Hz, 3H) 0 

2 (341) 

8- (N y N - n 7° o f /1-7 5 / ) -3 - (2-^n 
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n — 4 — * h^-l/y^^;v) -6, Kn-5H-^o^ [d] 

[1, 5 -a] fcTJJ$$?> 




OCH 3 



T L C : R f 0.67 {^^^ : |^ggo:^^= 2:1) ; 
5 NMR(300MHz, CDC1 3 ) : 5 8.38 (s, 1H), 7.79 (d, J = 8.7Hz, 1H), 7.38 - 7.18 (m, 
5H), 7.05 (d, J = 2.4Hz, 1H), 6.92 (dd, J= 8.7, 2.4Hz, 1H), 4.92 (s, 2H), 3.83 (s, 3H), 
3.40 (d, J = 6.9Hz, 2H), 3.01 (t, J = 7.2Hz, 2H), 2.97 (t, J = 7.8Hz, 2H), 2.22 - 2.06 
(m, 2H), 1.02 (m, 1H), 0.54 - 0.42 (m, 2H), 0.12 - 0.02 (m, 2H) C 

10 mW,M 2 (3 4 2) 

8- CN—S^ n^n \£}V*=f-;v— N — ( 4 - * =f-)Vy ^ ^f-;VT% 
/) -3- {2-? uu- 4- ^ h*r-y7 -6, 7— S?tKn- 5 

H-^P^V^ [d] t°7yP [1, 5- a] 
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CH 3 




CI 



OCH 3 



TLC : Rf 0.71 (^dp-^i^ : S^^cc^/i^= 2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.79 (d, J = 8.4Hz, 1H), 7.20 (d, J = 
8.1Hz, 2H), 7.11 (d, J = 8.1Hz, 2H), 7.05 (d, J= 2.7Hz, 1H), 6.92 (dd, J = 8.4, 2.7Hz, 
5 1H), 4.88 (s, 2H), 3.83 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.01 (t, J = 7.2Hz, 2H), 2.97 
(t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.22 - 2.06 (m, 2H), 1.02 (m, 1H), 0.54 - 0.42 (m, 
2H), 0.14- 0.02 (m,2H) 0 

mmm 2 043) 

10 8- (N-:/P tVl—N- (4-7/ktP7x^/V) ^f/l-T^;) - 3 - 
(2-^pp-4-/Kv'7i^) -6, 7-i/tFp-5H-^P 
[d] \f?*Sv [1, 5- a] t'y^^y 
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F 





CI 




och 3 



TLC : Rf 0.54 O^lf-;/ : fffiftx.?-/^ 2 : 1) ; 

N MR (300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.79 (d, J = 8.7Hz, 1H), 7.30 - 7.22 (m, 
2H), 7.05 (d, J = 2.4Hz, 1H), 7.04 - 6.96 (m, 2H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 4.78 
5 (s, 2H), 3.83 (s, 3H), 3.46 - 3.34 (m, 2H), 2.97 (t, J = 7.8Hz, 2H), 2.89 (t, J = 7.2Hz, 
2H), 2.20 - 2.04 (m, 2H), 1.66 - 1.48 (m, 2H), 0.87 (t, J = 7.5Hz, 3H) D 

ili 2 (3 4 4) 



10 ^/k) -6, 7-^tKo-5H-^P^ [d] tf^^n [1, 5 — 

a] try ^ 





V 



OCH3 
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TLC : R f 0.58 (^3ff-V : iixf ;l/= 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.28 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H), 6.91 (dd, J= 8.7, 2.4Hz, 1H), 6.42 (d, J= 9.6Hz, 1H), 3.82 (s, 3H), 3.44 
(m, 1H), 3.10 - 3.00 (m, 2H), 2.98 - 2.88 (m, 2H), 2.22 - 2.06 (m, 2H), 1.20 - 1.06 (m, 
5 2H), 0.68 - 0.48 (m, 4H), 0.48 - 0.34 (m, 4H) D 

Ulkm 2 (3 4 5) 

8- -3- (2-^an-4-^ hdriXy'^^/U-) 

-5, 7-^tFn-7n [3, 4-d] t°^y*n [1, 5- a] fc° U 5 v> 
10 V 




OCH 3 



T L C : R f 0.54 (-^f-^ : @^gfeoi^-/W= 2:1) ; 

NMR(300MHz, CDCl 3 ) : 5 8.32 (s, 1H), 7.74 (d, J = 8.7Hz, 1H), 7.04 (d, J = 
2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 1H), 6.42 (d, J = 10.8Hz, 1H), 5.32 (s, 2H), 
15 4.97 (s, 2H), 3.83 (s, 3H), 3.42 (m, 1H), 1.78 - 1.26 (m, 8H), 0.95 (t, J = 7.2Hz, 6H) 0 

mmm 2 (346) 

8- (N-yntT^— N— (4-^^71-/1/) ^f;V7 5/) -3- (2 
-^pn-4-^^7i-^) -5, 7-S?tKn-7n [3, 4-d] 
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fcfyj/n [1, 5- a] try *S 




OCH 3 



TLC : R f 0.53 (^rf-^ : fflfex-*f-A,= 2:1) ; 

NMR(300MHz, CDC1 3 ) : S 8.41 (s, 1H), 7.75 (d, J = 8.7Hz, 1H), 7.16 - 7.08 (m, 
5 4H), 7.06 (d, J = 2.4Hz, 1H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 5.14 (s, 2H), 4.95 (s, 2H), 
4.88 (s, 2H), 3.84 (s, 3H), 3.42 - 3.28 (m, 2H), 2.33 (s, 3H), 1.72 - 1.50 (m, 2H), 0.89 
(t, J = 7.5Hz, 3H) 0 

^MM 2 (3 4 7) 

10 8- (N — Zfu fcVl— N- (4-7;^c7x=;k) ^f^75/) -3 — 
(2-^nn-4-^Rv'7x-;V) -5, 7-^tKn-7P [3, 4 
-d] \£?y*u [1, 5 -a] tfJJ^v^ 
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F 




OCH 3 



T L C : R f 0.50 : ffim^/^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 8.41 (s, 1H), 7.74 (d, J = 8.4Hz, 1H), 7.32 - 7.18 (m, 
2H), 7.08 - 6.97 (m, 3H), 6.93 (dd, J = 8.4, 2.4Hz, 1H), 5.15 (s, 2H), 4.95 (s, 2H), 
5 4.88 (s, 2H), 3.84 (s, 3H), 3.40 - 3.26 (m, 2H), 1.70 - 1.48 (m, 2H), 0.89 (t, J = 7.2Hz, 
3H) 0 



ij 2 (3 4 8) 



10 ~/U) -5, 7-v*tFP-7P [3, 4-d] t°7/P [1, 5 — a] fcf 




OCH3 
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TLC : R f 0.47 (^^l^ : fj=^rc^-;W= 2 : 1) ; 

NMR (300MHz, CDC1 3 ) : S 8.33 (s, 1H), 7.73 (d, J = 8.7Hz, 1H), 7.04 (d, J = 
2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 6.55 (d, J = 9.6Hz, 1H), 5.25 (s, 2H), 4.94 
(s, 2H), 3.83 (s, 3H), 2.92 (m, 1H), 1.22 - 1.06 (m, 2H), 0.70 - 0.48 (m, 4H), 0.48 - 
5 0.30 (m, 4H) 0 



2 (349) 

8- (N - ^ n / n t>^ N - (4-fp7^tn^f^7x=/l/) 

^f^75 7) -3- (2-^nn-4-^ f^r^7x^) -5, 7-v 5 
10 t Kn-7P [3, 4-d] t°^y~n [1, 5 -a] t 0 !J v7> 

CF 3 

(fj 




OCH 3 



TLC : R f 0.42 (^^rf- V : g^m^-/p= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 8.41 (s, 1H), 7.73 (d, J = 8.4Hz, 1H), 7.60 (d, J = 
8.1Hz, 2H), 7.50 (d, J = 8.1Hz, 2H), 7.06 (d, J = 2.7Hz, 1H), 6.93 (dd, J = 8.4, 2.7Hz, 
15 1H), 5.27 (s, 2H), 5.02 (s, 2H), 4.96 (s, 2H), 3.84 (s, 3H), 3.40 (d, J = 6.6Hz, 2H), 
1.02 (m, 1H), 0.60 - 0.46 (m, 2H), 0.16 - 0.04 (m, 2H) 0 

MJ&ffl 2 (3 5 0) 
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8- (N— */# u~?u fcVl'-N- (4-^f;U7x=;l/) ^ ^/^T 5; / ) - 
3- (2-^nc-4-^ -6, 7-i?t Kd-5H-^ 

^n^<^ [d] t°7)/P [1, 5 -a] tfJJ^v^ 



5 TLC : R f 0.60 O^l^ : gfcgfcn^/l^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 8.36 (s, 1H), 7.80 (d, J = 8.4Hz, 1H), 7.12 - 6.99 (m, 
5H), 6.93 (dd, J= 8.4, 2.7Hz, 1H), 4.96 (s, 2H), 3.83 (s, 3H), 2.97 (t, J = 7.8Hz, 2H), 
2.94 (t, J = 7.5Hz, 2H), 2.78 (m, 1H), 2.32 (s, 3H), 2.16 - 2.00 (m, 2H), 0.82 - 0.68 
(m, 4H) D 



mmm 2 (351) 

8- (N-^^P7"PWf/l/-N- (4-f!)7/^P^Wx^) 
*J-JVT%S) -3- (2-^PP-4-^ f^7i- /V) -6, 7-v 5 
tKt3-5H-^P^ [d] ^7/P [1, 5 -a] t°y^^^ 




OCH3 
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CI 



OCH 3 



T L C : R f 0.55 (^^f- 1/ : @^^^^/U= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.58 (d, J = 
8.1Hz, 2H), 7.49 (d, J = 8.1Hz, 2H), 7.05 (d, J = 2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 
5 1H), 4.97 (s, 2H), 3.83 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.04 (t, J = 7.2Hz, 2H), 2.99 
(t, J = 7.8Hz, 2H), 2.18 (m, 2H), 1.01 (m, 1H), 0.56-0.42 (m, 2H), 0.14-0.02 (m, 2H) D 

mmm 2 (352) 

8- -3- (2-^Dt3-4-^ h^7x-^) 

10 -6, 7-v^tKn-5H-^o^ [d] t°7^n [1, 5-a] fc° 

y 5^ 




OCH3 
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T L C : R f 0.53 ^rf-V : gj=gferc^vV= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.27 (s, 1H), 7.79 (d, J = S.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H), 6.91 (dd, J = 8.7, 2.4Hz, 1H), 6.30 (d, J = 10.2Hz, 1H), 3.82 (s, 3H), 
3.82 (m, 1H), 3.11 (t, J = 7.2Hz, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.24-2.08 (m, 2H), 
5 1 . 84- 1 . 52 (m, 4H), 1 .01 (t, J = 7. 5Hz, 6H) D 

gffifll 2 (3 5 3) 

8- (N-v^ uy"u if/U/ =7-/U—N— (4 ~7 ^^?VT 
$/) -3- (2— hdr^7^^/k) -6, 7— S^fcKn- 

10 5H-v-^n^<^ [ d ] fc°^y*p [i, 5-a] tfy^v 5 ^- 



F 




OCH 3 



T L C : R f 0.46 (^^f-^" : 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 8.37 (s, 1H), 7.78 (d, J= 8.7Hz, 1H), 7.38-7.24 (m, 
2H), 7.05 (d, J = 2.7Hz, 1H), 7.05-6.93 (m, 2H), 6.92 (dd, J= 8.7, 2.7Hz, 1H), 4.87 
15 (s, 2H), 3.83 (s, 3H), 3.37 (d, J = 6.9Hz, 2H), 3.01 (t, J = 7.5Hz, 2H), 2.97 (t, J = 
7.5Hz, 2H), 2.22-2.06 (m, 2H), 1.00 (m, 1H), 0.54-0.40 (m, 2H), 0.12-0.02 (m, 2H) D 

MMM 2 (3 5 4) 
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8- (3-^yf;i'7^) -2-^5vV-3- (2- (1-/ 1 - 

tppdri/if/V) -4-;* fdrv-^^c^/v) -6, 7— S^tKn— 5H — 
v'iJ'n^^^ [d] [1, 5 -a] tfj/^v^ 




OCH 3 



5 TLC : R f 0.50 (^>*-fry : g^ai^/V= 1:2); 

NMR(300MHz, CDC1 3 ) : 5 7.23 (d, J = 2.7Hz, 1H), 7.03 (d, J = 8.7Hz, 1H), 6.83 
(dd, J = 8.7, 2.7Hz, 1H), 6.26 (d, J = 10.2Hz, 1H), 5.00-4.85 (m , 1H), 3.85-3.75 (m) 
and 3.84 (s) total 4H, 3.06 (t, J = 6.9Hz, 2H), 2.85 (t, J = 6.9Hz, 2H), 2.29 (s, 3H), 
2.11 (quint, J= 7.5Hz, 2H), 1.80-1.50 (m) and 1.64 (s) total 7H, 1.30 (s, 3H), 1.03 (t, 
10 J = 7.2Hz) and 1 .00 (t, J = 7.2Hz) total 6H 0 

UMl 2 (3 5 5) 

8- (N-t'p^-N- (4- hV y jvirn^^-jvir^r-yy ol^jV) *=f- 

}VT % / ) -2-^^-/1^-3- (2-^DD-4-^ Y^r%/-7 -6, 
15 7-^tKo-5H-^o^ [d] fc°yyn [1, 5-a] hf JJ 5 v 5 

1/ 
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OCF 3 





OCH- 



T L C : R f 0.52 (^^ri^^ : i£g^fvV= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.32 (d, J = 9.0Hz, 2H), 7.32 (d, J = 8.4Hz, 1H), 7.15 
(d, J = 9.0Hz, 2H), 7.07 (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.84 (s, 
5 2H), 3.84 (s, 3H), 3.44-3.32 (m, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.84 (t, J = 7.8Hz, 2H), 
2.39 (s, 3H), 2.06-1.98 (m, 2H), 1.66-1.48 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) D 



10 



2 (3 5 6) 



8- (3-^/V7^;) -2 — * =f-JV- 3 - (2-^np-4-^K 
^7x^5 -6, 7-^tFP-5H-^P^ [d] t°7/P [1, 



5 -a] t°U 




OCH3 
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T L C : R f 0.44 (^3f tf-V : g^gferc^/>= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.30 (d, J = 8.7Hz, 1H), 7.05 (d, J - 2.4Hz, 1H), 6.88 
(dd, J = 8.7, 2.4Hz, 1H), 6.22 (d, J = 10.8Hz, 1H), 3.84 (m, 1H), 3.83 (s, 3H), 3.08 (t, 
J = 7.5Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.20-2.04 (m, 2H), 1.80-1.32 (m, 
5 6H), 1.00 (t, J = 6.9Hz, 3H), 0.95 (t, J = 6.9Hz, 3H) D 

jfei2 (3 5 7) 

8- (3-^^f-^75/) -2—* 3 - (2-^ h=¥v'-4 

/l^fc°JJ v>V- 5 -^f/l') -6, Kd-5H-^d^ [d] fc° 

10 7^5 [1, 5 -a] t°y v^y 



T L C : R f 0.23 {^^rV : Wfi6k^ , f-;V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.00 (s, 1H), 6.69 (s, 1H), 6.23 (d, J = 10.5Hz, 1H), 
3.94 (s, 3H), 3.82 (m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.32 (s, 
15 3H), 2.20-2.06 (m, 2H), 2.18 (s, 3H), 1.82-1.54 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) 0 

"MMM 2 (3 5 8) 



8- (N-^/l/-N-^ n^u W W 5 ;) - 3- 

-4-^ h^v-^^^/W -6, 7-VtKn-5H-^o^ [d] 




OCH 3 
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t'y^D [ 1 , 5 - a ] t° ]) 5 • »it 




OCHg 



TLC : R f 0.61 : g|ix^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.27 (s, 1H), 7.71 (d, J = 8.4Hz, 1H), 7.04 (d, J = 
5 2.4Hz, 1H), 6.94 (m, 1H), 3.90-3.70 (m, 2H), 3.83 (s, 3H), 3.64 (d, J = 6.6Hz, 2H), 
3.30-3.12 (m, 2H), 3.12-2.96 (m, 2H), 2.32-2.12 (m, 2H), 1.68-1.50 (m, 2H), 1.46- 
1.20 (m, 2H), 1.06 (m, 1H), 0.91 (t, J = 7.2Hz, 3H), 0.62-0.46 (m, 2H), 0.24-0.10 (m, 
2H) 0 

10 MlfcM 2 (3 5 9) 

8- (N-i/^D7°atVl/-N- (4 — * — /V) ^ - 

3- (2— —5, 7 Fa-7n [3, 

4- d] fy/n [1, 5 -a] t^v^y-tit 
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T L C : R f 0.49 (^^r^> : gj&m^vl^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.42 (s, 1H), 7.76 (d, J = 8.7Hz, 1H), 7.09 (d, J = 
8. 1Hz, 2H), 7.06 (d, J = 2.7Hz, 1H), 6.99 (d, J = 8. 1Hz, 2H), 6.93 (dd, J = 8.7, 2.7Hz, 
5 1H), 5.19 (s, 2H), 5.11 (s, 2H), 4.96 (s, 2H), 3.84 (s, 3H), 2.58 (m, 1H), 2.32 (s, 3H), 
0.86-0.76 (m, 4H) 0 



mmm 2 ( 3 6 0 ) 

8- (N-7°P tVU-N- ^f/P7^y) -2-* 

10 ^/V— 3- (2-^nn-4-^^7i^) -6, 7— v^tRn-5 
H-v-^p^^^ [d] t°7y'P [1, 5-a] ty^;^ 
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OCH 3 



TLC : R f 0.74 (^^y : $^z^f-/U=2 : 1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.7Hz, 1H), 7.16-7.06 (m, 4H), 7.07 (d, J 
= 3.0Hz, 1H), 6.89 (dd, J = 8.7, 3.0Hz, 1H), 4.80 (s, 2H), 3.84 (s, 3H), 3.42-3.30 (m, 
5 2H), 2.89 (t, J = 7.8Hz, 2H), 2.82 (t, J = 7.2Hz, 2H), 2.39 (s, 3H), 2.33 (s, 3H), 2.04- 
1.98 (m, 2H), 1.70-1.48 (m, 2H), 0.87 (t, J= 7.2Hz, 3H) D 

mmm 2 ( 3 6 1 ) 

8- (N-t/n tVl^-N- ^W^/) — 2—* 

10 fvU— 3 — (2-^aa-4-^^7i^) -6, 7->>t Kd-5 
H-v'^n-S^^ [d] fc'^/P [1, 5 — a] fc^^v 5 ^ 



321 



WO 02/053565 



PCT/JPO 1/1 1581 



CN 




OCH 3 



T L C : Rf 0.38 : ^Wt^f~^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.64 (d, J = 8.1Hz, 2H), 7.50 (d, J = 8.1Hz, 2H), 7.30 
(d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.90 (d, J = 8.4, 2.7Hz, 1H), 5.14 (s, 2H), 
5 5.01 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 3.36-3.22 (m, 2H), 2.38 (s, 3H), 1.70-1.50 (m, 
2H), 0.89 (t, J = 7.2Hz, 3H) D 

HJjM 2 (3 6 2) 

8- (N-^PfcVt— N- (4->7;73:^) jt^/VT^J) - 2 - * 
10 f-JV— 3 — (2-^an-4-^ b^rv'73:x/i/) -6, 7— 5?t Kn- 5 
H-^^n^^^ [d] t°7^P [1, 5 -a] tfU^v 5 ^ 
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CN 
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T L C : R f 0.46 {^^^ : $m.^=f-/V= 2:1) ; 

NM R (300MHz, CDC1 3 ) : 8 7.61 (d, J = 7.8Hz, 2H), 7.47 (d, J = 7.8Hz, 2H), 7.3 1 
(d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.90 (s, 
5 2H), 3.84 (s, 3H), 3.44-3.32 (m, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 
2.38 (s, 3H), 2.20-2.02 (m, 2H), 1.66-1.46 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 



10 



M 2 (363) 

8- (N - P ^ti f ^-N-^ f /VT ? /) -2-^^-/1^-3- 

(2-^nn-4-^ f^^7i^) -6, 7-^tKn-5H-^a 



[d] t'7)/P [1, 5 -a] t°y 




OCH- 
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T L C : R f 0.30 (-^dp-f- V : $^ol^-/\s= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.30 (d, J= 8.4Hz, 1H), 7.05 (d, J = 3.0Hz, 1H),6.88 
(dd, J = 8.4, 3.0Hz, 1H), 3.83 (s, 3H),3.61 (d, J = 6.9Hz, 2H), 3.30 (s, 3H),3. 12 (t, J = 
7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H),2.36 (s, 3H), 2.20-2.06 (m, 2H),1.09 (m, 1H), 
5 0.60-0.46 (m, 2H),0.24-0. 12 (m, 2H) 0 

gg^ffil 2 (3 6 4) 

8- (N-^n^ntVl^^v^-N-^^vKr?:/) - 3- 
(2-^^vV-4-^ -5, 7-i?tKn-7B [3, 4 

io -a] fyy'p [i, 5 -a] t°n^y 



T L C : R f 0.22 (^f->- : 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H),6.80 
(dd, J = 8.4, 3.0Hz, 1H), 5.35 (s, 2H),4.89 (s, 2H), 3.83 (s, 3H),3.72 (dd, J = 6.9, 
15 1.5Hz, 2H), 3.27 (s, 3H),2.34 (s, 3H), 2.15 (s, 3H),1.10 (m, 1H), 0.60-0.48 (m, 
2H),0.24-0.14(m, 2H) 0 

HM1 2 (3 6 5) 

8- (N - v'^ a t°p t"/^ f /1/-N - ^ f ;V7 5 7 ) -2-*J-)V-Z- 



V 




OCH 3 
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(2-^aa-4-^ f^7x=/v) -5, Kn-7a [3, 4 

-d] \?yy*v [1, 5- a] t-y^v 5 ^ 



TLC : R f 0.18 (^3rf->' : g^it^^vt^ 2:1) ; 
5 NMR (300MHz, CDC1 3 ) : 6 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H),6.88 
(dd, J = 8.7, 2.7Hz, 1H), 5.35 (s, 2H),4.91 (s, 2H), 3.83 (s, 3H),3.71 (d, J = 6.9Hz, 
2H), 3.27 (s, 3H),2.38 (s, 3H), 1.10 (m, lH),0.62-0.50 (m, 2H), 0.26-0.16 (m, 2H) D 

HHM 2 (3 6 6) 



10 8- (4-^7"WU) -3- (2, 6-v^^W-4-^ h^7s 

-6, Kp-5H-^p^ [d] t°7/o [1, 5- 

a] tfni?y 



V 




OCH 3 





0CH3 
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T L C : R f 0.55 (^^rl^ : g£gft:n^rt/= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.80 (s, 1H), 6.83 (s, 2H), 6.27 (d, J= 11.1Hz, 1H), 

3.98 (m, 1H), 3.80 (s, 3H), 3.11 (t, J = 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.22-2.04 
(m, 2H), 2.13 (s, 6H), 1.76-1.30 (m, 8H), 0.96 (t, J = 7.2Hz, 6H) 0 



2 (3 6 7) 



8— ^7*P tVU-T 5/- 3- (2, 6 h^^x^) 
-6, 7-v>kKn-5H-^n^ [d] fc°^y*n [1, 5-a] t° 



10 





OCH- 



15 



T L C : R f 0.54 : ffi&^<?-;U= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.86 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.64-3.46 (m, 

4H), 2.98 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.22-2.00 (m, 2H), 2.12 (s, 
6H), 1.68-1.48 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) G 



8 



M 2 (3 6 8) 

(N-v^nyp tVl^^^/P-N-^P tVl-T^/) -3- (2, 6 — 



v^^vl/- 4-^ b^^^^^/i/) -6, 7-i/tKn-5H-^n^y 



^ [d] \£y^n [1, 5-a] fc°0 
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T L C : R f 0.51 (^^rf- V : gjigj&r.^vl^ 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.86 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.68-3.58 (m, 
2H), 3.54 (d, J = 6.6Hz, 2H), 3.03 (t, J = 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.04- 
5 2.00 (m, 2H), 2.12 (s, 6H), 1.68-1.50 (m, 2H), 1.02 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 
0.54-0.40 (m, 2H), 0.18-0.04 (m, 2H) 0 

MMM 2 (3 6 9) 

8- (N-^yv i ^-N-^^n7 , DtVP^^7 5;) -3 - (2, 6- 

10 *J^=f-)V—A—* Y^yy ^~;v) -6, Kn-5H-^n^y 

^ [d] t°7/n [1, 5 -a] \fV^^> 




OCH3 



TLC:Rf 0.49 (^^rf->- : Bfcgkx^vl^= 2:1) ; 
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NMR(300MHz, CDC1 3 ) : 8 7.93 (s, 1H), 7.42-7.08 (m, 5H), 6.70 (s, 2H), 4.94 (s, 
2H), 3.81 (s, 3H), 3.41 (d, J = 6.6Hz, 2H), 3.02 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.8Hz, 
2H), 2.22-2.04 (m, 2H), 2.13 (s, 6H), 1.03 (m, 1H) 3 0.54-0.38 (m, 2H), 0.12-0.01 (m, 
2H) C 



mmm2 (370) 

8- (N- i/^ p 7"n bVl'^ f/l^-N- (4-^^-/1-7^^1/^^^) T 5; 
/) -3- (2, h^i/^^-^) -6, F 

o-5H-^n^ [d] k^yn [1, 5-a] t'Dv^y 



T L C : R f 0.53 : fM^5v^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : S 7.92 (s, 1H), 7.21 (d, J = 8.1Hz, 2H), 7.11 (d, J = 
8.1Hz, 2H), 6.70 (s, 2H), 4.89 (s, 2H), 3.81 (s, 3H), 3.40 (d, J = 6.9Hz, 2H), 3.02 (t, J 
= 7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.22-2.04 (m, 2H), 2.13 (s, 6H), 
15 1.03 (m, 1H), 0.54-0.40 (m, 2H), 0.10-0.01 (m, 2H) C 

jii 2 (371) 



8- (N-7°n fcVV-N- (4-7/ViD7i-/^f;P) T^/) -3- 

328 



5 




10 
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(2, 6-v^^vl/-4-^ Y^y? /^) -6, 7-^tFn-5H- 
v-^P^^ [d] fc°^y ? P [1, 5 -a] fc°y$v^ 

F 




T L C : R f 0.46 (^^rf-^ : %^^^~/]/= 2:1) ; 

5 NMR(300MHz, CDC1 3 ) : 8 7.92 (s, 1H), 7.36-7.18 (m, 2H), 7.06-6.88 (m, 2H), 

6.70 (s, 2H), 4.80 (s, 2H), 3.81 (s, 3H), 3.46-3.32 (m, 2H), 3.00-2.80 (m, 4H), 2.22- 
2.00 (m, 2H), 2.13 (s, 6H), 1.70-1.48 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) D 

mtfoW 2 (3 7 2) 

10 8 - v^i/^ n / o t°;M f /V7 5 / - 3 - (2, 6 - f-?V— 4 — ^ h =*r 
v-^c^^/l/) -6, 7-^tFo-5H-^P^ [d] t°7^P [1, 

5 -a] try v^y 
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v 




OCH 3 



T L C : R f 0.45 O^f-^ ; ^^^;V= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.81 (s, 1H), 6.68 (s, 2H), 6.40 (d, J = 9.9Hz, 1H), 

3.80 (s, 3H), 3.46 (m, 1H), 3.05 (t, J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.22-2.02 
5 (m, 2H), 2.13 (s, 6H), 1.20-1.06 (m, 2H), 0.68-0.36 (m, 8H)„ 

mmm 2 (373) 

8- (N — :/fvU— N-v-^ P7°P t°/^^^-/^T5; /) -3— (2, 6-v 5 
^^/l/-4-^ f^->-7^^/k) -6, T-v'tFn-SH-^P^ 
10 [d] t°7^P [1, 5 -a] t°!J^v^ 




OCH3 



T L C : R f 0.61 : IM^/V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.87 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.76-3.60 (m, 
2H), 3.53 (d, J = 6.9Hz, 2H), 3.03 (t, J = 7.2Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.22- 
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2.00 (m, 2H), 2.12 (s, 6H), 1.64-1.46 (m, 2H) ; 1.42-1.22 (m, 2H), 1.02 (m, 1H), 0.90 
(t, J= 7.2Hz, 3H), 0.56-0.38 (m, 2H), 0.18-0.02 (m, 2H) 0 

MMM 2 (3 7 4) 

5 8- (N-v'^pyatVP^f/l^-N- (4-7/^n7j^) ^^/UT 
5/) -3- (2, 6 -v 5 ^^^- 4-^ h ^^7^-/1^) -6, 7— 
Kp-5H-^p^^ [d] t°7y'o [1, 5 -a] fc'IJ^v^ 



F 




OCH 3 



T L C : R f 0.51 (^dff-^ : @j=g^c^v^= 2:1) ; 
10 NMR(300MHz, CDC1 3 ) : 5 7.92 (s, 1H), 7.38-7.26 (m, 2H), 7.06-6.94 (m, 2H), 
6.71 (s, 2H), 4.89 (s, 2H), 3.81 (s, 3BQ, 3.39 (d, J = 6.6Hz, 2H), 3.02 (t, J = 7.2ffc, 
2H), 2.93 (t, J= 7.2Hz, 2H), 2.22-2.00 (m, 2H), 2.13 (s, 6H), 1.01 (m, 1H), 0.54-0.40 
(m, 2H), 0.10-0.01 (m, 2H) 0 

15 HfigffH 3 

8- (N-x^-N-n-7*f^7^/) -2-fc ^^^-3- 
(2-^f/P-4-tKo^7i=/l/) -6, Kn-5H-^ 
n^V^ [d] [1, 5 -a] t°U5:^V 
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15 



II 2 (1) -eSJJ^tLfcfb^fe (5 0 6mg) O^it^^l^y (14m 
1) 7 8°C^^*PU lM£lj^!)iOlf^fvy (1 2ml) 



:^^vV-= 1 : 



l->2 : 3) *?ffr$SL"T\ J^T©W£»^«tUll^t> (3 0 3mg) 



10 TLC : R f 0.14 (n— : 



:^=f-/v= 1:1) ; 



NMR (300MHz, CDC1 3 ) : 6 9.41 (brs, 1 H), 6.90 (d, J = 9.0Hz, 1 H), 6.42 (m, 2 
H), 4.71 (brs, 2 H), 3.70 (q, J = 7.5Hz, 2 H), 3.64 (t, J = 7.5Hz, 2 H), 3.01 (t, J = 
7.8Hz, 4 H), 2.39 (brs, 1 H), 2.18 (m, 2 H), 2.01 (s, 3 H), 1.58 (m, 2 H), 1.35 (m, 2 
H), 1.21 (t, J = 7.5Hz, 3 H), 0.91 (t, J = 7.5Hz, 3 H) 0 



8 



(N-if/V-N-n-^W? /) - 2-fc Ka^^f^- 3 - 



(2-^;V-4-^^7i=/V) -6, 7-^t Fp- 5H-^ n 
[d] t°7)/P [1, 5- a] t-y^v 5 ^ 
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OCH 3 



MMM 3 -eliitLfc'fh-g^ (9 8 5mg) ©If^f^y (10ml) m 
Wt&. 0°CK7«U zk*f t^- h <J ^ ^ (9 5mg ; 63.1 %}]££#*) 
3 0«#Lfe 0 BOS^I^fca -/Mb^A- (0.18ml) &M?L, 0°C-C2 

( f;l/xy ; ilxf-;I/= 5 : 1^4 : l->7 : 2) 

T'flLt, ^T(D«fl[^^ri-«.tIffl'ft;^ (9 4 7mg) £#fc D 
10 TLC : Rf 0.35 (n-^t^ : ilxf-;l/= 1 : 1) ; 

NMR (300MHz, CDC1 3 ) : S 7.19 (d, J = 8.4Hz, 1 H), 6.85 (d, J = 2.7Hz, 1 H), 
6.78 (dd, J = 8.4, 2.7Hz, 1 H), 4.73 (d, J = 5.7Hz, 2 H), 3.82 (s, 3 H), 3.65 (q, J = 
7.2Hz, 2 H), 3.59 (t, J = 7.2Hz, 2 H), 2.98 (t, J = 6.9Hz, 2 H), 2.92 (t, J = 7.8Hz, 2 H), 
2.35 (m, 1 H), 2.19 (s, 3 H), 2.15 (m, 2 H), 1.55 (m, 2 H), 1.35 (m, 2 H), 1.18 (t, J = 
15 7.2Hz, 3 H), 0.90 (t, J = 7.2Hz, 3 H) D 



8- (N-7°13 fcVU-N- (2-^ h^rW^if/V) 7^/) -2-* 
f-jv— 3 — (2-^^/1^— 4 — ^ h^fi/^^^/W) -6, 7-^tFo-5 
20 H-v^P-^^ [d] t'yy'p [1, 5 -a] 
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\ 




OCH 3 



2 ( 2 ) Vftfc&Vo ( 1 8 6 m g ) ^vW*/^^ v- K 

(5ml) Jg$SlC % f> JJ a^f-)VT 5 V (0.39m 1 ) jo J: tFHSl'f fciljt If Jl 
(2 2 5mg) Srfll*., SMT 5 2 H#R0J£# Lfc„ SJKJi^S:*^^^ 

-ei&ML »HLfc„ a^fy^^ (5 mi) asset, o-^/vt kp 

^rv'/VT^ylll (2 8mg) ^P^L, 1 5 R# W# Lfc 0 KJft$S 

/^=4 : l->3 : 1) t'tlLT, KT©«IS-ft 5*IH'f[^#> (1 6 
mg) £#fc D 

T L C : R f 0.78 ( n — ^^f - >- : g^^^/t^ 1:1); 
NMR (300MHz, CDC1 3 ) : 
15 major isomer 

8 7.57 (t, J = 5.7Hz, 1H), 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 4.35 (d, J = 6.0Hz, 2H), 3.86 (s, 3H), 3.82 (s, 3H), 3.49 (t, J 
= 7.8Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14 (m, 2H), 1.58 (m, 2H), 0.90 (t, J = 7.2Hz, 3H) D 
20 minor isomer 

8 7.15 (d, J = 8.4Hz, 1H), 6.95 (t, J = 3.9Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
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(dd, J = 8.4, 2.4Hz, 1H), 4.47 (d, J = 4.2Hz, 2H), 3.90 (s, 3H), 3.82 (s, 3H), 3.54 (t, J 
= 7.8Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14 (m, 2H), 1.58 (m, 2H), 0.92 (t, J = 7.2Hz, 3H)„ 

5 jlM5 (1) -5 (2) 

»12 (2 6) ^5tbfcf^^ ^fc«»M4^MaSL^b^fc 

mm.^m^xmmm5 tmm(om^n^^r, uT^t^-m^m^ 

10 j»j5 (1) 

8- (n-t°p f/u—N- r^/) - 2 -y 

3 - (2-^ h^^j^/U) -5, 7-^tFn-7 

a [3, 4-d] tT^^n [1, 5- a] fc° U - 



15 T L C : R f 0.22 ( n —^^■fy : @M^^Vl/= 3 : 1 ) ; 
NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 
major isomer 

8 7.87 (t, J = 5.4Hz, 1H), 7.38 (d, J = 8.4Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd, 
J = 8.4, 2.7Hz, 1H), 5.27 (s, 2H), 4.97 (s, 2H), 4.59 (d, J = 5.4Hz, 2H), 3.86 (s, 3H), 
20 3.74 (s, 3H), 3.38 (t, J = 7.5Hz, 2H), 2.44 (s, 3H), 2.31 (s, 3H), 1.65-1.50 (m, 2H), 
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0.81 (t, J = 7.5Hz, 3H) 0 
minor isomer 

6 7.38 (d, J = 8.4Hz, 1H), 7.31 (t, J = 4.2Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd, 
J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.95 (s, 2H), 4.71 (d, J = 4.2Hz, 2H), 3.92 (s, 3H), 
5 3.74 (s, 3H), 3.43 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.31 (s, 3H), 1.65-1.50 (m, 2H), 
0.84 (t, J=7.2Hz, 3H) 0 

mmm5 (2) 

8- (N-xf;v-N-n-/W^;) -2-tKP^rWU^f/V 
10 -3- (2-^^-/^-4-^ Y3r%/7*.~}V) -6, 7 — 1 Ko — 5 H — 
v^n-^^ [d] t°7y'n [l, 5 -a] kl 



T L C : R f 0.19 (n -^^^r^ : @^:^^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.15 (s, 1H), 7.96 (brs, 1H), 7.18 (d, J = 8.1Hz, 1H), 
15 6.85 (d, J = 2.7Hz, 1H), 6.79 (dd, J= 8.1, 2.7Hz, 1H), 3.82 (s, 3H), 3.67 (q, J= 7.2Hz, 
2H) : 3.61 (t, J = 7.5Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.18 (s, 
3H), 2.16 (m, 2H), 1.55 (m, 2H), 1.33 (m, 2H), 1.18 (t, J = 7.2Hz, 3H), 0.89 (t, J = 
7.5Hz, 3H) 0 

20 
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8- [ (2S) -1-fc Kn^W^/^V-2-^/l'] T5/-2-p< 
J-JV— 3 - (2-^^-/1^-4-^ f ^ i^y^^/U) -6, Kp-5 
H-v^n-<^ [d] [l, 5- a] tfy^v^ 



5 WJ2 (15) TM^tUfc-fb^ (2 9 0mg) (Dgffll (4ml) 

t % mii d.4mi) 8 o°cximr^mwLTc 0 ms-n^m*. 

mW^f'o m&<D fc° U (3ml) W^K, t Kn *rl/;VT % ( 5 

10 2m g) fc&n*., Sfit 1 5B#^jf#Lfc 0 Rjt&jl^feSrSijeUfc^, gfc& 

;^7A^nyf^77^- (n -^3fi^ : gjiggai^vu= i : i) -QWW: 

ut, ^T^ttjc^r^i-s^M'fb^ (i4 3m g ) *m>&iW®&mt^ 

15 T#fc 0 

T L C : R f 0.32 (n -^f"#-^ : SS^^= 1:1) ; 
NM R (300MHz, CDC1 3 ) : 



6 7.80 (brs, 1 H), 7.47 (d, J = 6.0Hz, 1 H), 7.14 (d, J = 8.4Hz, 1 H), 6.84 (d, J = 




major isomer 
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2.7Hz, 1 H), 6.78 (dd, J = 8.4, 2.7Hz, 1 H), 6.53 (d, J = 9.6Hz, 1 H), 4.60 (m, 1 H), 
3.82 (s, 3 H), 3.25-3.00 (m, 2 H), 2.88 (t, J = 7.5Hz, 2 H), 2.31 (s, 3 H), 2.17 (s, 3 H), 
2.10 (m, 2 H), 1.90 (m, 2 H), 1.11 (t, J = 7.2Hz, 3 HK 

minor isomer 

5 5 8.52 (brs, 1 H), 7.14 (d, J = 8.4Hz, 1 H), 6.84 (d, J = 2.7Hz, 1 H), 6.80 (m, 1 H), 
6.78 (dd, J = 8.4, 2.7Hz, 1 H), 6.44 (d, J = 9.6Hz, 1 H), 5.23 (m, 1 H), 3.82 (s, 3 H), 
3.25-3.00 (m, 2 H), 2.88 (t, J = 7.5Hz, 2 H), 2.31 (s, 3 H), 2.17 (s, 3 H), 2.10 (m, 2 
H), 1.90 (m, 2 H), 1.11 (t, J = 7.2Hz, 3 H) D 

io UMLg (D 

8- [ (2S) b^W5/^y-2-^/k] T^/-2-p<^ 

As— 3 - (2-^f/V-4-n^7i=/k) -5, 7-^tFn-7P 
[3, 4-d] tf^yc El, 5-a] tfH^ 




OCH 3 



15 »J2 (14) Lfcfb^ (3 6 5mg) „ joitft 

8mg) Sr#fe 0 

TLC : R f 0.20 (n -^^-^ : gj-gfejc^vl^ 3:1) ; 
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NMR (300MHz, CDC1 3 ) : 
major isomer 

5 7.36 (d, J = 6.0Hz, 1H), 7.14 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, 
J = 8.4, 2.7Hz, 1H), 6.60 (d, J = 9.9Hz, 1H), 5.47 (d, J = 10.5Hz, 1H), 5.31 (d, J = 
5 10.5Hz, 1H), 4.89 (s, 2H), 4.07 (m, 1H), 3.86 (s, 3H), 3.82 (s, 3H), 2.33 (s, 3H), 2.16 
(s, 3H), 1.96-1.87 (m, 2H), 1.10 (t, J = 7.5Hz, 3H) 0 
minor isomer 

5 7.14 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.4, 2.7Hz, 1H), 
6.76 (m, 1H), 6.53 (d, J = 9.9Hz, 1H), 5.30 (m, 2H), 4.89 (s, 2H), 4.72 (m, 1H), 3.96 
10 (s, 3H), 3.82 (s, 3H), 2.33 (s, 3H), 2.16 (s, 3H), 1.96-1.87 (m, 2H), 1.10 (t, J = 7.5Hz, 
3H) D 



mmm 7 

8- [ (is) -l-^ry/p -2-^^-3- (2-^ 

15 J-jV-A-t f^v^^ — 7l/)-6, Kn-5H-i/^a^[d] 
t°7 N /o [1, 5 -a] fcfy^v^ 



r 




0CH3 



^5SM6-eK5tLfcfb^ (13 7mg) (1ml) Wfc 

Sr- 7 8°COTU h !) 3:f^7 ^ y (0.32m 1 ) jo£X* hi) y;Vs>TU*# 
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y*;v-frvmMk7Y.m (o.i3mi) sfif2twLt kism 

*^7^^ov h-?7~7^— (n— ^-^rf-^ : gt^^^-/^= 3 : 1 -» 2 : 

5 1) TflLT, ^T^fe'tttt^^i-^tlM'fb^ (lOOmg) £#7c 0 
TLC:Rf 0.27 (n-^fy;iixf;u=2 : 1) ; 
N M R (3 00MHz, CDC1 3 ) : 8 7.15 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 6.50 (d, J = 9.6Hz, 1H), 4.78 (m, 1H), 3.82 (s, 3H), 3.33 
(ddd, J= 14.4, 7.5, 6.3Hz, 1H), 3.11 (ddd, J= 14.4, 8.1, 6.3Hz, 1H), 2.93 (m, 2H), 
10 2.31 (s, 3H), 2.25-2.10 (m, 7H), 1.29 (t, J = 7.5Hz, 3H) C 



■mm 7 (i) 



15 



8- (N-if/WN-n-^W^y) -2-^77-3- (2-^^ 
/lx _ 4 _^ y^^yy -6, 7-^tpP-5H-^P^ [d] 

t'7 x /n [1, 5 -a] fJJ^v^ 




OCH 3 



U5 (2) T?®l5tbfe^^ (211mg) £J?^T, 



If 7 i: 1r 



(Dmi^nt^^x^T(Dm±n^ir^mmih^ a 9 5m g ) <M#fc 0 

T L C : R f 0.34 (n-^f->- : @^:^9vU= 3 : 1) ; 
20 NMR(300MHz, CDC1 3 ) : 8 7.28 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.83 
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(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.65 (q, J = 6.9Hz, 2H), 3.58 (t, J = 7.5Hz, 2H), 
3.00 (t, J = 7.2Hz, 2H), 2.96 (t, J - 7.8Hz, 2H), 2.29 (s, 3H), 2.18 (m, 2H), 1.57 (m, 
2H), 1.33 (m, 2H), 1.20 (t, J = 6.9Hz, 3H), 0.91 (t, J = 7.2Hz, 3H) D 



9- 



^ fvl— 5 - ( 2 — ^ ^/V— 4 - ^ h ^ 



-7P [3, 2 — d] t°7 s /P Cl, 5 -a] t° P ^ v^y 




OCH- 



U2 (6) -CMiisbfcfb-^^l (2 1 5 nig) (D*J*7 ^ -/t^n— (3 
10 ml) jjBRl^ 10°^7^!)A^| (150mg) SriDx. N 2 5 0tT4 
0#P H m#Lfc o SiSS^Sr^?a^^*PL, (10ml) 



15 



^77^- (n-^^rif : Tir 9 : l) tftlLt, OT^'IM 

WI-SIIMbl^ (15 0mg) £#fc 0 

T L C : R f 0.42 (n -^^ff y ; Stxf ^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.76 (d, J = 2.4Hz, 1H), 7.20 (d, J = 8.1Hz, 1H), 6.88 

(d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.1, 2.7Hz, 1H), 6.78 (d, J = 2.4Hz, 1H), 6.28 (brd, J 

= 10.2Hz, 1H), 4.30 (m, 1H), 3.83 (s, 3H), 2.37 (s, 3H), 2.21 (s, 3H), 1.92-1.65 (m, 

4H), 1.05 (m, 6H) 0 
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mmm 9 

8- (3 —^-lyf/V^-^y) - 3 - (2-^^/1^—4-^ h^r 

-yy^^-jv) -6, 7-^tFP-5H-^P^ [d] fc'yy'a [1, 
5 5 - a] t°]J ^ v 5 ^ 



i^MWrf- Y ]) (92.0m g ; 6 0% in oil) <D h^^^WMK. 3 -^V 

^ / ' — }V ( 2 0 2 m g ) SrJiT U 8 0 °C~e 2 £f H 1jf f# L7c 0 S. <Dm&%B\^ 
7 "C^it L fc^fe ( 2 5 0 m g ) £/JP ?L N 5 ftmfflfc bfc Q KJfclg 

-ft-^fe ( 1 2 8 m g ) £#fc 0 
15 T L C : R f 0.58 ( WKx->- : T*fe b >"= 5:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 5.05 (quint, J = 6.0Hz, 1H), 3.82 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 2.94 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2. 2 2 - 2.10 (m, 2H ), 2.16 (s, 3H), 1.92 - 
1.78 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) 0 




OCH 3 
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mifcM9 (1) -9 (5) 

mm 9 (i) 

8- (3-^^/^^) — 2 — ^ 3 — (2-^a^-4-^ 

->7ai=A') -6, Kn-5H-i/^n^y^ [d] fc°^y*n [l, 

5- a] try 5 v^v 




10 OCH 3 

T L C : R f 0.50 O^^f > : gjsgj&n^vl^ 3:1) ; 

N MR (300MHz, CDC1 3 ) : 6 7.29 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.06 (quint, J = 6.0Hz, 1H), 3.83 (s, 3H), 3.05 (t, J = 7.2Hz, 
2H), 2.95 (t, J = 7.2Hz, 2H), 2.38 (s, 3H), 2.1 6 (quint, J = 7.2Hz, 2H), 1.94 - 1.74 (m, 
15 4H), 1.04 (t, J = 7.5Hz, 6H) 0 

mmM9 (2) 

8- (3-^>f/^y) — 2—? =f-JV- 3 - (2-^nn-4-n^f 
v^c^/lO -5, 7-^tFn-7P [3, 4-d] Cl, 5- 
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a] t-y 5: 




OCH 3 



T L C : R f 0.25 (^^ri^^ : H^^^vl^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 

5 (dd, J = 8.4, 2.7Hz, 1H), 5.29 (s, 2H), 4.93 (s, 2H), 4.56 (m, 1H), 3 .84 (s, 3H), 2.41 (s, 
3H), 1.99 - 1.80 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) 0 

(3) 

8— (4 -^y^/V^-df-^) — 2 — ^^/1^-3- (2-^PP-5-^ f^r 
10 -yy a^=-)V) -6, 7-^tFn-5H-^n^ [d] [1, 

5- a] try %w 




OCH3 



T L C : R f 0.85 (^rf-^ : gji&:r.^= 1:1) ; 
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NMR(300MHz, CDC1 3 ) : 6 7.29 (d, J = 8.7Hz, 1H), 7.06 (d 3 J = 2.7Hz, 1H), 6.89 
(dd, J = 8.7, 2.7Hz, 1H), 5.22 (quint, J = 6.0Hz, 1H), 3.83 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 2.95 (t, J = 7.5Hz, 2H), 2.37 (s, 3H), 2. 16 (quint, J = 7.5Hz, 2H), 1.90 - 1.66 (m, 
4H), 1.58 - 1.42 (m, 4H), 0.95 (t, J = 7.2Hz, 6H) D 

iii9 (4) 

8 -A tVP^-drv-- 2 3 - (2-^nn-5-^ Y^-yy 

^^;V) -6, 7-^tFn-5H-^n^ [d] k'7^n [1, 5 
-a] t°U 




OCH 3 



T L C : R f 0.36 : @^^^vl^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.29 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.43 (sept, J = 6.3Hz, 1H), 3.83 (s, 3H), 3.06 (t, J = 7.5Hz, 
2H), 2.96 (t, J = 7.5Hz, 2H), 2.38 (s, 3H), 2.16 (quint, J = 7.5Hz, 2H), 1.51 (d, J = 
15 6.3Hz, 6H)o 



1HM-9 (5) 

8- (1, 6 -^y^-J^ls-A — <fV) $-*i/-2-*?-/U-3- (2- 
20 [d] ifyy'n [l, 5 -a] ]*y 
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T L C : R f 0.58 (^^f ^ : gjsg£:r.^vV= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.29(d, J - 8.4Hz, 1H), 7.06 (d, J =2.7Hz, 1H), 6.89 
(dd, J = 8.4, 2.7Hz, 1H), 5.90 (ddt, J = 17.1, 10.2, 6.9Hz, 2H), 5.34 (quint, J = 6.3Hz, 
5 1H), 5.17 (m, 2H), 5.11 (dd, m, 2H), 3.83 (s, 3H), 3.01 (t, J = 7.5Hz, 2H), 2.95 (t, J = 
7.5Hz, 2H), 2.70 - 2.50 (m, 4H), 2.38 (s, 3H), 2.15 (quint, J = 7.5Hz, 2H) Q 

jlffiM 1 0 

8- (3 — Of-sU^-X-) —2—^f-jU-3— (2 u a- 5 h%"is 

10 ^m^AO -6, 7-^tFn-5H-^P^ [d] fc^/n [1, 
5 - a] try 5v?y • 




OCH3 



&$tfkj-h)) (68.9m g ; 6 0% in oil) <D^#S — jv (1 7ml) ^ 
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0°CT\ 1/ (2 5 2mg) & J: Xf^^M 7 ~T? 

M3tbf^^ (3 0 0mg) Mix., 10#M#Lfc o ®S^?RSraifi U 



(0.2ml) Sr^nx., 1 0 ^llltf ^(DlkWkmLX, ur^mu 
&&1r ZMMfc&Vo (271.1m g) £r#fc„ 

TLC : R f 0.57 (^^f-> : 1^^^^= 2 : 1) ; 
10 NMR(300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.7, 2.4Hz, 1H), 4.27 (quint, J = 6.3Hz, 1H), 3.84 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 3.00 (t, J = 7..5Hz, 2H), 2.40 (s, 3H), 2 .17 (quint, J = 7.5Hz, 2H), 1.72 - 1.64 
(m, 4H), 1.02 (t, J = 7.5Hz, 6H) 0 

15 Ulil 1 

8- (4-^^/1/7^^/1/) -2-^5vV— 3- (2-^^-/1/- 4-^ b^r 
-y7^.=-;v) -6, 7-^tKP-5H-^n^ [d] [1, 
5- a] t°y ^ v 5 ^ 




OCH 3 
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7 -(?W£\sftik&Vtl (3 0 0mg) f^x^y (3ml) 

88ft fc N 4- ^=f-/vy ~;V7$ n^H (13 1mg) % Si^^v'^A (1 
lmg) , h y 7^^/V7iN^7-f ^ (4 8mg) feJ:«»h!j!)A 
?K« (2ml) fcbn*., 5H#»M»fEUfc 0 KJS&*ift &?&SP U «^ 

( 2 2 2 m g ) £r#fc D 
TLC : R f 0.41 O^MM' : glsg^fvl^ 3 : 1) ; 
10 NMR(300MHz, CDC1 3 ) : 5 7.72 (d, J = 8.1Hz, 2H), 7.36 (d, J = 8.1Hz, 2H), 7.19 
(d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 
3H), 3.01 (t, J = 7.5Hz, 2H), 2.94 (t, J = 6.6Hz, 2H), 2. 45 (s, 3H), 2.30 (s, 3H), 2.20 
(s, 3H), 2.14 (m, 2H) 0 

15 gl||M 11 ( 1 ) — 1 1 ( 5 ) 

jlfeM 11 ( l ) 

20 8- (2, 4-^^PP7x-^) -2-^/1^-3- (2-^fV^-4- 
^ Y*i/7 au~jV) -6, KP-5H-v^7P^y^ [d] f7/' 

p [i, 5- a] fcf u • m.m& 
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CI 




• HC1 



OCH 3 



TLC:Rf TLC:Rf 0.38 (^^i*-^ : g^gfeai^yv= 3:1) ; 
NMR (300MHz, DMSO-d 6 ) : 8 7.91 (d, J= 1.8Hz, 1H), 7.70 (d, J = 8.4Hz, 1H), 
7.64 (dd, J = 1.8, 8.4Hz, 1H), 7.11 (br d, J = 8.1Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 
5 6.81 (dd, J =2.7, 8.4Hz, 1H), 3.77 (s, 3H), 2.94 (m, 2H), 2.68 (m, 2H), 2.14 (s, 3H), 
2.12(m,2H) ; 2.09 (s, 3H) 0 



iii (2) 



8— ( 3 - M) 7/^P ^t^7x^/P) — 2— tf-tV— 3— (2 — ^ 5vV 
10 -4 h^rv-ycr.^ ;V) -6, Kn-5H-^P^ [d] 

fyy'n [1, 5 -a] t°y 





OCH3 
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TLC : R f 0.27 (^df-f-V : g^rc^/i/= 3 : 1) ; 
NMR (300MHz, CDC1 3 ) : 6 8.08 (brs, 1 H), 8.06 (brd, J = 8.1Hz, 1 H), 7.79 (brd, J 
= 7.8Hz, 1 H), 7.70 (brdd, J = 8.1, 7.8Hz, 1 H), 7.19 (d, J = 8.1Hz ; 1 H), 6.89 (d, J - 
2.7Hz, 1 H), 6.82 (dd, J = 8.1, 2.7Hz, 1 H), 3.84 (s, 3 H), 3.04 (t, J = 7.5Hz, 2 H), 
5 2.94 (t, J = 7.5Hz, 2 H), 2.3 1 (s, 3 H), 2.20 (s, 3 H), 2. 18 (ra, 2 H)„ 



mmmi 1 (3) 

8- Y3ci/7^=-/V) - 2 - ^ f-fls— 3 - (2-?^^-J\y- 4-^ ^ 

drv^7^— ;v) -6, Fn-5H-^o^ [d] t^^/P [1, 

10 5- a] fc° y ^ • Jims 

OCH 3 



TLC : R f 0.23 (^^rif ^ : g|^n^vV= 3:1) ; 

NM R (300MHz, CDCI3): 5 7.92 (d, J = 9.0Hz, 2 H), 7.16 (d, J = 9.0Hz, 2 H), 7.16 
(d, J = 9.0Hz, 1 H), 6.92 (d, J = 2.7Hz, 1 H), 6.86 (dd, J = 9.0, 2.7Hz, 1 H), 3.95 (s, 3 
15 H), 3.85 (s, 3 H), 3.61 (t, J = 7.5Hz, 2 H), 3.09 (t, J = 7.5Hz, 2 H), 2.38 (s, 3 H), 2.30 
(m, 2 H), 2.20 (s, 3 H) 0 




• HCl 




OCH3 



iiMi 1 (4) 

8- (3, 5-^nn7i=/V) -2— ^^^—3- (2- ff-jv— 4- 
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* Y^-yy^—jV) -6, 7-i?tKn-5H-^o^ [d] MyV 

n [i, 5- a] try 5^ 



TLC : R f 0.50 : ^= 3 : l) ; 

5 NMR(300MHz, CDC1 3 ) : 5 7.69 (d, J = 1.8Hz, 2H), 7.52 (t, J = 1.8Hz, 1H), 7.17 
(d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 
3H), 3.02 (t, J = 7.5Hz, 2H), 2.93 (t, J = 6.9Hz, 2H), 2. 32 (s, 3H), 2.19 (s, 3H), 2.17 
(m, 2H) D 

io mMM 11 ( 5 ) 

8- (2-^f/l/7s-;U) -2-^^/1^-3- ( 2 - * f-/V— 4 - * V *r 
i/y^=.)V) -6, 7-^tKo-5H-^n^ [d] fc^j/n [1, 
5 -a] t°y 




OCH 3 
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N 




OCH 3 



TLC : R f 0.38 (^^if^ : gj=g£:r<5vU= 3 : D ; 

NMR (300MHz, CDC1 3 ) : 5 7.34 - 7.48 (m, 4H), 7.20 (m, 1H), 6.89 (d, J = 2.7Hz, 

1H), 6.82 (dd, J = 2.7, 8.1Hz, 1H), 3.84 (s, 3H), 3.04 (m, 2H), 2.81 (m, 1H), 2.62 (m, 
5 1H), 2.27 (s, 3H), 2.20 (m, 3H), 2. 1 7 (s, 3H), 2. 1 5 (m, 2H) Q 



8 — If* h^i'#A'#=A') ^ ^-/V— ■ 2 — 3 — (2 — 

A-^Y^-yy^^jV) -6, 7-^tKo-5H-^n^^ [d] t° 
10 [1, 5 -a] t'Uv^ 

o o 



7YM\\^f- MJ^A (210mg ; 63.1%in oil) <DT b7t Ko?7^ (1 
Oml) ^n^if/v (8 8 0mg) MM.X*3 0ft 




OCH 3 
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wr#Lfc 0 Kmmmz, ^mm-^mm^^m (8 2 0m g ) mx., 

4 B#^»iim Lfc 0 SJS^»»ifeteT i^E-~ £ ^zlcM (10ml) 

5 (^f-^ : mB.^/^=8 : 1 -> 7 : 1) "eftMLT, J^T^^Wfi^^ 
-t-SUffi^fe (1.10 g) &fflt 0 

T L C : R £ 0.48 (^-=¥f-^ : H=@^^vW= 2:1) ; 

NMR(300MHz, CDC1 3 ): 5 7.15 (d, J= 8.1Hz, 1 H), 6.87 (d, J = 3.0Hz, 1 H), 6.80 
(dd, J = 8.1, 3.0Hz, 1 H), 6.02 (s, 1 H), 4.32 (m, 4 H), 3.82 (s, 3 H), 2.96 (t, J = 7.8Hz, 
10 2 H), 2.91 (t, J = 7.8Hz, 2 H)> 2.32 (s, 3 H), 2.21 - 2.09 (m, 2 H), 2.17 (s, 3 H), 1.32 
(t, J = 7.2Hz, 6 H) 0 

m mm 12 ( 1 ) — 1 2 ( 4 ) 
15 uT(Dit^m^ntc 0 
Hi 12(1) 

8- (l-^f/^r^y-i, 3 -v^^y- 2 -zf^M -z-tt/v 

-3- (2-^^/1^-4-^ b=3r->y^^/k) -6, 7-^tFP~5H- 
20 S^n^i^ [d] fc^y'n [1, 5- a] fUS^y 
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O O 




OCH 3 



TLC : R f 0.55 (gj=gfe;c^vv) ; 

N M R (3 00MHz, CDC1 3 ) : 5 7.14 (d, J = 8.1Hz, 1H), 6.87 (d, J= 1.8Hz, 1H), 6.83 - 
6.74 (m, 1H), 6.29 (s, 1H), 3.83 (s, 3H), 3.05 (s, 3H), 3.05 - 2.60 (m, 6H), 2.41 (s, 
5 3H), 2.30 (s, 3H), 2. 16 (brs, 6H) D 



mi i 2 (2) 



10 



8- (2, 3 —^-y^lV) -2-^^-/1—3- 

-4-^ Y^r-yy^=-;V) -6, 7 - v>fc Kn - 5 H—f? u^O? [d] 

t°7^n [1, 5 -a] TfU5^ 



JUL 




OCH 3 



T L C : R f 0.34 : I^^^W= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 16.93 (s, 1H), 7.19 (d, J = 8.4Hz, 1H), 6.89 (d, J = 

3.0Hz, 1H), 6.83 (dd, J = 8.4, 3.0Hz, 1H), 3.84 (s, 3H), 3.04 (t, J = 7.2Hz, 2H), 2.81 
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(t, J = 7.2Hz, 2H), 2.33 (s, 3H), 2.20 (quint, J = 7 2Hz, 2H), 2.18 (s, 3H), 1.95 (s, 

6H)„ 

HWJl 2 (3) 
5 8 - tr* h =^ v'^/VzJwt') ^ ^vV— 2 - ^ ^vU— 3- 

4-^ y3f-*/7au~7V) -6, 7-^tKo-5H-^P^ [d] fc° 
r/P [1, 5 -a] t°]J 

o o 




OCH 3 



TLC : Rf 0.18 (^=¥1^ : f^St^f-/U= 3 : 1) ; 
10 NMR (300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 6.02 (s, 1H), 4.40 - 4.20 (m, 4H), 3.84 (s, 3H), 2.98 (t, J = 
7.5Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.35 (s, 3H), 2.17 (quint, J = 7.5Hz, 2H), 1.31 (t, 
J = 7.2Hz, 6H) 0 

15 MMMl 2 (4) 

8— tr* V^^%;Vi$~;V) *=F;V— Z—tf-jV- 3 - (2-^nn- 
4-p< f^^7s=/I/) -5, Kp-7p [3, 4 — d] t°7^P 

[1, 5 -a] fcf U 



355 



WO 02/053565 



PCT/JPO 1/1 1581 



.XX 




OCH- 



TLC : R f 0.28 : 



^/U=3 : 1) ; 



NMR(300MHz, CDC1 3 ) : 5 7.28 (d, J= 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.91 
(dd, J = 8.4, 2.4Hz, 1H), 6.12 (s, 1H), 5.11 (s, 2H), 4.95 (s, 2H), 4.41 - 4.20 (m, 4H), 
5 3.84 (s, 3H), 2.39 (s, 3H), 1.33 (t, J = 7.2Hz, 6H ) D 



10 



Ml 3 



8 



(1, 3-t Fn d r^-2-7°Pt» -2-^^v^-3- (2-^^ 



;V- y^i/y -6, 7-^tKn-5H-^o^^ [d] 

[1, 5- a] \?V^i?>- 




OCH 3 



r^^v#is^Ts mmmi 2x*m&^it&% (3 5 5m g ) ©jft*^ 

jx^vi^c— rv^ (7ml) t&jftl^ -7 8°CT?lM^y^n tVl/T/l/5 = 
DAtK!) K (3.94ml ^lTLfc D 0°C^#?^ 
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U 4.5 H#PbW# Lfc 0 fcj&mm^?*- ? y —)V (3ml) 



10 



IU JKT©*ttlft*%i-5«Sli^*b (2 6 0mg) £#fc 0 

T L C : R f 0.50 a n /JvU-A : ^ ^ / — /V= 9:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.13 (brd, J= 8.7Hz, 1H), 6.87 (s, 1H), 6.80 (brd, J = 

8.7Hz, 1H), 4.97 (m, 1H), 4.90 (m, 1H), 4.24 (m, 2H), 4.13 (m, 2H), 3.83 (s, 3H), 

3.59 (m, 1H), 2.98 (brt, J = 7.2Hz, 4H), 2.31 (s, 3H), 2.28-2.00 (m, 5H) 0 



U 1 4 



8- (1, 3--Jy h^-y- \f;V) 



y^;v— 3 - (2 - ^^ 



;V— A—y h^-is? ^=-/V) -6, 7— Kn-5H-^n^ [d] 
f^y'n [1, 5-a] fU?^ 




15 



OCH 3 



TK^jh^hy^^ (26.0m g ; 6 0 %in oil) ©DMFfi^ 0 o C"e» 
III 3Tr0JitL7tft^ (1 2 0mg) ©DMF (2ml) iS^fiTLt 
roii^fe^a^b^^ (81.0m 1) lB#F^»Lfc D KJ£« 



20 /^-CtttiiLfc 
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"CttJfelfc, ^<^i?^ (5ml) M^-r^b^bfCo aa£*i/U*^V* 
7i^^nvf^77^- (^^^ : g^^o:^/l/= 3 : 1) TlfMLT^ 

T<04M4*t&^SlR]Hfc£# (58.7m g) £r?#fc 0 
T L C : R f 0.80 (g^oi^) ; 

5 NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.4Hz, 1BQ, 6.86 (d, J - 2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 4.28 - 4.16 (m, 1H), 4.14 - 4.06 (m, 2H), 3.96 - 3.86 (m, 
2H), 3.83 (s, 3H), 3.35 (s, 6H), 3.06 (t, J = 7.5Hz, 2H), 2 .94 (t, J = 75Hz, 2H), 2.31 
(s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H) 0 

io mmm 1 5 

8- (N, ^ — p^'f-jV^jV/^^jV^=f-/V) —2—^=^-/^—3- (2-^ 

t°^y~n [i, 5 -a] t°y ^v>>- 



15 g&ffiftl 1 2 "Ci43t Lfc-ffrgrtb (4 10mg) (D*5>J— JV (1ml) 

IC N 2 4°Ce v 5 ^ 5/ ( 4 9 1 m g ) ©50 9 0 °C 



o 




OCH 3 
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5:D -vmm^x, &t <Dmmfe*&~f zmmik&m (102.7m g ) 

TLC:Rf 0.55 (^^ri^ : @M^^V^= 1 : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.4Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80 
(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.27 (d, J = 1.2Hz, 1H), 3.04 - 2.94 (m, 5H), 
5 2.72 (s, 3H), 2.36 (s, 3H), 2.24 - 2.10 (m, 8H) 0 




10 7^^ti~ h y f A (2.6 g ; 62.6% in oil) ^vV/tWAT 5 K (80m 

1) SI^SJS^s 0°Ct2-^DP-4-t Kn^yXT^ft F (10.0 
g) O'^fA'^A'AT? K (50ml) M^l 5^(ttfTU 30 
^P B 1»brt 0 ra^fes 0°CT*3^ftl^^ (4.2ml) %10»t 
MTU 10#PM#L-fc o ®&^£7M-&#\ ^-y-v/^^/V (1 : 

is i) ^ttmufco ^ae^7kfcj:t>wi3^7X^»L N ^xw^^v^ 

^T«, mmVX, KT©tltttt^ft51if^!| (10.7 g) &#fc 0 
T L C : R f 0.61 (^^1^ : g^^fvk= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 10.33 (d, J = 0.6Hz, 1H), 7.90 (d, J = 9.0Hz, 1H), 6.94 
(d, J = 2.4Hz, 1H), 6.89 (ddd, J = 9.0, 2.4, 0.6Hz, 1H), 3.89 (s, 3H) 0 

20 

9 

1- (2, 2 -^J-fn^aL^r-zv) -2-^nn-4-^ h^^^ifV 
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Br 




OCH 3 



###1 8 x»m& Lt^t^ (5.0 g) (omc^^^^y (i40mi) mmz-s 
m%\wm (10.7 g ) *mTs MJ7x=/^7^y d6.9 g ) & 

5 fc 0 fcJ&m&m(D^ (5 0 0ml) i^U (3 0 g) 

^&#\ ^>i®Lfc„ %>fjV%^-V-y/mWL^*}-;\' (10 : 1) T$JH£ 

vb^77^- (^^ffy : ftS^f /i/= 1 0 : 1) f»SUT, ^XT<D^ 

mmtt-t zmmtehto (6.6 g ) &#fc„ 

10 T L C : R f 0.82 (^=¥1^ : g^gfeai^-/^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.62 (d, J = 9.0Hz, 1H), 7.51 (s, 1H), 6.94 (d, J = 
2.1Hz, 1H), 6.83 (dd, J = 9.0, 2.1Hz, 1H), 3.81 (s, 3H) 0 

##M l o 

15 1- {\--fxx\f=-)V) -2— ?vv-5-? h^v^i/if >- 

\ CI 



^#^9tHiLfcft^* (1.98 g) <7)t" h7t (20ml) ^ 

-7 8TCT? 1.57MOn-^/HJ5 : -!7A^^rf->"« (8.2ml) Sr^P 
x.s 3 0 #Rgj£# U 0 °CT? 1 B#R88£# Lfc 0 BJ&tm&WXf- 1 8 °C\a% 
20 ScPU 3l7flS^^ (0.46ml) 0 W 1 B#HM# Lfc„ SJt£»c£ 
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flMft-^fe (0.89 g) ^#fc 0 

T L C : R f 0.69 (^^rf"^ : g^^/t^ 5:1) ; 
5 NMR(300MHz, CDC1 3 ) : 8 7.34 (d, J = 8.7Hz, 1H), 6.91 (d, J = 2.7Hz, 1H), 6.73 
(d, J = 8.7Hz, 2.7Hz, 1H), 3.79 (s, 3H), 2.10 (s, 3H) D 

1 1 

(hi) t'T-A^V/l') T 5: /- 2 —i/T/ — 3-*<f-/U-4- (2 

CN 



3 O^WiPSIRftiftbfc^b^y^ (8 3 2 g) fc % 7/^>ttT> 

^fy^W/i'^!>At kjj K (i3.8mi) &£i&Wo< >9^%.> 1 5# 

HSHf#Lfc 0 ##$J 1 0 T?$43g Lfc<ffc£* (11.6 g) 

15 ©MM 5vk V y /Vv-T^ K (46ml) ?§$!5r 2 5 &frftTUR*.1t 0 

^«wu 1 3 o o cT2H#p B i^«#ufc 0 m& 

mw^m^x^mu tft^fvytfULfco ^i^^^w? 

A^p^^77^- (^fy : 1 0 : 1) ^Lt, 

T©^ttjif^-rSfIS{b^ (9.5 g) , &&Tm\&jm>h LT 2 - ^ (h 
20 IM^vW^yAO 7^;-5-i/7;-3-^f/l'-4- (2-^dp-4 

-M b^fy^^-zu) t"n-^ (5. 2g) £#fc c 
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T L C : R f 0.34 (^f-^ : ffi$t^?-;V= 10:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.76 (brs, 1H), 7.10 (d, J = 8.4Hz, 1H), 7.00 (d, J = 

2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 2.06 (s, 3H), 0.14 (s, 9H), - 
0.14 (s, 9H) 0 



1 2 

5-7 5/ -2-v'7/-3-^f/l'-4- (2 — ^ HP — 4-^ 



io #%$|i l-caBtLfc-ffr^fcj (6.27 g ) <o*#;—/u (50ml) SSSRjc^ 

1 Nfrffifr}- h y !7A7KM (15.4m 1 ) %&M.X«M?L, 1 B#PbW«M L 

it„ Rmwm^m.^x^mWi, mm-rhv z ^mmzmg , mk^/v 

libt, KT©4W4lft«r^ri-«SJB^* (4.78 g) &#fc 0 

15 TLC : R f 0.20 (-^^rf-i/ : g^@te^vl^= 3 : 1) ; 

NMR (300MHz, CDC1 3 ) : 8 8.61 (brs, 1H), 7.14 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H), 6.86 (dd, J= 8.7, 2.4Hz, 1H), 3.83 (s, 3H), 3.71 (brs, 2H), 2.04 (s, 3H)„ 

MMM l 6 

20 l-v'7/-2-^^-8-t (2-^bp-4-^ h=^r 

v-^^^/k) -6, 7 Kn— 5 H-v^ n^V^ [ d ] t ° an [ 1; 



5 



CN 




OCH 3 
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2 - a] try 5: z?y 




2-CK^Lfcf^#» (4.15 g) Sr/Bvvr, liil ^l^^iftf^Sr 

ff^5 iiiaox, ^T^i^&wi-s^stei^ (1.35 g ) &#fc 0 

5 T L C : R f 0.15 (^f-^ : I^S^^/^= 1 : 1) ; 

NMR(300MHz, DMSO-d 6 ) : 8 12.25 (brs, 1H), 7.3 1 (d, J = 7.8Hz, 1H), 7.20 (d, J = 
2.7Hz, 1H), 7.02 (dd, J = 7.8, 2.7Hz, 1H), 3.83 (s, 3H), 2.83 (m, 2H), 2.66 (m, 2H), 
2.06 (s, 3H), 2.03 (m, 2H) D 

10 mMM 1 7 

1 -5/7/- 2-^gW- 8 - (3 -^^/l/TS: /) - 3- (2-^np 
-4-/ h^^7i^) -6, 7-^tFP-5H-^P^ [d] 
t°PP [1, 2- a] t°U 




OCH 3 
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n-4-^b^7x=/l/) —6, 7-^tKP-5H-^a^ [d] 
t"np [l, 2- a] t"H^ (18 0mg) ^fflV^T, MWH 2 t Plft 

5 ©Jfcfts&fTfc 5r^aoTs OT<a*W4flte#?-3«]BflJ'S-*& (112m 
g) £#/c 0 

T L C : R f 0.36 ( b/l^i/ : g^^cc^/P= 9:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.25 (d, J = 8.4Hz, 1H), 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.4, 2.4Hz, 1H), 5.94 (d, J = 9.0Hz, 1H), 3.83 (s, 3H), 3.82 (m, 1H), 3.04 (m, 
10 2H), 2.87 (m, 2H), 2.29 (s, 3H), 2.11 (m, 2H), 1.82-1.60 (m, 4H), 1.04 (t, J = 7.5Hz, 
3H), 1.03 (t, J = 7.5Hz, 3H) 0 

SMM 17 ( 1 ) 

1 - ^7 / - 2 - ^ f /l^- 8 - t>7 ^ / - 3 - (2-^oo-4- 

15 pi h^-yy^^M -6, 7-^tKP-5H-^n^ [d] fa n 
[1, 2- a] t°y 
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T L C : R f 0.39 (^^rif V : |^rc^/ix= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.26 (d, J = 8.1Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 

5 (dd, J = 8.1, 2.4Hz, 1H), 3.84 (s, 3H), 3.35-3.13 (m, 4H), 3.00-2.80 (m, 4H), 2.32 (s, 
3H), 2.14 (m, 2H), 1.81-1.38 (m, 4H), 0.91 (t, J = 7.5Hz, 6H) D 

1 3 

5 -T 5. y - 4-->T J - 2 , 3-v^9vI/-l- ( 2 - ^ 4 - ^ 

10 *c-yy^~ )V) 



2,—*=f-JV- h^c^T—V 1/ (1 0 g) (D (1 2 0ml) 

MWKs Ti?Wi/ (6.43 g) $5&Xfp - Y/V^ly^/VT^^m. • TkfP^) (4 4 

mg) ^px. N ^#»^2B#»m«brc 0 %.jfcm&m%Mm.-£-x?%}W&, 

15 P y - h V 7V (4.6m 1 ) 12 B#fW#pf?&3g88 Utc 0 #m LfcEifom 

^Sr^r-TSSIM'ft^ (5.73 g) Sr#fe 0 

T L C : R f 0.65 (^3rlM' : fj^^^/l^ 1:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.07 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H), 6.82 
20 (dd, J = 3.0, 8.4Hz, 1H), 3.84 (s, 3H), 3.71 (brs, 2H), 2.06 (s, 3H), 1.99 (s, 3H), 1.73 
(s, 3H) 0 




OCH 3 
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mt&m 1 8 

-6, 7-^tKo-5H-^P^ [e] k°PP [2, 3-b] t° JJ 

5 




OCH 3 



##M 1 3 ~ZWk LTcfl^fe (4.0 g) (D-O^if^ (40ml) tSttl^ ^ 
^ p^>-^y > (1.46m 1 ) *5 «tt>*p - h/^V^/^^K • zRfPfe (4 0 m 

g) 4rJP^ UfcKLfcasfc 1 2 0#P H 1 W31»ft Lfco ^WfottyJ h^ilU 
10 ^ffiSrjftlBbfco T/w^^H^CTs iiS^i7krb7t Kn77^ (th 

F) (8 0ml) mm^-s 0 o C-C2MPf ^A^77°nt>7 5 K (15.7 
ml ; THFiS) SrflU*., lSlt'#IL, 5Hffii#Uc D S^M^t/ 

15 77^- (gjJgfct^/iO "x?flfft LXs KT©4M^tt&^5«JBft;-&4fc (2.85 
g) «r#fc 0 

T L C : R f 0.51 (^ u n jfr/l^A \ * 9 / 10:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 
6.80(dd, J = 3.0, 8.4Hz, 1H), 4.31 (s, 2H), 3.83 (s, 3H), 2.90 (m, 2H), 2.74 (m, 2H), 
20 2.48 (s, 3H), 2. 1 0 (m, 2H), 1 .97 (s, 3H), 1 .90 (s, 3H) Q 
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2, 3 --J^=f-;V-A -xf M/i/yf^^7 ^ J - 1 - (2-^9v^-4- 
^ har^7s^) -6, y-v'tFn-SH-^P^y^ [e] t"PP 
[2, 3-b] t°U^^ 




OCH 3 



Mti&Ml 8T^5tbfcjb^% (6 0 0mg) ©THF (6 0ml) 

o°c-e f y ^;vr ^ ^ (520^1) & zufv \?ar^wv * y k ( 1 s 

timz^-t z>MMfc&m (4 5 lag) &#fc 0 

T L C : R f 0.60 O p n tft^A \ *9 S —;V= 10:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.30 (m, 1H), 7.08 (d, J = 8.4Hz, 1H), 6.87 (d, J = 
2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 3H), 2.98 (t, J = 7.2Hz, 2H), 2.87 
15 (m, 2H) 3 2.51 (m, 2H), 2.37 (s, 3H), 2.09 (m, 2H), 2.02 (s, 3H), 1.88 (s, 3H), 1.33 (m, 
3H) 0 

MM 2 0 

2, 3-v 5 ^^-4-^°P tWT^/-l- (2-^3VV— 4-^ h^V 
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^tKn-5H-^n^ [ e ] t°on [2, 3 



HN 




CH 3 



OCH 3 



I^WJl 9TK^Ufcfb#^ (451mg) ©THF (5.0ml) 
5 2M*7y^^f;^^7^M (4.8ml : THFjUS) ttx., 5 NFK 

# ^ A ^ n h 9 7 -f — (^d^f-^ : 0^jzf-/u= 1 : 1) Ttl Lt> 
10 ^T<^t£fit£^- 3*1^1^ (2 6 8mg) <H#fc 0 
T L C : R f 0.47 (^^rf"^ : gfl^x^vi^= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.09 (d, J = 8.7Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.80 
(dd, J = 2.7, 8.7Hz, 1H), 3.83 (s, 3H), 3.43 (m, 2H), 3.05 (m, 2H), 2.84 (m, 2H), 2.48 
(s, 3H), 2.04 (m, 2H), 1.97 (s, 3H), 1.90 (s, 3H), 1.65 (m, 2H), 1.02 (t, J = 7.5Hz, 3H) C 

15 

MIMffl 2 1 

2, 3-v^9vl— 4- (N-^^/l/^^^/U-N-^n tVl^T ^ 7) - 
1- (2-y ^;l/-4-y h^r^^ai^^) -6, 7 — -^t Kb - 5 H — is 
s/us<^$ [ e ] fc'PP [2, 3-b] WW 



WO 02/053565 

37^;^) -6, 7- 

-b] trj;^ 
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^MM 2 0 X*!$£& Lfcffc-cN^ (2 3 4mg) (Dm.it * T ^ 1/ (3.0ml) W- 
n tf^Sfe* py F (13 4^1) ^JP^ 1 RfTO#Lfc 0 glSS^II: 

J^T^««5rW-r5ITOb^# (2 4 2 g) £f#fc 0 
T L C : R f 0.57 O^lf^ : ffi^^^/U= 1:1) ; 
10 NMR(300MHz, CDC1 3 ) : 5 7.11 (m, 1H), 6.90 (d, J = 2.4Hz, 1H), 6.85 (dd, J = 2.4, 
8.4Hz, 1H), 3.92 (m, 1H), 3.86 (s, 3H), 3.42 (m, 1H), 3.01 (t, J = 7.8Hz, 2H), 2.87 (m, 
2H), 2.20 (s, 3H), 1.94-2.20 (m, 4H), 2.05 (s, 3H), 1.92 and 1.90 (s, total 3H), 1.63 
(m, 2H), 0.99-1.10 (m, 3H), 0.85-0.94 (m, 3H) D 



15 HMJ 2 2 

2, 3 - hVt-T 5 7 - 1 - (2-^^/1^-4-^ b^f- 

V7i^) -6, Ka-5H-^n^y^ [e] t°on [2, 

3-b] t°y^^ 
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OCH 3 



mmm 2 1 -vmt vtcik&m (2 4 2m g ) &m^x s mmm2 0 tmu 
©»tr^i:iaoT, uT(Dm\km*:^-rz>mMik&m a 8 2m g ) 

5 TLC : R f 0.45 i^^fls : g^ai^vl^ 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7. 10 (d, J = 8.4Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.81 
(dd, J = 8.4, 2.7Hz, 1H), 3.84 (s, 3H), 3.17 (m, 4H), 2.95 (t, J = 7.5Hz, 2H), 2.88 (t, J 
= 7.5Hz, 2H), 2.44 (s, 3H), 2.05 (m, 2H), 2.01 (s, 3H), 1.92 (s, 3H), 1.52 (m, 4H), 
0.85 (t, J=7.2Hz, 6H)„ 

0 

MmM 22 ( i ) 

2, 3 -v^^/l/-4- (N-xf^-N—iyf/vr^y) -1- (2- 

bdr^7x^/P) -6, 7-^tKP-5H-^P^ 
[e] [2, 3-b] t°y^;/ 
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OCH 3 



-^MMM 2 0 -+mMM 2 1 -*MMM 22 t WM6!i<oVkft&ff jritio^ 

5 T L C : R f 0.41 (^^f"^ : IM^^^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : S 7.10 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz 3 1H), 6.81 
(dd, J = 8.4, 2.7Hz, 1H), 3.84 (s, 3H), 3.27 (q, J = 6.9Hz, 2H), 3.18 (m, 2H), 2.95 (t, J 
= 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.44 (s, 3H), 2.05 (m, 2H), 2.00 (s, 3H), 1.91 
(s, 3H), 1.50 (m, 2H), 1.38-1.20 (m, 4H), 1.05 (t, J = 6.9Hz, 3H), 0.86 (t, J = 6.9Hz, 
10 3H) D 



mm i 

• 8- -2-^A—3- (2-^^/1—4—^ h 

^^7i^) -6, 7-^tKn-5H-^B^ [d] f?/n 

[1, 5 -a] tfJJ 'i?^ 5.0 g 

■ tf/Uaff^^^vk-fc/Vta — ^*/^7A (ISWJ) 0.2g 
20 ■ ^f7JJ (itfU) 0.1 g 
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•Wfetik-tfrV—* 4.7 g 

mm 2 

5 -for y^/H^ftl, ft&fc:«fc»J*il5ftflfeU 17^/^2 0mg©^ 

• 8- (3 — -2-^/^-3- (2-^^/^-4-7= h 

-6, 7-i?fcKn-5H-^o^ [d] t^y'n 

[1, 5 -a] try 5 v 5 ^ 2.0g 

10 ■ -r^^. 20 g 

■ mi?7K 500m 1 
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15 



20 



Ufeit^Zf^ti-^MAArbT. CR\ NR 13 N 
10 JfH\ C = 0^fcf*C = S^^L, 

R 2 n 



i) 7j<*M^ 

ii) C 1 ~ 8 T/ls*/K 



iii) C 2~8 7/^=/K 

iv) C 2 ~ 8 T/l^^K 

vi) CF 3N 

vii) v-T / , 

viii) ^fn N 

* 

ix) N R 9 R 1 0 R 9 *3 i TJ«R 1 0 ttttlfixtfi bt, 

(i) tKSJE^ 



(ii) C 1 ~ 4 T/^^VK 
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10 



15 



20 



25 



(iii) C 3 - 1 0 (D^mh L < IHISkSIs 

(iv) 1—4 ft <D^StfW\ 1 ~ 2 flg (OW&Rmrf-jS X XI/ ip. fc It 1 — 2 



(v)C 3 — 1 0©¥iiL<tiZTO*lT\ t>b< f2l~4^<£ 



3 — 1 OM©¥it>L<tt. 



"Cg^^cC 1 — 4 T 



(x) OR 11 GK^, RH(i 

(i) zklltJfHK 

(ii) C 1~47;^;K 

(iii) C 5 - 6 (DjKMM, 

(iv) 1 ~ 2fiO^*m^- N 1 iC^SJITfc <fctV£;fcte 1 jH<»jiJjjC 

(v) C 5 — 6 (D^Sf ^ & L < fil — 2f|HC)M^^ 1 fliliDgfgtJiH^ 

J;t//^fc«lfi»SfEM^-Sr^-rs 5 £ fete 6M©»m^g 

£3xfcC 1 — 4T/^/^*^to ) ^ 

(xi) S H N 

(xii) S (0) n R 12 ii f±0, l*fcf±2^t3U R 12 te 
(i) C 1 — 4 77l"¥/l\ 



(ii) C 5 — 6 (Dm.MM. 



(iii) l~2lB<£) 



(iv) C 5 - 6 b < r± 1 - 2 |§<D»M^\ 1 {HKDltM^-fe 

itf/^fcte lflil^^M^-^-a-^-rs 5 * fzfc 6 M^^T'E 
£fcfcC 1 — 4 7/^/Hr*l?to ) ^ 
(xiiOCOR 11 , 
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(xiv) C O O R 1 1 N 

(xv) CONR 9 R lc \ 

(xvi) c 3 ~ i o <D^m% u < n~m^mMs 

(xvii) 1~4{@<Z5^*M^, 1 ~2j@(^^*^fcj;tJ ? /^fc^l~2{|i|« 

(xviii) AP^rVgf, CF 3S OCF 3x ^77, = fa, NR 9 R X \ OR 
i\ =N-OR 1 \ SH S S(0) n R 12 N COR 11 , COOR 11 , CONR 

9 r 10 , c 3~i o (ommi> b < fe-m$:$<m^ 33£.x$i~4m<ommm^ 

R 13 « 

a) Tkmm^-s 

(ii) C l~4 7/^/K 
15 (iii) C 2 ~ 4 TAstr—jV^ 

(iv) C 2~4 7/V^r^K 

(v) c 3 ~ i o o w l < n-m^mm, 

(vi) l~4f@<Z)S*M^. l~2{@<Z3^*|p:^j;t>V^fc«l~2jiac^^ 
20 (vii) C 3 ~ 1 0 ©lit b < tt— ai^UfSIt?^ * fcfi 1 ~ 4 i®<D^#M^ 

l~2jliI^^*Jg^j:t^/ / ^^ttl~2i|il©^mT-^-a^"-r5 3~l 0 




25 (iCl~4 7/^/K C i~4T/V3^^ ^P^^lS-^Sait/CF 8^fe38 
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5 (i) 1 ~5{HI<DR 14 -eB^^nTV^S^% L< nMM^(DC 1 ~8W/K 

(ii) 1 ~5#I(DR 14 -effm^^TV^5^% L< {±ftEgm^C 2~8T/K^r^ 

(iii) l~5{HI(DR 14 -egm^nxV^5^^L< f4*gm©C 2~8 7/V^= 

10 (iv) N R 4 R 5 (S^K R 4 *3j:t>'R 5 »^tb-eMA3zL-C, 

(i) tR^OIC^S 

(ii) l~5ffi©R 17 1?g^^fl-CV^^^ b< Mffm^>C 1-157 

(iii) 1 — 5«<DR 17 -T?ffm£:frTV^^t> L< ftitlOC 2-15 
15 TJVf=-}V, 

(iv) l~5|H(DR 17 Xff^^^-CV^^^ L< f±«g^:^C 2-15 

(v) 1 ~ 5 i© R 1 8 "Clft ^ V ^ 5 ^ >b l< C 3 - 1 5 CD 
20 (vi) 1 — StecDR^-egm^tLTV^^k L< 1 — 4f@CD 

s*jic^ i - 2 m^mmm^ x i>V£ fcf± 1 - 2 fic^ni^-?^ 
^r-f-s 3~i 5Acom^h u< «~^«*^^*^-r 0 ) > 

(v)OR 6 cmtps R 6 « 

(i) zkifM^ 
25 (ii) C 1 — 1 0 TA^/K 

(iii) C 2 — 1 OT/^^/K 



M-r 



376 



WO 02/053565 



PCT/JPO 1/1 1581 



(iv) C 2 — 1 OT/V^=/K 

(v) 1 ~ 5i©R 18 T Bt&^tLTl^^t L< [lift© C 3~15© 

(vi) 1 ~5iSl^R 18 ^g^ r ^tlTV^^'b L< \-±$kW.Wk(D I ~ 4W\(D 

^-fS 3-1 5l©fit L< f*-ai5£j£^SR % ^fcfi 

(vii) ^ p ^VjfH^, CF 3 , OCF 3 , ->T/, = fn, NR 9 R 1C \ O 
R*\ =N-OR ] \ SHU S(0) n R 12 , COR 11 , COOR 11 , 
CONR 9 R 10 N 1 — 5#!<DR 18 -eS^£^TV^:^% b< \±MWM<D 

io c 3~i o (Dmm^ v < n—m^:^n. $3£iPi~5mvR ia -ewWi: 

^*5j;t>V*fc{4l-2|iIo«J^-7-^-g-^-i-S 3~l 0£<£>i£gtfc 
L< tt-^^t*^^^^tft^5Sl~2|SI•T:^m^tl-CV^§C 1 - 
4 7/V^^i^f 0 ) , 

15 (vi) S 

(vii)S(0) n R 7 (SffJ, nteMmtm^mM&^frL-. R 7 « 

(i) C 1 — 8 T/^3VK 

(ii) 1 — 5f@<^R 18 ^B^:^tLTV^^t> b< fi^B^cDC 3~10© 
20 (iii) 1 — S^tDR^-^ff^tLTV^^ L< feMW^kO 1 ~ 4 HI CO 

^st?jj3w\ i ~2 m^mmm^^/^tcn 1 - 2{@«s^^-a 

(iv) 1 — 5fla<DR 18 Trg^£tLTl^^k L< (lIit©C 3 — 10 
(WSIfc b< }t~m^,^^X\ -£fclt 1-5 j|gcDR 18 Trffi^£HTl^ 
25 Sflafc L< fi4Kg^(Z) 1— 4fi^a*J!^^ 1 — 2fH<Z)^*II-^4o irj? 

/*fctel~2te<&Bfe3tJ^£-£^3 3-1 Ol©flt)L<ilZ 
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(viii) COR 6 , 

(ix) COOR\ 

(x) CONR 4 R 5 v 

5 (xi)NR 8 COR 6a (S^s R 6a ?4 

(i) 7k*JIC^\ 

(ii) C 1 ~ 1 0 77l"*7K 

(iii) C 2 ~ 1 0 T;v/r~/v s 

(iv) C 2 ~ 1 0 TA-^r—ZK 

10 (v)^n<?VHH\ CF 3 , OCF 3 , -XT A = fo, NR 9 R 1C \ O 

R n % =N-OR 1 \ Sli S(0) n R 12 , COR 11 , COOR'\ 
*5j:tJ ? CONR 9 R 10 ^fe5l^6*l~2{|i-eg^^tb-CV>5C 1~ 

(xii)NR 8 cooR s dcfi x R 6 nmmtmcM^^^, R a ft 

15 (i)7K*Jg^, 

(ii) C 1 ~ 8 T/ls^/K 

(iii) C 2~8W=/K 

(iv) C 2-8 7/^^K 

(v) l~5i@<£>R 18 ~eg^$tlTV^;^ L< f±iEgife©C 3~10© 

(vi) 1 ~5{HI<DR 18 -Cfim£;fr-C^;5^ik L< l±«m<Z) 1 ~ 4 jgO 

jets 3~i om©^^ u< \%~m&MMm, tutn 

(vii) ^VJH^, CF 3 , OCF 3 , ^7/ N ^Fp, NR 9 R 10 , O 
25 R 11 , =N-OR 1 \ SH, S(0) n R 12 , COR 11 , COOR 11 , 

CONR 9 R 10 , l~5#©R 18 ^ff|&£^TV^/^ L< f£M«^ 
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C 3~ 1 0©^itb< f4— ^5^*^. fcj;t)?l~5{|iI<DR 18 ^fim 

£ fix i>>h l < silt© i ~ 4m<D&mm^ i ~ 2 f@<^M» 

5 4 7/Vdr;V^i?t 0 ) „ 

(xiii) NR 8 CONR 4 R\ 

(xiv) 1 ~ 5f@(DR 15 -eg^:$^TV^^^ L< ttiEg^r<DC 3~ 1 5 ©)p. 

(xv) 1 ~ 5l@CDR 15 -eg^$^LTV^S^^ L< fiftSBifetf) 1 ~4f0<DS|fI^ 

R 1 1 a f± (i) 7k*J©^ (ii)Cl— 4 £fc}i (Hi) C 5 ~ 6 <£>^§ffpt 

£/fcte 1 ~ 2{g<DSiij!i>T\ 1 te<^ife*M^*5«fOV*fc(4 1 {H^HH^ 

15 R 1 4 fi (a) ^ n ?>m^ (b)CF 3> (c)OCF 3 , (d)v-T/, ( e )=hP N 
(f) N R 4 R 5 N (g)OR\ (h)=N-OR 6 s (j) S H, (k)S(0) n R\ (1) C 
OR 6 , (m)COOR\ (n)CONR 4 R 5 , (o)NR 8 COR\ (p)NR 8 CO 
OR 6 , (q)NR 8 CONR 4 R\ (r) 1 ~ 5 M<DR 1 5 X'WM^t^X^^^^ L 
<t«t©C3~l 5<75«^ L< ttZ^t^*Ht^ *fcfii(s) l~5ili|<Z? 

20 R^S^tl/TV^^ U< {4«^0 1 ~4j@CD^*Jg^ 1~2{IH<Z) 

m«M^*5J;t>V*^(4i~2f@<Z)ift^ig^^^i-5 3~i sM^Stfc 

R 1 5 fit (a) C 1 ~ 8 T/I^/K (b) C 2 ~ 8 771^ =/K (c) C 2 ~ 8 7 
= /K ((3)0 1-4 7;^^ (Cl~4) T/I/^/K (e)^ny^Sf, (f) 
25 CF 3 , (g)OCF 3N (h)VTA (k) N R 4 R 5 , (1) O R <\ (m) 

SH, (n)S(0) n R 7 , (o)COR\ (p)COOR\ (q)CONR 4 R s N (r) 
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NR 8 COR 6 , (s)NR 8 COOR 6 , (t) NR 8 C O N R 4 R 5 , (u)l~5fi© 
R 20 TB^^^TV^^^ b< ll|fj|©C 3 — 1 0(Dm^h<it—m^ 
3$M^. (v) l~5{HKDR 20 -Cgm^tbTV^^ 1 bL<Me^l~4|i|O 

MDiHS l ~ 2 teosfesff^fe it>V*fc« l ~ 2mv$iMm**^ir 

5 5 3~10i©|il)L<lilSStil, (vti^nSf^W^, CF 3 , OC 
F 3N ^fn N NR 4 R\ OR 6 , =N-OR\ SH n S(0) n R\ 

COR 6 , COOR 6 , CONR 4 R 5 , NR 8 COR 6 , NR 8 COOR<\ NR 
8 CONR 4 R 5 , l~5i@<DR 2 °-eg^£;fr-CV^^% L< l±mWM<DC 3 
~1 0(D^m^ IX f±Zim^*^, &J;t)U~5ll§<7)R 20 ^eill£^T^ 
10 5^t> b< Mgi&£> 1 ~4m(D&.mW^, 1 ~2{@(D^M^joJ;t;/* 

~ 2fn-eg^^^rv^5 c i-47/^/^^u 

R I7 ft(a)AP^V^ (b)CF 3 , (c) OCF 3 , (d)v-T/, (e)^fn, 
(f) N R 9 R 1 °, (g)OR u \ (h) = N-OR 11 , (j) S H, (k)S(0) n R 12 , 
15 (l)COR 11 , WCOOR 11 , (n)CONR 9 R 10 , (o)NR 8 COR 11 , (p) 
NR 8 COOR 11 , (q)NR 8 CONR 9 R 10 , (r) 1 ~ 5 B<DR 1 8 a T?B^$^ 
Tl>5fl>& b< C 3~1 5««t> U< fi~S^*g, *fcf* 

(s) 1 ~ 5 B <0 R 1 8 a X'tft $ fot V > 3 ^ t L < t±i&WM<D 1 ~ 4 flO lil^ 

R 18 tt(a)Cl~47/^/K (b)C2~4W=/K (c)C2~4 7/^ 
-/K (d)^n^V^. (e)CF 3 , (f)OCF 3 , (g)i/T/, (h)=fn, (j) 
SH, (k)S(0)„R 12 , (1)NR 9 R 10 , (m)OR 11 , (n)COR 11 , (o)CO 
OR 11 , (p)CONR 9 R 10 , (q)C5~6©^il, (r) 1 ~ 2 

25 1 f@©»^*5 £Xl/^\1tim(D&.W^$:^-rZ> 5 3; fcft 6 H©ft 

*fctt(s)C 5~6<DM*^^fcfil~2-i|(7)^J^^ 
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T-iS «t U/t. ft. 1 ^@<7)fliltllJf ^ Sr^i" 5 5 * fc f± 6 * ©**atTfflllft $ 
Hfc C 1 ~ 4 T/V^Vl^R^ fife C 1 ~ 4 TJV*i-;V%tt> U 

R 18t tt(a)Cl~4 7;V=3f/K (b)C 2~4 7;V^/K (c)C2~47/V 
=^~/K (d)^P^VJS^ N (e)CF„ (f)OCF 3 , (g)^T/> (h)=fp, 
5 (j)SH, (k)S(0) n R 12 , (1)NR 9 R 10 , (m) O R 1 1 \ OOCOR 11 , (o) 
COOR 11 , ffdi(p)CONR 9 R 10 ^U 

R 19 (4Cl~47;^/K ci~47;^^ /nb^>H^ cf 3 , o 

CF 3V i/Ty, ^fn, 757, NH (Cl~47/^/>) „ fi/tfiN (C 
1 ~4TA-^) 2 §r3&;bU 
10 R 3 f4(i) l~5fi<DR 16 fc,fcoTBg|$*L-a^5C 5~1 0©«t> L< 

(ii) l~5i0c75R 16 ^J:o-CB^:^^-CV^ l~4ft©^fjHJg^ 1~2|@(D 

15 R 16 f±, 

(a) C 1 ~ 8 T/J-^/K 

(b) C 2 ~ 8 T/V^r^;V s 

(c) C 2 ~ 8 T/V^r^/K 

20 (e)CF 3> 

(f) OCF 3> 

(g) v-T y , 

(j) N R 9 R 1 ° N 
25 (k) O R 1 1 N 
(1) S H, 
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(m)S(0) n R 12 (fcf£U 7s=/I/f*li|!< G ) , 
(n) C O R 1 1 „ 
(o) COOR 1 \ 
(p) CONR'R 10 , 
5 (q) N R 8 C O R 1 \ 
(r) N R 8 C O O R 1 1 s 
(s)NR 8 CONR 9 R 10 N 

(t) c 3 ~ i o <D#mh l < ^-m^mn, 

(u) l~4{|H<D»Jg^ N l~2^©^J^-?*3itJ5/^^f±l ~2jm«H 

W^P^ylf, CF 3 , OCF 3 , v'T/. NR 9 R X \ OR 11 , 

= N-OR 1 \ SH, S(0) n R 12 N COR 11 , COOR 11 , CONR'R 1 
\ NR 8 COR 1 \ NR 8 COOR 1 \ NR 8 CONR 9 R 10 , C 3 ~ 1 0 <D 

15 ^*5J:t)«/*f'^l~2f@<D^m^^^ri-S 3~l Ol©^fi L< fi 

=ai5S?8[*at^ 6>38rfHss i ~ 2 i@-effi& $ *it v^s c 1 ~ 4 tvi^^s: 

fcfcu (1) x&xTfw&mmm?, Y&xTfz&mmm?, u^cr\ 

^oR'^oR^J^fi^ R 3 filfi(D/>ayV-e*^^tL^^^-/K 
•^-CfotK uas^tTW^SSfflR-?©^ R 3 ttl~5fiOR 16 }Cj;oTe^$ 

Htv^c5~io©fitt< tt - i^iit ^ „ ) 

25 

2. x^*JK^ Y^*^T?&t>x u^ittztf^JOS^fctta 
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io 5. x N y, zasit^u^sHfjosc^ w^fffjfg^fc£fi*<Df£Hi 

6. (I) cK ^ 



15 ^$^sat^C4~6^*SRTfcS»*<otfiBBlK:|B*«)ft;'&"* N 

7. (I) tp. 5* 





8. R 1 ^ 
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(ii) 1 ~5ffi<0R 14 -eB&&*lTV>5;&* 1 ti L< ltilft©C 2~8 7/V^ 

(iii) l~5fl©R 14 "T?ilife£;h/TV^.5ri : »kL< ttitll©C2~8 7/^ 
5 A\ 

(iv) NR 4 R 5 , 

(v) OR 6 , 

(vi) 1 ~ 5|§<DR 15 -t?g^$^TV^^i^ b< BI||©C 3 — 1 5 tf^S 
10 (vii) l~5fi(DR 15 -CM^§tT,TV^^ti L< ItMWWkO 1 ~ 4 M<D&3£M 

15 

9. — «; (i) ^£ftM^W5t (i-i) 



20 ^ttl h (D7kftt%) 0 

1 0. — jR5£ (I - i ) ^ 
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5 11. ( I - i ) 4\ ^ 




10 

12. R^^NR^^'fc^ ^o(a)R 4 ^(i)7K*Jf-^-r s fc^ N R 5 ^(ii) 
1 — 5j|@<DR 17 l?ff$|£^-C^5^ L< Mft^©C 1 — 1 5 
(iii) 1 — SfHcDR^-eg^^-CV^^k L < &Mgt&<9 C 2 ~ 1 5 T/^^r 
(iv) 1 ~5i®<Z)R 17 -egi&£;iT,TV^;^& L< fi#Sg$&©C 2 — 1 5 
15 7V^3r=A\ (v) l — Ste^R^-^a^^tUTV^^t L< JiftEfi^cDC 3 — 

i - 2 3~i5 m^mm t> u < ^-gR^* 

20 (b)R 4 ^(ii) 1 ~5{HI©R 17 T?B^$^rV^S/Ji^ L< {i«ffm^C 1-1 
5T/K¥/K (Hi) 1 ~ 5 iS©R 1 7 ^g^£tLTV^ L < te«lgm^ C 2 
— 1 5T/W^~/K (iv) 1 ~5fi<Z>R 17 ^K&£;ft-CV^^t> L< iiifl 

©C2~i 5 tvi-^/k t (v-D c 3 — 6 <D^m<Dmu&<mm-^h V , 
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R 5 ^(ii) 1 ~5{i©R 17 T«$fe£;frT^5^ L< JiMff^OC 1-15 
TA"*;K (in) l~5f@OR 17 -eB^^tLTV^^ti L< t£MW&<DC 2~ 
1 5 7/^=/K (iv) l~5fB<£R 17 -T?fij&$;ft/CV^£a> 1 b U< nMW^O 
C2~l 5 7/^=/K (v) 1 ~5{II<Z>R 18 l?ffJ&£;frTV^^ L< f*ME 
5 |©C3~15©lit)l<ttZl«l, (vi) 1~5|@^R 18 -CK^^ 

R 17 *5J:tKR 18 f±l»*(D|£|i|l fcl^ C«*Sr3tt>i- 0 ) T-£> 

10 tR^p^o 

i 3 . — j&5£ ( i ) x~7Fisti%4t&m&3: ( i -a) 



1 4 . — ( I -ii) tfi % 



20 ^Sti5ai*Sc 4~ 6 ^iST'feSWtOiil 3 fcfBtttfMb-cHfe „ -t© 

&frh& tz. te^tn b ^7Xf p#» D 
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1 5 . — « ( I -ii) cp % 5t 




16. R 1 ^5n R 4 R 5_ CS) Y) x (a) R 4 ^ (i) 7K*^-e >9 s R 5 ^(ii) 

1 — 5'flS<Z>R 17 Tft 4 $:£tlTV^;5/^<b L< nMW$:<DC 1 — 1 5 7^^f/K 
10 (iii) l~5flH(^R 17 -eg^:^tLTV^^^ L< {4MBm©C 2 — 1 5 7H 

=vk (iv) l — sfi^R^-egi^^tbrv^^^ l< ttitt©c 2 — 15 

( v ) l — SjSOR^-eg^iVO^/^k L< ilteg^OC 3 — 

i 5<D«t5 l< ^fe{i(vi) i-sihior 18 -earner 

15 *fc«i~2f@«^m^^^r-r§ 3~i 5i©^ii) l< finish* 

(b)R 4 ^(ii) l~5^©R 17 ~Cfim£;frTV^^t>L< ^^Effm^C 1-1 
5 7/^/K (iii) 1~ 5j@(Z3R 17 ^tt^$tLTV^^t b< lilftOC 2 
— 1 5 7/^=/K (iv) 1 — 5ficDR 17 -^e^$tb-CV>5^% L< ftift 

20 0C2~1 5 TA'dr^/K 'Sfcfi (v-1) C 3 — 6 <D^©f£fn^|tS^£> <9 . 
R 5 #S(ii) 1 — 7 -eBi&£tlT^5^% L< MBI&(DC 1 — 15 

T/I^/K (iii) 1 ~ 5{@©R 1 7 l?fi}^§ tlTV>5^fc L< teM$fe»C 2 — 
1 5 7/^^/K (iv) 1 — 5{i©R 17 T'Bi&£tvO^/5^ L< fi&Sfilfe<7> 
C 2— 1 5 7/V^ (v) 1 — 5 teOR ls -t?B^^H-CV^^t> U < iiMM. 

25 I© C 3 ~ 1 5 ©fit L < ttZi^if, (vi) l~5H(DR 18 -e«^$ 
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i 7 . 4b^Ws 

(1) 8- (3--<yW^;) — 2— ^fvl'— 3- ( 2 — p* ?-/V— 4 — .?« 
^v^^r^/V) -6, 7-i?tKo-5H-^n^ [d] t°7^n 
[1, 5 -a] t°y 

10 (2) 8- (N-if/k-N-n-yf/V75/) - 2 — ^ b ^ ^/V- 3 
- (2 -^5vV—4-^ b^V7i-/V) -6, 7-i?tKP-5H-^ 
[d] t°y^P [1, 5 -a] fcTJJSS^ 

(3) 8- (N-7°n tf/V-N- 75/) —2—^ 

3 - (2-^/U- 4-^ h^rv-^^^yW -6, 7-i?t Ko-5 
15 H-V^n-<^^ [d] t°^yn [1, 5- a] tfij^v^ 

(4) 9- (3-^yf/l/7?;) -2-^^-/1^-3- (2 -^^7^—4-^ 
h^ri^^^/V) -5, 6, 7, 8-Tb7t Kn-t°7/o [3, 2-b] 

(5) 8- [ (2S) -1, h^^y- 2— f /V] ] 75 /- 2 
20 — ff-JV— 3— (2 — ff-A'— 4 — f^rv^^^/V) -6, 7— S^fcKP 

-5H-^P^ [d] t°yyt3 [1, 5-a] If 9 5$*^ 

(6) 8- (1, 3-i>^ h^iyyn^O- T % S - 2- t^tv- 
3- (2— ^^/V-4-^ fdrv-^^^ ;V) -6, 7 — Ko- 5 H — 
fu^ls* [d] t7 s /n [1, 5-a] fcTJJ^S^ 

25 (7) 8-tf^ (2 h^v^^/V) 757-2-^^-3- (2-7*^ 
;U- 4-^ h^isy^^M -6, 7-^tKo-5H-^P^ [d] 
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t°^J/n [l, 5 -a] t°!J^^ 

(8) 8- (3-^yf/VT$7) — 2—* l ?-A>—3 — (2, 4-^nn7 
az~;V) -6, Kn-5H-^o^y^ [d] t^^/n [1, 5 

- a] t°y 

5 (9) 8 - i^xf /VT ^/-2-^f^-3- (2-^^-/1^-4-^ 

^-/P) -6, 7-i?fcKP-5H-^P^ [d] t'^^P [1, 5 

- a] fc°y ^y, 

(10) 8- (N-^9VW-N— n — r/^WT 5 >0 -2-^9VV-3- (2, 

4- ^pp7xx/V) -6, 7-i?tKP-5H-^P^ [d] tf 
10 [1, 5-a] t'R^y, 

(11) 8 - X2 -? v. \? )V } ^- )VT % /-2-^^-/U-3- (2-^J-;V- 
4 _-^ ^^ 7l - ; v) -6, 7-i?t Ko-5H-^p^ [d] t° 

r/p [i, 5-a] t°y ^y, 

(12) 8- O-^fA'T^/) - 2-p< h^fV^^/U— 3 - (2-^^/P 
15 -4-^ f^v^a^/V) -6, 7-^tFP-5H-^P^ [d] 

fcf^yp [1, 5-a] k°!Jv^ 

(13) 8- (3-^yW5/) - 2-*TA'—3- (1, 3-^^^ 

5—^*0 -6, 7-^tKP-5H-^P^ [d] fc°yy* 
a [1, 5-a] t°U 5 5?^, 
20 (14) 8- (3-^f^7?/) -2-^^/1^-3- (3, 4-v J p«h^r^ 
y^=./V) -6, 7-^tKP-5H-^P^ [d] t^/P [1, 

5- a] k°U $ v>>, 

(15) 8- (3-<yW5;) -2-v-^o^^-3- (2-^^/y- 
4—;* y3ti/7a^~?V) -6, 7-^tKP-5H-^P^ [d] fc° 

25 [1, 5-a] tfy 5v>>\ 

(16) 8- -2-^^-/^-3- (2-^^-4-^ 
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-6, 7-^tKn-5H-^n^ [d] 
[1, 5- a] t°y $ v 5 ^ 

(17) 8- -2-^y7 f ot>-3- {1-^^)V- 
4-;* A/) -6, Kn-5H-^^a^y^ [d] fc° 

5 <?-/u [i, 5 -a] try 

(18) 8- (2-xf;k^7^/) —2—^^/1^-3- (2—^^/1^—4 
-p* f=^^7=c= /U) -6, 7-i^tFn-5H-^P^ [d] t°7 
yn [1, 5 -a] t°U 

(19) 8- (3--<yW^) - 3 - (2— 7^ 
10 /k-4 — * Y3rl/yx.~;V) -6, Ko-5H-^o^ [d] 

fc'^/n [1, 5 -a] If^^y, 

(20) 8- (3-^yf/V75 7) 3- (2, 4-^7^7 
^~JV) -6, 7-v?tK0-5H-^P^ Ed] fcT^n [1, 5 
-a] k°U 

15 (21) 8- - 2 — p« ^VV— 3 - (2, 5 -v> 7^71^7 

-6, 7-^tKn-5H-^P^ [d] t^/n Cl, 5 

- a] try 

(22) 8 — i/# u -ff-AsT 5 / — 2 — ;* 3 - (2-7* 5vU- 4 - t< h 

-6, 7-^tKP-5H-^o^y^ [d] t°7/n Cl, 
20 5 -a] fc°y v/'y, 

(23) 8- (N-if^-N-^o7^7?/) - 2-^/1 — 3- (2 
-^^-4-7! ^^^i/7xr:;^) -6, Kn-5H-^n^y 
* [d] lf7^o [1, 5-a] Ify^'^V, 

(24) 8- (^n/^-l, 3-v 5 ^-— 7V-2-^7V) 7$7-2-^f/V- 
25 3- {2-^^;V-4:-^ b^^/7i= /V) -6, 7 Kp - 5 H — V 

[d] tf^yp [1, 5-a] try*s?>\ 
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(25) 8- (3-^yW$y) -2- (2-7JJ/1/) -3- 

- 4- ^ h^ri^y ^^U) -6, 7-^tKP-5H-^P^ [d] 

t'r/n [i, 5 -a] try^v^ 

(26) 8- (3--^yf/l/7 5/) -2-7^^/^—3- (2-/^/^-4- 
5 / f^i/7i^) -6, Z-^th'B-SH-^o^ [d] t'^' 

n [1, 5 -a] t°y 

(27) 8- (2-^W^/xf;l/) T5 7-2 —*<5-?V— 3- (2-/ 
^yl/-4 -/ h^ci/?^— /V) -6,7 -v^t Kn- 5 H-v^ [d] 
t°^yn [1, 5 -a] t'Uv^ 

10 (28) 8- (N-;*5vi'-N- (2-^^^/^;^) 75/) -2- 

5H-^n^ [d] [l, 5 -a] v^y, 

(29) 8- (N — J^vV-N- (2-i?/f/>7^/xf/i^) 75/) — 2 — 
^^/U— 3— (2-^fA'-4-^Wx=;l') -6, 7-v J £ Kn — 

15 5H-^B^ [d] \fy^n [1, 5 -a] t°D 

(30) 8- {4-^-zf=3-/VT ^ J) -2-^J-/V-3- (2-/9^-4-/ 

—6, 7-i?tKo-5H-^P^ [d] tf^yp 

[i, 5 -a] try 5^y, 

(31) 8- (2-7"f/>7 5/ ) -2-/^/1^-3- ( 2 -/ f-jV— 4 -/ b 
20 ^r-yy^^?V) -6, 7-i^t Fp-5H-^o^ [d] t°y>/p [1, 

5 -a] try 

(32) 8- (N-7°n t>-N-i/^ n7°c kVMf ;l/7 5 / ) -2-/^/1^ 
-3- (2-/^/^-4-/ Y^r-yy^^jV) -6, 7-^kKn-5H- 
>/^P-<>^ [d] t°7/"P [1, 5 -a] tfy^^^ 

25 (33) 8- (3-^yf/W7 5y) -3- (2-/^^-4-/ ^v-^cr — 
/>) -6, 7-^tKo-5H-^o^ [d] t°7/o [1, 5-a] 
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c5> 



(34) 8- [ (2R) -1-7 h^v^^iX- 2 — ( >V\ T 5; 7 - 2 -7 TVV 
-3- (2 — ^"f'JV — 4 — 7 b^v'yx^/^ -6, 7-^tFn-5H- 
Ufu^s? [d] t°yya [1, 5 -a] t'Kv'y, 
5 (35) 8- [ (2S) -1-7 Y*rV?$^-2 — (;V\ T^S-2-J-?-;V 
-3- (2-7^vl-— 4 -7 -6, 7— S?fc Kt»-5H — 

v^n-O-^ [d] tr^^p Cl, 5 -a] t°y 

(36) 8 - i/^ n^yf;l/7 5 7 - 2 - ^ f ;V- 3 - (2-7 97^-4-7 I- 
^rl/y =c^.)V) -6, 7— S?fc Ko- 5H-^o^ [d] t'y^n [1, 

10 5 -a] t°!J 

(37) 8- (3-^yf^7 5/ ) -2-777^-3- (2, 4-v>7/M-n 

-6, 7-5?tKP-5H-^n^ [d] t'^/n Cl, 
5 -a] fc°y 

(38) 8- (3-^^7 5/) -2-MJ7;vtn^f;v-3 - (2-7 
15 5VV-4-7- t>=*fv-:7^ = ;V) — 6, 7-i^fc Kn-5H-^n^y^[d] 

[1, 5- a] t° y 5 v'y, 

(39) 8- (N— ■3^71'— N— (2-7 h^r^^M 7*57) -2-7971/ 
-3- (2-^f/V-4-^h^77i=/V) -6, 7-^tFn-5H- 
v-^n-O-^ [d] t°7 7'P [1, 5 -a] fc°JJ 

20 (40) 8 - ^ W ^ 7 - 2 -^f 3 - (2 — 777^-4-7 h 

^f>/7x^) -6, 7— KP-5H-^P^ [d] fc°77*P [1, 

5 -a] try f?^^ 

(41) 8- (N-/P fcVl^-N- (3— ^i^/U) T57) -2-75"vV-3 
- (2-^f^-4-^ h^r^/7i^) -6, 7-v>fc Kn-5H-^ 

25 n-<^ [d] t°7/n [1, 5 -a] t° U $ 

(42) 8- (3-^7f/>7^/) - 2-7*5*71'- 3- (4-7 b^v^^ — 
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M -6, 7-i?tKn-5H-^n^ [d] \??y*u [1, 5-a] 

try 

(43) 8- - 2 ->f y/a bT/U- 3 - (4-^ h^f 
7^~)V) -6, 7-^tKn-5H-^P^ [d] tfyy'p* [1, 

5 5-a] fcfJJ^>\ 

(44) 8 - t —"f^-jVT 5 / - 2 - * 3 - ( 2 - y 9vt— 4 - h 
y=c=-;V) -6, 7-^kKP-5H-^P^^ [d] t'y/P [1, 
5-a] t°y 5i)y 

(45) 8- (3— -3 - (2, 4, 6 - MM 9vK7 ;n xvP) 
10 -6, 7-^tFP-5H-^P^ Cd] t'7y'n [1, 5-a] tf 



(46) 8- T 5 / — 2 -y ^vV- 3 - (2-y^ 

/lx-4-y h=3r->"7^=;l/) -6, 7-i?t Kp-5H-^u^ [d] 

fc^yp [i, 5-a] trjjss?^ 

15 (47) 8- (3— ^VfvKT 5/) - 2 - y ^vU— 3 - (2, 3-vM^^— 
4-^ h^7x^/k) -6, 7-i^t Fp-5H-^p^ [d] tf 
7/P [1, 5-a] fc°U ?i^y 

(48) 8- (3-^yf/V7^/) -2-^f/V-3 - (2, 5 -S^ fvl'— 
4-^^7x^) -6, 7-^tKP-5H-^P^ [d] tf 

20 7^/P [1, 5-a] IfU 

(49) 8- (N — (2, 2, 2- MJ y/^ncx^vi/j -N-v^ P ~fv fcVV 

— 2— p*3vl'— 3 — (2 -y^vl/-4-y b3r->:7c£ = yv) 
-6, 7-^tFP-5H-^P^ [d] t'^'P [1, 5-a] fc° 

25 (50) 8- (2 , 2 , 2 - b ]J /I/) 7 5 / - 2 - > f^- 3 - ( 2 

-6, 7-^tFP-5H-^P^> 
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* [d] tfyi/u [i, 5- a] try**^ 

(51) 8- (3-^yf/l/75y) -3- (2, 6 -Vt^-lV- Y^r-y 
7^~;v) -6, 7-^KKp-5H-^p^ Cd] ¥yv*v. [l, 
5 -a] fc°U 

5 (52) 8- (3— <y*?-/VT ^ J) -3- (4, 6 - * ^/V- 2 - ^ h 
-7zc~)V) -6, 7-^tKn-5H-^n^ [d] t°yy*P [1, 
5 -a] t°y 5 

(53) 8- (3-^yf;V7?y) -2-^^-3- (2, 

4-p< h^7i-/u) -6, 7-^tKn-5H-^n^ [d] fc° 
10 [1, 5 -a] k°y v/'y 

(54) 8- -2-^^-;v-3- (2, 

4-^ As) -6, 7-^tFn-5H-^P^ [d] tf 

yVn [1, 5 -a] t°y SS?>\ 

(55) 8- 757-2-^^-3- (2 
15 -^^/U—4-^ h=¥v'^^^^) -6, 7-^tFn-5H-^nXy 

* [d] t°^i/n [1, 5- a] tfy^v^ 

(56) 8- -2-;*fvV-3- (5-^nn-l, 3 
-^tW^-e-'fA') -6, 7-^tKP-5H-^P^ 

[d] fyy'p [i, 5 -a] try^v, 

20 (57) 8- (N-^f/V-N-^y^7 5/ ) -2-^^vW-3~ (2—^ 
^V-4-^ b^y7^=^) - 6, 7-v>fc Kn-5H-^n^^[d] 
t°7 v /P [ 1 , 5 - a ] tr y 5 

(58) 8- ( 3 -^V^/I^T 5 / ) -2-*3'/l'- 3- (2-^nn-4-f 
U7/VtP^ h^7x^)-6, 7—5*1: KP-5H-^P^[d] 

25 t^^P [1, 5 -a] t°y 

(59) 8- (3-^W5;) -2-^^-3- (2-^PP-4-^ 
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y$c*y~7 -6, 7-i?tFn-5H-^n^ [d] 

[i, 5 -a] t°y v^y, 

(60) 8- (N-^^-^/V— N- (2-^ h^rS^^A-) 75/) -2-7^ 
/V--3- (2-^f;i/-4-^ h^r^7x-;k) -6, 7 — v 5 1 Kp-5H 

5 -^?X2^<>$ [d] t'yy'n [1, 5 -a] t?y^v»>\ 

(61) 8- ( 3 -^^/KT ^ / ) -2-^^-3- (2-^h^v--4, 
5-^f;k7x^;V) -6, 7-^tKn-5H-^P^^ [d] \f 

7^n [i, 5 -a] try 

(62) 8 - 7x=;U7 5 / — 3 - ( 2 — p« ^/t— 4 f^fv^ 
10 cx^/k) -6, 7-^tFP-5H-^a^ [d] t'7 N /n [1, 5 

- a] t°y ^y, 

(63) 8- (2-^f^7i^/H 7$/-2-^ f-jV— 3 - (2-^5vW- 
4-^ Y^y^^;V) -6, 7-^tKn-5H-^n^ [d] fc° 

^y'n [1, 5 -a] t°y v^y, 

15 (64) 8- 7^;-2-^f^-3 - (2-^^/V- 

4-n^7i^) -6, 7-^tKa-5H-^P^ [d] fc° 
7^o [1, 5 -a] t°y 

(65) 8- (4-^^-/^7^^/k) 7^y-2-^f^-3 - (2-^9v^~ 
4-^ h^^7cc^/lx) -6, 7-ytKP-5H-y^o^ [d] fc° 

20 ^y N » [i, 5-a] t-y^v 5 ^ 

(66) 8- (N-7x^-N-7°o^7?/) -2-^^—3- (2- 

h=3rv-^^— /I^) -6, 7-i>tKP-5H-^P^y^ 

[d] fc°^y*n [l, 5 -a] t'lj^^y, 

(67) 8- (N-^^v 5 /^— N-7n tVl/TSiy) -2-^^/1—3- (2- 
25 4— h^v-^^^/l^) —6, 7 - t Kn - 5 H — %/9 n<<y$ 

[d] t"7/n [1, 5 -a] t'n^y, 
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(68) 8- (N, N-^7U^T$y) -2-^/W-3- (2-^A—4 
h=3r->^^^/k) -6, 7-^tKo-5H-^a^ [d] 

yp [i , 5 - a] t°y >;v*y v 

(69) 8- -2-^^/k-3- (2-^^-4-v 5 
5 ^f/l^7 5/7i=/l/) -6, 7-^hKP-5H-^n^ [d] t° 

[i, 5 -a] try 

(70) 8- (1 -7a:^/l/7 , 0 tV^T ^ y) 3~ (2— J^/V 

-4 — ^ h^v^ct — /V) -6, 7-^EKn-5H-^^n^y^ [d] 

t°^^n [l, 5- a] t°U5;^^ 

10 (71) 8- (N- ( 2 - 7 ^ —/Pcc^A-) -N-^nfcVKTS: /) -2-^ 
/I^-3- (2— ^^"/k-4-^ b^r^^o:^^) -6, 7-i^tKP-5H 
-^P^>-^ [d] t°7 N /o [1, 5 -a] t°y^v^ N 

(72) 8- (N- (3 -y^^jVZfu tVk) -N-7°ot°^7 5/ ) - 2 

(2-^^/^-4-^ f^r^^rc^/H -6, 7-^kKn-5 
15 H-v-^P^i/^ [d] tf^yn [1, 5- a] fc 0 !)^^ 

(73) 8- (N— ( 4 - 7 ^ :=/K/^vU) -N-7°n tVl^T 5. / ) -2 — p*^ 
/y-3- (2 -^^/^-4-p< h^rv-^^— ^) -6, 7-^tKo-5H 
-^P^ [d] t°7y'P [1, 5 -a] tl>i?y v 

(74) 8- (1-7^^/^-2-^^) 7?/- 2-^^-3- (2-^ 
20 ^/1^-4-y h^rv^^^/P) -6, 7—5*1: KP-SH-^P^y^Cd] 

tf^)/p [1, 5 -a] t°y^i>^ 

(75) 8- (1-7^-/1^-3-^^^/1^) 7^7-2-^^-3- (2- 

^^-/y-4-7 fde^^^-zv) -6, 7-v^t Fo-5H-^y^a-<y^ 
[d] [l, 5 -a] f!J>;^y, 

25 (76) 8- (N- (A- ff-JV? ^=-jV) -N-7"p tVl^T $ 7 ) -2—^5^ 
/1/-8- (2-^f/^4-^Ry7x-/P) -6, 7-^tKP-5H 
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-z/?u^i/# [d] tf^y'n [i, 5 -a] try 

(77) 8- (N- (4 -^^vpy^-^) 7 5vy-N-7°n f/VT 5 7 ) -2 

— ^5vV-3- (2-^f/w-4-^ >^7x=;P) -6, 7-v^t Kn 
-5H-^P^[d] t°7-/p [1, 5 -a] fp^^y, 

5 (78) 8- (N— (3— pt^/^a^V) -N-7°n tf/UT 5 /) ~2-^f- 
/U-3- (2 — t^-tV— YZft/y a^~;V) -6, 5H 

-<y?u^^# [d] k°7y'n [1, 5-a] t°JJS;i^ 

(79) 8- (N- (4-* h^is? ^f/V-N-^PW^;) - 

3- (2-^^/l/-4-p« hdr-Sy^cc^;^) -6, 
10 P-5H-^n^ [d] tfyy*n [1, 5-a] t'H^y, 

(80) 8- (N- (4-^pp7x^) ^f;i/-N-7nt°;V75y) -2 
-p<^A—3- (2-^9Vk-4-7 h^^^cn/iT) -6, Fp 
-5H-^p^ [d] fy/P [1, 5-a] t'JJ^v 5 ^ 

(81) 8- (N- (2-^/1^:7^x^17) -N-T^n fcVKT^ 7) -2-7^- 
15 7u— 3- {2- A- ^ Y^iyy ^-^/V) -6, 7-7tKP-5H 

-S^p^;y^ [d] fcf^i/n [l, 5-a] t-y^v^ 

(82) 8- (3-^7W^y) - 2 - .?< fvW- 3 - 

-4-^f;Hf!)v 5 y-5—f^) -6, 7-7tKP-5H-^P^ 
* [d] t°7y*Pi [1, 5-a] tfJJ^v^ 
20 (83) 8- ( (2 S) - 1 b^v-- 3 -7x^;V- 2-7°n tW) 75/ 

— 2 — fJ-tV— 3- (2 — ^^vy-4 — .7 f^v'T'cxxvI/) -6, 7— v>t 
KP-5H-^P^7^ [d] k°7/P [1, 5-a] t" U 

(84) 8- (N— U-T^Tu^^T^cx/lT) ^f;l/-N-7Pt>7 5/ ) 
-2-7^-/1^-3- (Z-tJ-ZV-A — tY^yy^—^) -6, 7-v^t 

25 Kp-5H-^p^ [d] \fy^/n [1, 5-a] t'U 5^7, 

(85) 8- (N, N-^/f;k7?/) 3 - ( 2 - 7 fvl'— 4 
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— * Y*ri/y -6, 7-i^fcKn-5H-^n^ [d] \fy 

Vu [1, 5 -a] t°3J ^ 

(86) 8- (N-^f^-N-y'W?/) -2-^^/l/-3- (2-y^ 
/V _ 4 _^ -6, 7-^tKP-5H-^P^ [d] 

5 \?yy*X2 [l, 5 -a] t?9 5i^ 

(87) 8- (N- (4 -7*^/^:7 ^ ^f/V-N-^W^/) — 2 — 
y^v^-3- (2 —ff-As— 4 — .y h^^X^ai^/U) -6, 7-^tFn- 
5H-^n^ [d] [l, 5 -a] fc°JJ3:i?>\ 

(88) 8- (N- (4 — y "f'A/y =c- z^jV) ^f-A'-N— (2-y b 3f S/O^Vl") 
10 T$7) - 2-^^/U- 3 - ( 2 - * ^VU- 4 - Y^^y^—jV) -6, 

7-^tKP-5H-^P^ [d] t°7/P [1, 5- a] fcT ]) 5 v 5 

(89) 8- (N-v-^ P^P tT^-N- (4-/^/K7;c~ AO 

-2 — y^/l—3- (2-y ^VV-4-y> -6, 7— 

15 Kp-5H-^p^ [d] t°7yn [1, 5-a] tfU^^y, 

(90) 8- (N — i/?x27°u tVi-y ^A— N- (4 — y f-fls-y zc=. ;v) y ^A 
T 5. J) -2-y^vV-3- (2-y^vW-4-y Y^-yy^-)V) -6, 
7-^tKn-5H-^P^ [d] t°7y~P [1, 5-a] fc° U 5 v 5 

20 (91) 8- (N, N-v^PfcVl-T^ /) -2-^^-3- 

4-^ f^rV7s=;V) -6, 7-v^t Kp-5H-^p^ [d] fcf 
7^P [1, 5-a] M°V v^, 

(92) 8- (N— (4-^^/^^^—^) y^vP-N- (2-^-/1^) 75 

y) - 2 -y ^-a- 3 - (2—y^;u- h^-yy^^/u) -6, i- 

25 v't Kc-5H-y^P^ [d] t°7y'P [1, 5-a] fD^yy, 

(93) 8- (N-~7°P fcfA—N- (2 -y^— /l^) 7 5/ ) - 2 - y ^;V- 3 
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[d] t°7/Q [1, 5-a] t'D >v?y, 

(94) 8- -2-^^/1^-3- {2. - *J-)V- A- * F 
^r^7^=7k) -6, 7-^tFo-5H-^n^ [d] VyVu [1, 

5 5-a] try 3;^. 

(95) 8- (N-i^^n^>-^/k-N- (4-^^^^^— ^) 
-2-^g=-/^-3- (2 -t^/V- 4-* Y^r-yy ^~/V) -6, 7— 
Fp-5H-^p^ [d] t7y'n [1, 5-a] h°]J >v?^ 

(96) 8- (N-i^ n^n Wf^-N- ( 4 f-Mf-jk? x^ — ;v) ^ 
10 W?;) - 2 - ^ f-jV- 3 - (2-^^-/1^-4 h ^ i/;7^~/k) - 

6, 7-^/tFB-5H-^P^ [d] t°7y'n [1, 5-a] tr U 

V V N 

(97) 8— (N- (4-7/^P7j^) ^f/I^-N-'/at>7 5 / ) - 

15 o-5H-^n^ [d] t^y^n [1, 5-a] tlv^, 

(98) 8- (N-^n^-N- (4 )V) ^f;VT5/) 
- 2 - J-JV— 3 - (2-^^Vk-4-;* h^v^o^/k) -6, 7— S?fc 
FB-5H-^P^ [d] t°y)/D [1, 5-a] tfJJSS^ 

(99) 8- (N-^TVV-N- (4-^f^7x^;l/) ^f^T5/) -2- 
20 ^^/k-3- (2-^^/1^-4-^ h^ri/7x=/I/) -6, 7-^tFo- 

5H-^n^ [d] k s 7/P [1, 5-a] fc'U^v 5 ^ 

(100) 8- (N-7°PtVP-N- (4 - h ] J 7;v$-u j-^/vy 

)VT 5 J ) -2— fT-As— 3— (2— ^^^-4—^ f> ^v^cc:^) -6, 
7-^tFP-5H-^B^ [d] ty/P [1, 5-a] fU^v 5 
25 >\ 

(101) 8- (N-7°a tVi^-N- (fF7t Kn77y-2-^/k) ff-;v 



399 



WO 02/053565 



PCT/JPO 1/1 1581 



T^J) - 2 - y 3 - (2-^^-4-^ h^7i^) -6, 

7-i?tFP-5H-^n^ [d] fc^/n [1, 5- a] tf JJ $ v> 

(102) 8- (N — r/^vU-N- (2-/ b^v^^/W) r^/) -2-/5=- 
5 /U— 3 — (2-^f/l'-4-^^7x=/l') —6, 7-^tKP-5H 

-v^p^V^ [d] [1, 5 -a] t°D^i»\ 

(103) 8- (N - 7°P t°;k - N - ^7 n 7° n t°^7 5 / ) -2-^f^-3 
- (2-^f;V-4-^^7s=/P) -6, Kn-5H-^ 
P^V^ [d] fc°^P [1, 5-a] fcTU5i?^ 

10 (104) 8- (N-v^if n^/I^y^/I^-N- (2— y f^^n^/t^) 75/) 
-2-7^/^-3- (2-^fA'-4-^f^7s^) -6, 7— 5? I: 
Ko-5H-^o^ [d] [1, 5-a] fc°JJ ^ 

(105) 8- ( 4 — -^/^VKr 3: /) - 2 - / ^-A— 3 - (2-7O0-4- 
y Y^-^y ^.=-;v) -6, 7-^tKa-5H-v^^n^ [d] k°7y* 

15 p [1, 5-a] t°y 

(106) 8- (N-^n7"aWf/KN- ( 2 — P /U) T$y) - 
2-y^/^-3- (2 -y ^-/k-4-y h^rv-^^^/^) -6, 7-v*t F 
a-5H-^n^ [d] fc^/p [1, 5-a] lfHv 5 ^ 

(107) 8- (N- (2 -y Jsarv^^vk) -N- 757) 
20 -2-y^vi— 3- (2— y^/U— 4 — y h^v'T 7 ^ — -6, 7— 

Fp-5H-v^p^^ [d] t°7yn [1, 5-a] t°y ^v 5 ^ 

(108) 8- (2 -7*f P/V7 5 y) -2-y^-3- (2-y^-4- 

^ t>^^>7x^) -6, 7-^tKn-5H-^n^ [d] \fy^/ 
P [1, 5-a] t°y 
25 (109) 8 - (N - y ^ a 7u tVv/ f N - ( 4 - y ^vK7 ^ :=./u) 

ziyr^y) - 2 - y 3 - (2-y^/v-4-y h^-yy^^^) -6, 
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7-^tKn-5H-^n^ [d] [1, 5- a] f!Jv^ 

(110) 8- (N-^P if/U-N— ( 4 - b !) P ^ f /l^t ^7 x -/k) 
* f- !VT % J ') - 2-?*f-/l'- 3- (2 4—t y^-S? ax~;V) 

5 -6, 7-^tKP-5H-^n^ [d] [1, 5- a] t° 

(111) 8- (N— (2-^U^) -N-^p7p WW?;) - 
2-^^—3- (2-^nn-4-n^7i^) -6, 
n-5H-^P^ [d] \£y-Ju [1, 5- a] t"!J 

10 (112) 8- (N-7°n tV^-N- (3 -^TJ^^^/U) *=f-}VT%S) - 

(2-^7^-4 h *c*y7 a^^/V) -6, 
n-5H-v;n^ [d] t°^y'n [1, 5- a] t'Dv^y, 

(113) 8- (N-yntT/V— N— (2-^f/l/7s^) ^ 'f'fVT % J ) - 
2-^^—3- (2-;f/P-4-^ h^'>7x-/U) -6, 

15 D-5H-^n^ [d] t'y^/o [1, 5- a] fcHJ 

(114) 8- (3-<yW$;) -2-^^-3- (2-^DP-4- 
^fdr^/^^^/k) -6, 7-^tFP-5H-^P^ [d] t°7/ 
n [1, 5 -a] t°y 

(115) 8- (N-^f/I^-N-^W^/) - 2 -^^/U- 3 - (2- 
20 f^v^o^/l/) - 6, 7-^tKo-5H-^P^ 

[d] t"7yp [1, 5 -a] fc°D v77, 

(116) 8- (N-^^/V-N- (3-^^^/U) T5/) -2-;*^v>- 3 

- (2-^^-4-^ Y^-yy^^-fV) -6, 7-7t Kn-5H-^ 
w<-y& [d] [l, 5 -a] t-y^v 5 ^, 

25 (117) 8- (N-^fvl'-N- (A-^ftV) T ? /) -2-;* ^—3 

- (2-^^-/^-4-^ h^rv^s^^) -6, 7-^tKp-5H-v'^ 
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n-O-Z [d] t°7/o [1, 5- a] t°y^v^ 

(118) 8- — P^f/V-N-yn \f;VT% /) -2-^/^-3- 
(2-^^-/1^-4 — bdfv-7^=yi/) -6, 7-v*tKp-5H-^P 
'O'* [d] fyy'o [1, 5 -a] fy^v^ 
5 (119) 8- (N-^y^f/V-N- (2-v 5 /^ ^V^T^ /^/H T^y) 
-2-^^/1^—3- (2-^^-4-^ h^-yya^^/U) -6, 
Kp-5H-^p^ [d] t7 % /P [1, 5 -a] t o y^v^ 2 

(120) 8- (N-^"n N- (4 — ^/t^tf :7;c ~^) ^^75/) 
-2-^^/1^—3- (2-^PP-4-^ h^r^i^V) -6, 7— S^fc 

10 Kp-5H-^p^ [d] t'yyu [1, 5 -a] IfJJ^v^ 

(121) 8- (N-i/^ a^afcVK^/k-N- (4-7/^p7x-^) / 
f/V7 ^ / ) - 2-/?'/V- 3 - (2-^PP-4-n^7i^) - 
6, 7-^tFP-5H-^P^ [d] t'yy'P [1, 5-a] t° !) 

^ ^ ^ N 

15 (122) 8- — 2 — (3-^dd-5- 

MJ 7jV-3ru^J-/V\?y i»-2-4 ;V) -6, 7-^tKP-5H-^ 
P-<^ [d] \fyy*U [1, 5-a] t'nv 5 ^ 2 

(123) 8- (N-r/^vl'-N-^n fcTA'T ^ /) — 2- tf-jv-Z- (2- 
^^-^-4-^ -6, 7— 5?t Kn- 5 H — ^ 

20 [d] t°7^p [i, 5-a] t°y 

(124) 8- (N-v-^ uy°n hW-N- ( 4 - 7 n 7 a *=f-}VT 
5/) - 2 - y ^v^- 3 - (2-^ n n-4-y b^v'^^c=.^) -6, 7 
-ytKP-5H-^P^ [d] t 0 yy*n [1, 5-a] tTJJ5^^ 

(125) 8- (N-T'ntVV'-N- (2 ^^^/^) y^/kT$/) 
25 -2-^^/1^-3- (2-^f^-4-n^7x=^) -6, 7-v^fc 

Fp-5H-^p^ [d] t°7^/a [1, 5-a] t°y^v>;/ N 
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(126) 8- (N-^O tVl^-N- (3-7;l/to7i^) ^^757) 

h*n-5H-^P^ [d] [1, 5- a] tfp^v^ 

(127) 8 - ^;/^ n tVl'^ f ^7 ^ / - 2 - ^ f /k- 3 - (2-^ppz 
5 -4-^ h^c-y?^— ?V) -6, 7-i?t KP-5H-V^P^y^ [d] 

fy/p [1, 5- a] h'U v^y, 

(128) 8- (N-^-N-T'ntVVT^;) -2-^9^-3- (2- 
^ nt3 _ 4 _^ ^>>7x -/I,) —6, 7— v>fc Kn- 5 H-^n^i? 

[d] h°7^/D [1, 5- a] t°])5^>\ 
10 (129) 8- (N-v^ n^n \f )V^=f-)V-n~y°xi \fjVT 5 /) -2-^9=- 
)V- 3 - (2-^ph-4-^ h^rv^cc^/k) -6, 7-v ? tKn-5H 

-^a-o-^ [d] t°^^n [i, 5 -a] t°n^y, 

(130) 8- (N- (2-7^^/y) -N--7°P t°/l/T 5 /) — 

3- {2-^ uu- A- ^ ^=^;v) -6, 7 - v> t Kb - 5 H- is 

15 ^n-<V^ [d] t 0 7^D [1, 5 -a] t°y^v^ 

(131) 8- (N-y^/p-N- r$y) -2-*^ 

/P-3- (2-^PP-4-^^f^7i-/l/) -6, 7-^tKn-5H 

-v^a-o-^ [d] t°r/o [1, 5- a] fc-n^y, 

(132) 8- (N-^P^PWf/V-N- (4-7;VtP7i=/l') P< 
20 ^Vl^T^/) —2-^^-/^-3- (2— ^^7^-4 — ^ > ^v-^ ^;=vk) - 

6, 7-^kKo-5H-^P^ [d] t'r/P [1, 5-a] \fV 



(133) 8- (3 J) -2-^^-3- (3, 

t°!J v^- 2 -6, 7-^tFP-5H-^P^ [d] 

25 [i, 5-a] try 

(134) 8- (N-7*f^-N-xf/>75y) -2-^/V-3- (2-^ 
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n n-4 h*ci/7*.— M -6, 7 — i^fc Kn-5 H-i/y P^V^ [d] 

t°^yn [i, 5 -a] try$^ N 

(135) 8- (N—yy P7°n fcVu-^^/^-N- (4- h !) 7/^d^^-/v^ 

^^/I^T^y) - 2—^f-/U— 3 - (2-^^-4-^ Y^r%yy 
5 j; — /V) -6, 7-^tFn-5H-^n^ [d] ify^/n [1, 5 

-a] t-y 5^ 

(136) 8- (N-^O-^P-N- (2-^f^7^yxf;u) 75 /) - 
2— ^^1^—3- (2-^^/P— 4— ^ h^rv'^ct-^) -6, 7-5?t K 
n-5H-^P^ [d] [1, 5 -a] fc°IJ$v^ 2 

10 (137) 8- (N-^^vvV-N- (2 - ^f;>7 5 ; z^f/V) T^/) - 
2— J- =f-jV— 3 - (2-^on-4-^ /k) -6, 

n— 5H-iX^tt^>-^ [d] f^U [1, 5 -a] t°!J5^ 2 

(138) 8- (N- {2--f^-^-/V) -N-xW?/) -2-^/1^-3 

- 4-^ h ^>7x= /W) -6, 7-^tKo-5H-^ 
15 [ d ] k°^yn [1, 5 -a] fcfJJ5S*>\ 

(139) 8- (N- (2-^=71/) -N-xf/V75 7) -2-^^/1^-3 

- (2-^np-4-n^7i^) -6, 7-^tKn-5H-^ 
p^<^ [d] t°7y'n [1, 5 -a] v^7, 

(140) 8- (N, N-v'/ntVl'T?/) -2-^^/1^-3- (2-^pp 
20 -4-^f^y7x=/V) -6, 7-^kKo-5H-^B^ [d] 

k'7^P [1, 5 -a] t°y 5v^y, 

(141) 8- (N-^P t>-N- (4-^7;7x^) - 
2-^5^-3- (2-^^/1^-4-^ Y^yy =c^;\s) -6, 7-v^tF 
p-5H-^p^ [d] t 0 7^o [1, 5-a] t°]J3;^^ 

25 (142) 8- (N-7*P^-N- (3 —y/Vfru 7 au~)V) ^^)VT^J) 
-2— tf-jV—Z— (2-^PP-4-^ hdrt/7i-/P) -6, 7 — 
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10 



Kn-5H-^P^ [d] \fyy*n [1, 5 -a] t°]J5^^ 
(143) 8 -v^P \?)VT% J- 3- (2, 5-^QD7x = 

;V) -6, 7-v^tFn-5H-^a^ [d] \fyy f n [i, 5- a] 
fc°!) ^ v 5 ^ 

5 (144) 8 -v^ntVl/T^/- 2-^/^-3- (2, 4-^od7x^ 
/>) -6, 7-^tFn-5H-^n^ [d] [1, 5-a] 

(145) 8-^^13 t°/l^T5 7-2-^^^—3- (4-^f/V7x=;U) - 
6, Kn-5H-^n^y^ [d] \£=7V*n [1, 5-a] t° y 



(146) 8-^7°n t°/I^T5/-2-^^/V-3- ( 3 ^vl^^^/l/) - 
6, Kp-5H-^d^ [d] fc°7j/u [1, 5-a] fc° JJ 



(147) 8-^7°n tVl^T§ 3- (2-^^U-7^^^) - 
15 6, 7-^tKn-5H-i/^n^ [d] fc°^i/p [1, 5-a] fc° JJ 



(148) 8- (N-^ntV^-N- (^^y [d] 1, 3-^7 7^-5 

-^/^) ^w?/) - 2 - y ^vv- 3 - (2-/=f/u-4-/ v^-yy 

a^^/V) -6, 7-v ; tFP-5H-^o^ [d] t^/n [1, 5 
20 -a] t°y 

(149) 8- (N-7°at>-N- H^^/ [d] 1, 3-^77^-5 
— JM ^f/^7^7) - 2 - ^ 3 - (2-i? ac-4 — * y^-y7 
au=.)V) -6, 7-i>tFn-5H-^n^y7 [d] \fyV*n [1, 5 

-a] t°y 

25 (150) 8 - (3 -^^5^/VT^y) -2-/^/W- 3- (2-^/^:7^ = 
/k) -6, 7-^tKP-5H-v / 7P^^ [d] t°7>^P [1, 5-a] 
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try 

(i5i) 8- -2-^^-3- (3— ^/l^a^ 

/V) -6, 7-^tFP-5H-^P^ [d] fc^j/n [1, 5-a] 

t° y ? 

5 (152) 8- (3 ) -2-^^-3- (4 ^A-^cc- 

71-) -6, 7-^tFn-5H-^P^ [d] fy^P [1, 5-a] 

(153) 8- (3-^W5/) -2-^^-3- (2-^^^- 
fdp-^7a:->i/) -6, 7~i?t Kp-5H-^P^ [d] fc° 

10 [1, 5-a] t°H^y s 

(154) 8- (N-^^-v 5 /!^- N-^^ n^P tVl-^^/l-T^ /) 

A- ^ Y5-%/7^~jV) -6, 7-^tKP-5H 
-?yS; n s<ls$ [ d ] fc°^y* n [1, 5-a] fc° JJ : 

(155) 8- (N-^y^;i/-N-^ p/p t°/Mf /I'T ^ / ) — 

15 /V-3- (2-^PP-4-n^>7x^) -6, 7-v ! fcFP-5H 

-^p^ [d] t'7/p [i, 5-a] try 

(156) 8- (N-:/^Vk-N- (2-y^^yH 75/) -2-^^/U-3 
- (2-;f/k-4-^ h^7x^;l/) -6, 7 — v>t Kp - 5 H- 
v-<Z/$ [d] fc°yy*n [l, 5-a] t'D5^ 

20 (157) 8 - - 2 - ^ ^-/V- 3 - (2-^^vV-4- 

7;^Q7x=/l/) -6, 7-v^fc Kp-5H-^^p^ [d] fc°y^ 
T3 [1, 5-a] t°y $ v>>, 

(158) 8- -2-^^-3- (2, 5 -v 5 ^ a n 

-6, 7-^tFP-5H-^P^ [d] [l, 

25 5-a] t°y v^y, 

(159) 8- -2-^^-3- (2, 
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iyy^^/U) -6, 7-i?tKn-5H-i/^nXy^ [d] fc°r/n [l, 
5- a] 5v>>\ 

(160) 8- (3-^yf-/v7^y) -2-^9^/1^-3- (2-y;vjrn- 4 

-^f/k7i-^) -6, 7-i>tKo-5H-^n^y^ [d] 
5 n [1, 5 — a] try v^, 

(161) 8- (N-y^/V— N- (2-y^=-/V) 7^7) -2-^^/V-3 
- (2-^on-4-^f^7i^) -6, 7-^tKn-5H-^ 
p^^^ [d] tf^^n [1, 5 -a] t°y^v>>\ 

(162) 8- (3 —ff-jV— 2--? s f-;V7 3; 7) -2-^9^-3- (2-^ 
10 ^vl/-4-^ h^rv^^c^/u) — 6, 7-v>t Kn - 5 H- i/^ n^lsjr [ d ] 

\f^Vxi [1, 5 -a] fy^v 5 ^ 

(163) 8— ( 1 - v'^ n^^;/;l/xf ;l/7 ^ /) -2-^^V^-3- (2 — 
^^-^-4-^ Y^r-yy^=.;v) -Q, 7 - S?fc Kn - 5 H- w<l/? 

[d] t°7y'n [1, 5-a] t'Uv^ 
15 (164) 8— (2-^yf/l/7?y) -2—^^/U-3- ( 2 - ^ 4 — 

^ f^f^7x^) -6, 7-^tKn-5H-^o^ [d] t°^y* 

d [l, 5-a.] try ^i^y x 

(165) 8- (2-^7 1 f^7^y) -2-^^/1/- 3- (2-^5V^-4 — 
^ f^->7x= /P) -6, 7-^kKn-5H-^a^ [d] t°y^ 

20 O [1, 5-a] t°y 

(166) 8- (1 2 fcWT^ /) -2— ;*^7k-3- (2 
-^^vV-4-^ f^ri/^cn^^) -6, 7-^tKn-5H-^n^y 
* [d] t°7y~n [1, 5-a] t'llv^y 

(167) 8- (2-t^f/V7$7) -2-^^/1^—3- (2-^/^-4- 
25 7< Ki/7i^) -6, 7-^tKP-5H-^P^ [d] 

n [1, 5-a] t°y^ 
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(168) 8- (1, 2, 3, 4— rhyt Knf7^Vy-l--f/V) TKS 
-2-^f-/V— 3 - (2-y ^FvU-4-y f^^7x=^) -6, 
Kn-5H-^P^ [d] tfyy*P [1, 5 -a] t"U 5^7, 

(169) 8- ( (IS, 2S, 3S, 5R) -2, 6, 6 - h V ^ fvV-tf W 
5 P [3. 1. 1] - 3 -^Zff-/V) 7^/-2-^f/l/-3- 

-A-^h^'yy^^/V) -6, 7-^tFn-5H-^a^ [d] 
\fy^xi [1, 5- a] t°]J^^ 

(170) 8- (3-^yW$y) -2-y^/V— 3- (2-^^-/1—4- 
^nn7x=/k) -6, 7-^tKn-5H-^n^ [d] k°^y*n 

10 [1, 5-a] fc°!J 

(171) 8- (3-^yf/^7^y) -2-^^/W-3- (2, 
v-y^~/W) -6, 7-^tKo-5H-^P^ [d] fyy'p [1, 
5-a] \?V * v>y\ 

(172) 8- (3--<yf^7 5y) -2-^^-/1^-3- (2-^b^v^ycc 
15 =-;V) -6, 7-^tKn-5H-^n^ [d] t°^y*n [l, 5 - 

a] t°y 

(173) 8- (N-^c^/y-N- (4-fcKo^T'f/l/) T5 7) - 2 -y 
^•/y-3- (2-y^/y-4-y h^y^^A) -6, 7-v ? tKn-5 
H-^a^ [d] t°7^P [1, 5-a] fcT!J*S?>\ 

20 (174) 8- 3- (2-yh=3rv--5 

-y- yyv if/uy^z^/u) -6, 7-v ! hFP-5H-^n^ [d] 
fc°yy*p [1, 5-a] t°V^i>^s 

(175) 8- (3 -^yf/^7 5 y) - 2 - y ^A— 3 - (2-^ 
-7^tn7i= yl/) -6, 7-^t Fn-5H-y^n^y^ [d] h°y 

25 y*P [1, 5-a] t°!) 

(176) 8- (N-7/^yy-N- (4-y/y^-P7/^=^) yt^7^/) - 
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2-^5VV-3- (2-^nn-5-7 -6, 7-v 5 fcK 

P-5H-'^P^ [d] t°7/o [1, 5-a] tTH^ 

(177) 8- -2-7^^-3- (2-^b^r-^-5 
-^inp^^^/k) -6, Fo-5H-^n^ [d] tfyy* 

5 n [i, 5-a] try 

(178) 8- (N-ix^ n^n M/V^f-/V— N- (4-HJ7/l/tn^f^7 
a^/P) ^f^7?/) — 2—7 5Vk— 3 — (2-^pp-5-^ h^v'T 7 
itcr/l/) -6, 7-i>kKn-5H-i/^P^ [d] t^y'n [1, 5 

-a] tru 

10 (179) 8- (3 -^-V^JVT 5 7) -2-7^^-3- (2-79^-4- 
i/7;7x=/V) -6, 7-^tKo-5H-^P^y? [d] t°7/o 
[1, 5-a] t"^^y, 

(180) 8- (N-^ntVl^-N- (2-7 Y^ya^J-jV) T^7) -2-7 
^vU— 3 — (2-^pp-5-^^7x^) -6, 7— J?tKn-5 

15 H-^n^ [d] fr/n [1, 5-a] t°JJ5i>y, 

(181) 8- (N-^^^-N- (4-7^/^7-7^^^) 
-2-79^-3- (2-^on-4-^ h^fV7x=A/) -6, 7-^fc 
Fp-5H-^p^ [d] If7/P [1, 5-a] t^v^, 

(182) 8- (3-^yf/V7^7) - 3 - (4 -7^/1^7" 7 
20 -6, 7-^tFP-5H-^P^ [d] [l, 5 

-a] t°3J 

(183) 8- -2-7^-3- (4-^^/1/75 
;7i=/V) -6, 7-^tKP-5H-^P^ [d] t°7y'n [1, 
5-a] fcf!7 5 

25 (184) 8 - (3-^yf^7^7) -2-^f^-3- (2-^PP-4- 
^fW7i=/I^) -6, 7-i?tKP-5H-^P^ [d] fc°7 
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\ 



y'o [i, 5 -a] try 

(185) 8- (N- (2-^ Y*ci/^;V) -N- (2-^^/1^) 757) 
-2-*^VV— 3 — (2-^on-4-/ h=3r->y^^yv) -6, 7-v>t 
KP-5H-^P^ [d] t"7/n [1, 5-a] t°p^^y, 
5 (186) 8- (N-7°n tf/V-N- (5 — ^ 'f'jvy y"y — 2 — A A*) ^i~7VT 
5/) -2- / f-/V— 3 - (2-y f> drv-^^^/l/j -6, 7 

-^tFP-5H-^0^ [d] fc'^y'u [1, 5-a] tfU^v^ 

(187) 8- (N-^^^-N-^n^ufcVK/'S:/) -2-^9^-3 
- (2 a n- 4 — ^ h^rv'^rc^/l/) -6, Ko-5H-^ 

10 v^y? [d] t°7^/P [1, 5-a] v^y, 

(188) 8- (N — U7°V tVM^/V-N- (2-^ b drv'xf 7$ 
/) —2 — ^f-/^—3- (2-^pp-4-^ b^f-V^^^/k) -6, 7- 
^tKP-5H-^n^ [d] t°^y^ [l, 5-a] t°JJ 

(189) 8- (3 -^I/J-JVT^ J) -2-*3sV— 3- (2-^un-4- 
15 ^fn^^cn^y^) -6, 7-v?k Kb-5H-^p^ [d] f^/n 

[1, 5-a] t°y 

(190) 8- (3-^yW57) -2-^^-7^-3- (2, 

-^-^ y^i/y -6, 7-^tFn-5H-^P^ [d] 

fyy'p [l, 5-a] t 0 !) 
20 (191) 8 - i?7f ;V7 5 y - 2 - ^ f ;v- 3 - (2-^0-4-^^ 
y^^-jv) -5, 7-^tFn-5H-^p^ [d] fyVn [1, 
5-a] t°y 

(192) 8-t^ (2 -p< \-^y^jV) 75y-2-^f^-3- (2-^ 
nn-4-^ N 3^:7 AO -6, 7-v>h Ka- 5H-^n^y^[d] 

25 t°7y'o [1, 5-a] bry 

(193) 8- (N-xf /l/-N-^ P7*P y) — 
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-3- (2-^nn-4-y y$rl/~7 -6, 7 — 5 H — 

tytu^y? [d] t°yy*P [i, 5-a] t'^;^y s 

(194) 8- (N-v^ p/p tf/k-N- (4-^77 71^) ^ f /I'T 5 
/) -2-^^/1^-3- (2-^0P-4-^ ^v-7i-/V) -6, 7- 

5 ^tFn-5H-^o^ [d] f^P [1, 5-a] tfy^v^ 

(195) 8- (N-v-^ n-7°n tVl^^^/^-N- (4 —isTS ^J- 
J^T^J) - 2 3 - (2-ypp-4-y h^v-^^-^) -6, 
7-^tFn-5H-^n^ [d] fy/n [1, 5-a] fc° JJ 3; v 5 

10 (196) 8- (N-7*f ^-N-V^ n7*n W f ^7 ? / ) 

-3- (2-^np-4-^ f^r^7i=;l/) -6, 7-'7tKn-5H- 
v-^n^>^ [d] t°yy*P [l, 5-a] fc°!J5>>>\ 

(197) 8- (3-^yf^75 7) -2-^^-/^-3- (2-ynn-4- 
hdrv-^/U/^-^^^n/u) — 6, 7— KP-5H-^^n^[d] 

15 t^y'p [1, 5-a] k°U v^y 

(198) 8- (N--7°n tVP-N- {2 -7 jVjrv? x.^7V) * f- )VT 5: J ) 

- 2—^J-;v— 3 — (2-y nn-4-y Y^i/y a^=-;v) -6, 7-^fc 
Fd-5H-^b^ [d] If7/P [1, 5-a] t°U^^y N 

(199) 8- (N-T^P tf/V— N- (5 - ^Wt7xy- 2 ->T/V) 

20 /V7^/) - 2 - y ?v>- 3 - (2-yon-4-y h^^^^^/k) -6, 
7-^tKn-5H-^o^ [d] fr/'n [1, 5-a] t° U ^ 5? 

(200) 8 - (N-^P tVP-N- (ft7xy- ^ J~)VT % J ) 
-2-7^/^-3- (2-7nn-4-^ h^y7x^) -6, 7-v?t 

25 Ka-5H-7^o^ [d] fc°yy*P [1, 5-a] t° V 

(201) 8- (N-xf;k-N-7o fcf/l'T 5 .7) - 2 - ^ ^Vk- 3 - (2- 



\ 
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^nn-4-^f^ri/7i-/l') -6, Kb-5H-^o^ 
[d] [1, 5 -a] try 

(202) 8- (3-^yf/l/7^;) -2-^^/1^-3- (2 — ^nn — 4 — 
^/W^^/l^a^AO -6, 7-^tKn-5H-^P^ [d] t° 

5 7/P [1, 5-a] try 5 

(203) 8- (S-^yf^r^/) 3- (2-^nn-4- 
(N — t^/Vft/W^J ;V) -6, 7-i?tKP-5H-^o 

^■/Z [d] t°7^n [1, 5-a] t o y^V, 

(204) 8- - 2- yt=3-)V- 3 - (2-^nn-4- 
10 (N, N— S^^VVtf/W^^l/) -6, KP-5H- 

v^n^<^ [d] [1, 5-a] t'D v^y, 

(205) 8- (N-^^/V-N- (4-7/!/tn7x-^) - 
2-^^-/1^-3- (2-^Pn-4-^H-y7i^) -6, 7-v>tK 
a-5H-v-^P^^^ [d] f^/P [1, 5-a] tfy^v 5 ^ 

15 (206) 8- (3 — ^^-;VT% y) — 2 — * =f-;V- 3 - ( 2 — ^ n a - 4 , 
6 -v 5 ^ h^v^^^/l/) -6, 7-v?t Fp-5H-^p^ [d] 
tf^yn [1, 5-a] t° y 5 v^y, 

(207) 8- (3— OfViyr^/) -2-^^-3- (2-^pp-4- 
75/7x^/k) -6, 7-ytKP-5H-y^P^ [d] 

20 [i, 5-a] try ^v 5 ^ 

(208) 8- (3 -^y^JVT% /) (2-^op-4- 
^f/VT^^j-zl') -6, 7-^tKn-5H-y^P^ [d] t° 

r/p [i, 5-a] h°y^yy, 

(209) 8- (3-^yf/^7?/) — 2 - > ^-)V- 3 - ( 2 - 4vJ^ $ /y- 4 
25 h^rl/y -6, 7 - v 5 1 Kn - 5 H — Z'? v^<l/$ [d] t°^ 

[1, 5-a] t°y 5*** 
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(210) 8- - 3 - (2-^77-4- 
^ =^^.;V) -6, Fn-5H-^nKy^ [d] 

n [1, 5 -a] try 

(211) 8- (3-^yf^7 5/ ) -2 —f-^jV— 3- (2-^^/1^-4- 
5 ^ Y3r%/~7 -6, Fp-5H-^p^ [d] 

n [ 1 , 5 - a ] tr y * 

(212) 8- (4 --^^VVT^ /) -3- (2-^op-4-^ f^v^cn 
— 7V) -6, 7 — 5?t Kn- 5H-^ n^y^ [d] tf^i/a [1, 5- 
a] t°y 

10 (213) 8- (N, N — -J-fn K°/UT^ /) -3- ( 2 — ^ P n - 4 - h 3f 
^7i-^) -6, 7-ytKP-5H-^n^ [d] [1, 
5 -a] fc°y 

(214) 8- (3-^yf/>7^y) - 2 — * ^VV— 3 — (2-^h^^*/> 
#-;l/-4-^ far>/7x=/H -6, 7-^t:KP-5H-^P^y^ 

15 [d] t'yy'n [1, 5 -a] t°y5i», 

(215) 8- (N-v-i? n^n tVl^-N- (2-^/^n^^^^) ^ "f'jVT 
%/) -2-*T/^-3- (2-^pp-4-^^^7x^) -6, 7 
-^tFP-5H-i/^P^ [d] t°7y'P [1, 5 -a] t°D 

(216) 8- (N-i/^n7°P Wf/1/-N- (2-7/l/to7x^;!/) ^ 
20 W^/) — 2 — * 3 — (2-^PP-4-^ h=3rv'7x^) - 

6, 7-^Fp-5H-^p^ [d] fc°^y*n [1, 5-a] t°y 

~> ^ V > 

(217) 8- (N-i/^ B7"ti ^/^ f A'-N-T'n ^7 5 ;) -3- (2 
-7nn-4-^ h^v'7x^) -6, 7-i?t Kn-SH-i/^n^y 

25 * [d] t'y^n [1, 5-a] tfy^v 5 ^ 

(218) 8- (N-7^n tf/k-N- (4-^f;l/7x=^) ^^WT^T") - 
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3- (2-^nn-4-^^V7x^/V) -6, 7-e?fcKo-5H-V 

yv^sZ [d] \fy^/u [l, 5 -a] t° ]J ^ 

(219) 8- (N-'O'vv^-N-v^ n^n If/l^y yVW 3: y ) -3- (2 
-ypp-4-y h^r^^^^/l^) -6, Kn-5H-^n^y 

5 * [d] tfy^n [1, 5- a] t^v^ 

(220) 8- (N-^nyaWf/V-N- (4 — ^^-/^7^-/1.) y^ 
/VT^y) —3- (2-^PP-4-n^7x=/V) -6, 7 — v 5 1: K 
n-5H-^n^ [d] fyi/n [1, 5 -a] try^v^ 

(221) 8- (N — 7°P t°^-N- (4-7/^P7i^) 

10 -3- (2-^nn-4-^h^7i^) -6, Kn-5H- 
v^n^^ [d] t°y/o [1, 5-a] fU^^y, 

(222) 8 - v ~?u fc°/t^ =f}VT % J - 3 - (2-^an-4-^# 
v-y^:^) -6, 7-v'tKo-5H-v'^n^y^ [d] fc 0 yy*o [l, 

5-a] try r^y 

15 (223) 8 - (N- v"y n7n fcW-N- (4-^^V7x-/V) y fvVT 3; 
y) -3- (2-y nn-4-y h^rv-^^^/^) -6, 7-v?fcKn-5 
H-^a^ [d] t^^D [1, 5-a] t 0 ])^-^^ 

(224) 8 - (N-^D7*n Wf/1/-N- (4- h !) 7/^n^f/l/7 
^=:/W) ^f;I/7?7) -3- (2-y n a- 4-y f^7 /V) -6, 

20 7-^tKn-5H-^n^ [d] [l, 5-a] tf ]) ^ v 5 

(225) 8 - (3-^yf/I/7 5 7) -3- (2-^nn-4-^ f^y7x 
~/l/) -6, 7-v?hKn-5H-^P^ [d] t°7/o [1, 5- 

a ] tr U 5 v>>\ 

25 (226) 8— (N — n7°n fcVvy^/l'— N— (4-7/1/^p7j-/1') y 
5vV-T^y) -3- (2-y un-4-y b^rv^y^^/V) -6, 7 -v>t 
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Kn-5H-^n^ [d] \fy^n [1, 5-a] fc°y 
(227) 8- (3-^yf/^7 5/ ) -2-7*^/^-3- (2- 
-1-t Ko^xf;V) -4—7* b^-^y^^ /u) -6, 
5H-^P^ [d] t°7/o [1, 5-a] t"]Jv^ 
5 (228) 8 — (N — ^"o fcf/V— N— (4 — MJ ^ f"/^'3r^7x^/V) 

^W^/) -2-7*^/1^-3- (2 — ^ n n — 4 -7* h^v^^c^ /V) 
-6, 7-7tKn-5H-^P^7? [d] fc?7^P [1, 5- a] t° 

y 5 ^ 

(229) 8 - (3-^^7$7) -2-7*^-/1^-3- (2-^nn-4- 
10 t* Y^c*/-? 3u~/V) -6, 7-i>tFP-5H-^P^7i? [d] VyS 

n [1, 5-a] t°y 

(230) 8 - (3 — -2-7*^/1^-3- (2-7* h= 3 ri/~4 
-7*^-/vt°!) v^- 5 — <;V) - 6, 7— v*fc Kb - 5 H-v^ [d] 
t°7 7'n [1, 5-a] fc°y ^v 5 ^ 

15 (231) 8- (N-^f/V-N-^n^ntVMf-^r^/) -3- (2- 
77no-4-7* h^V7x=/H -6, 7-7tKn-5H-^P^ 

[d] tr^^o [i, 5-a] t-y^v^ 

(232) 8— (N-7 s Dt>-N- (4-^f^7ss^) ^f^7^7) - 
2-7*^/1^-3- (2-^aa-4-^^77x^) -6, 

20 P-5H-^P^ [d] t^^/P [1, 5-a] t°!)5^ 

(233) 8 - (N-^O tf/V-N- (4-V7;7a^) - 
2-7*^/1^-3- (2-^PJP-4-7* b^rv-T'cc^/lT) -6, 7-'7k F 
b-5H-^b^ [d] Cl, 5-a] fc^v^ 

(234) 8- (N - ^7 o 7 n tVP^ f - N - ^ f;l/7 5 / ) -2-7*^/1/ 
25 -3- (2-^PP*-4-7* h^ri/7s= /k) -6, 7-^t KP-5H- 

>^n-<^ [d] t°^y'p Ci, 5-a] try 
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(235) 8 - (N - xf ^- N - n - /f^T ^ / ) 

-3- Kn^>7x-;v) -6, 7-i>t Kn-5H 

--y$xi^y$ [d] ifyyxi [l, 5 -a] t°U v^y, 

(236) 8 - (N-xf/iz-N-n-^W^/) -2-t Kn^f/l^ 
5 -3- Y*ci/7^~M -6, FP-5H- 

v^n^>^ [d] k°7^n [1, 5- a] tfy^v^ 

(237) 8 - (N-7"n fcVl'— N— ( 2 h =¥W ^ / x^/k) 7^7) - 
2-^^/1^-3- (2-y5 : vV-4-y h^rv^^xvV-) -6, 
o-5H-^p^ [d] t°7yn [1, 5- a] tfll^v^ 

10 (238) 8 - (N-xf/WN-n-^VT?/) 

;*9vk-3- (2-^^/1^-4— Y^yy^^;v) -6, 
5H-^P^ [d] fr/o [1, 5- a] t°y 

(239) 8 - [ (2S) -l-fc Fp^5y^y-2-^^] T^y- 
2 - y ^vi'— 3 - {2- a- t 1 - y^-yy a^~/V) -6, 7 — v>t K 

15 u- 5H-^ [d] h°7y'o [1, 5- a] fJJ^v^ 

(240) 8 - [ (1 S) - l-v'7/7°PtVk7^/] -2-y^>V-3- (2 
-y -y b^t/7x xi yl^) -6, 7-^tKo-5H-^n^y 
^ [d] fc^/P [1, 5 -a] fc°y^>>^ 

(241) 8- (N-xf/lz-N-n-^W^;) -2-W/-3- (2 
20 b^7 3:x^) -6, 7-^tFP-5H-^P^^ 

* [d] t'yy'P Cl, 5 -a] t°y 

(242) i-yry-2-^f^-8- (3-^y^7^y) -3- (2- 

^ a a-4-y h=3r^^^xi^) -6, 7-v^t Fp-5H-^p^^ 
[d] h°PP [1, 2- a] t°y vyy N 
25 (243) 1 —i/TJ — 2-y ^vv- 8-^:7° cz tW7 ^ J — 3- (2-^pp 
-4-y h^rv^^xvy) -6, 7-v^k Kn-5H-y^pXy^ [d] 
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tfnn [1, 2- a] try 

(244) 2, 3-v^^Vk-4-T$/-l- ( 2 - ^ J-jV— 4 - b ^cl/? 

-6, 7-^tFn-5H-^n^ [e] fcfn n [2, 3- 
b] fc°!)v^ 

5 (245) 2, 3 -v ! ^9 : -^-4-^^-/^7l-/^=ykT^y- 1- {2-^^7V 
- 4-^ f^v-^^^/k) -6, 7-^tKP-5H-v'^P^ [e] 
fc°nn [2, 3-b] fcfjlv 5 ^ 

(246) 2, 3 -i^^ f-^- 4 -/n ^ / - 1- (2 3vl/— 4 — p« 
h^V^rcc^) -6, 7— S?fc Kn— 5H-^p^ [e] t°nn [2, 

10 3-b] t°!Jv?y, 

(247) 2 , 3-v ? ^^/U-4- (N-xf ;^;V^^;k-N-7°n fc°/V7 ^ 
7) -1- (2-7<^/V-4-y h^7i=/V) -6, 7-5?kK0-5 
H — i/fu^ls* [e] t°PD [2, 3 — b] trjJ$?>\ 

(248) 2, 3-^^-4-^0^^7 57-1- (2-^f^-4- 
15 7 b dp -> 37^^/1/) -6, 7-^kFn-5H-^n^^ [e] fan 

[2, 3-b] fUv 5 ^ 

(249) 8- (4-^7W5y) -3- (2, 6-^f;V-4-^K 

Z/y^=^)V) -6, 7-v^tFP-5H-^n^ [d] tf^/n [l, 

5 -a] t°y 

20 (250) 8-^ofcVV7?;-3- (2, 6-^f;V-4-n^7x 
— M -6, 7-^tKP-5H-^n^ [d] fy/n [1, 5- 

a] t?y 



(251) 8— (N—>^ n7"n t';Mf ^-N-^a k>7^ 7) -3— (2, 

25 [d] t7^D [1, 5 -a] try^v 5 ^ 

(252) 8 - (N-^^^-N-^^ n^n f/l/^ f ^7 5 / ) -3 - (2, 
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6-v>^^/^-4-^ fdf^x^) -6, 7-i?tFn-5H-^P 
[d] t^^n [1, 5 -a] t°y 

(253) 8 - (N-v^ W7°U tVl^^/V— N— (4 ^As? ^/k) 
T^y) -3- (2, 6-^f/l/-4-^ f^7x=;V) -6, 7—5? 

5 tFo-5H-^P^ [d] f^^n [1, 5 -a] t° Jj > v^y, 

(254) 8 - (N — y^uifjU—N— (4-7/^0 71-;^^) 7^7) 
-3- (2, 6-5^^/1^-4-^ h^rv-^^^/k) -6, Fo- 
5H-^n^ [d] k°7/P [1, 5 -a] t°U 

(255) 8 tr^^^/VT 57-3- (2, 6-^^-4- 
10 ^ h^fi/7rt=/l/) -6, 7-^kFn-5H-^n^ [d] fc°^y* 

n [i, 5- a] try 

(256) 8 - (N - 7~f ^- N - 7 7 n 7n tVi^^ f ^7 ^ / ) -3- (2, 
6-^^-4-^^-771^) -6, 7-7tFo-5H-7^o 

[d] t^^P [1, 5- a] fc°y 
15 (257) 8 - (N-^nynWf/V-N- (4-7/VtP7i=;V) 7 

-3- (2, 6-^f;l/-4-7 F^77s-^) -6, 7 
-7tFo-5H-^n^ [d] fc7 7'n [1, 5-a] t'P v77, 
(258) 2, 3 -^7^-4- (N-xf/WN-^yf;U75y) -1- (2 
-7f^-4-7 F^rv'7i=;v) -6, 7-7t Fp-5H-^p^7 
20 * [e] fan [2, 3-b] tf JJ S^fl* b»Ji*L5»Jfc©ttffl 1 fclBft© 



i 8 . ib&bi>K 

(1) 8- (3-^yW5;) -2-7^-3- (2 -^^-4-^ 
25 h^ys.=-M -5, 7-v 5 kKP-f^; [3, 4-d] t°7V*n [1, 
5-a] try 
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(2) 9- (3-^yf/>7^y) -6-p<5vU—5- (2-^7^-4-^ 
h^y^n/l/j -2, 3-v>fc Kn-fx; [3, 2-d] tfyy*T3 [1, 
5 - a ] tT 9 5 

(3) 8- (3-^yf/V7^y) — 2-^^/U- 3- {2-*J-;V- A-* 
5 h^V7x^) -5, 7-i?fcKo-7P [3, 4-d] tfyy^n [1, 

5 - a] If 5 

(4) 9- (3-^y^v^T^y) —6-^^/1^-5- (2— J-J-jV— 4-y 
h^^rv^) -2, 3-i?th*o-7P [3, 2-d] tf^y*n [1, 

5 - a ] tr y § 

10 (5) 9- (3-^yf/V75;) -6— ( 2-^9^-4 - y 

-2, KP-t°PP [3, 2-d] t°7/P [1, 

5 - a ] t° y 5 S?^, 

(6) 8 — T y^nt°/^T5/-2— ff-lV-Z- {2- /^-/V- A- * 
-y?^~)V) -5, 7-i?tKP-7B [3, 4-d] [1, 5 - 

15 a] try 

(7) 8- [ (2S) -1, l-v^y- y- 7^-2- 

(2-y^vW-4-y f^rv-y cn^/I/) -5, 7-^tFP- 
yn [3, 4-d] t"7/P [1, 5- a] tfy^i^A 

(8) 8- (1, 3-vM h^v'/a^y- 2— f/V) 757-2-^f^- 
20 3 - (2-;f/k-4-^^7i^) -5, 7-i?fcp0-7o [3, 

'4-d] KySn [1, 5- a] fU^v 5 ^ 

(9) 8 - tf y. ( 2 - y b =¥v^9vP) r 5: / - 2 - y ^-71— 3 - ( 2 -y 

,1— \.^l/-7 -5, 7-^tFP-7P [3, 4-d] tfy 

yp [i, 5- a] t o y ^y 

25 (10) (5RS) - 8- (3 -^y^/PT^ /) -2, 5 - v*y fVl'— 3 - (2 

h^^7s=/V) -5, 7-v ! tKP-7P [3, 4-d] 
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t'y/P [1, 5- a] fc°y^^ 

(11) 8- -2-7^/^-3- (2-7^-4-7 

Y^i/y ^—jv) -5, 7-^tKn-t'nn [3, 4-d] }fyVu [1, 

5 -a] try ^v 5 ^ 

5 (12) 8- (N-7°ntV^-N- 757) -2-7 

fyl'— 3 — (2-7^/1^-4-7 hdrv-^^-/^) -5, 7-^tKP-7 
n [3, 4-d] t°9-/u [1, 5 -a] t°^^ 

(13) 8 - i/^ P W 5 y - 2 - 7 f ^- 3 - (2-7^—4-7 h 
^-^y^^/U) -5, Kn-7n [3, 4-d] t^/n [1, 5 

io - a ] tr y 5 v>>\ 

(14) 8 - (N-^f/l'-N-^o^P If JUT 5: 7) - 2 -7 5vV- 3 - (2 
-^^-4-^^71-/1/) -5, KH-7D [3, 4-d] 
t'7/P [ 1 , 5 - a ] t 0 U$^y, 

(15) 8- [ (2R) -1-7 b^f-v-T^^- 2.-4 jV\ 75/~2-7f^ 
15 -3- (2-7^/^-4-7 yZc-yy^—jV) -5, 7-7tKc-7n [3, 

4-d] \fj^/xi [1, 5 -a] t°y^v?^ N 

(16) 8- [ (2R) -1-7 b'ZS/*?*:'— 2-4JU] 

- 3 - (2-7^/^-4-7 h^rv'T^rc^^) -2, 3-i^t Kp-7p [3, 

2-d] [i, 5 -a] t°y^^y, 

20 (17) 8- (N-i/^a7 t Dt>^f/l'-N- (4-7^/^7^^^) 7^/1' 
T57) -2-7^-/^-3- (2-^f;V-4-^^77i^) -5, 
Kn-7P [3, 4-d] \f?l/u [1, 5-a] k°!Jv^ 

(18) 8- (3--<yf-^7 5/ ) -2-7 f-JU- 3 - (2-^pp-4-i 
b^v-^^-zl/) -5, 7—5*1: Ku-^n [3, 4-d] fy/P [1, 

25 5- a] try 

(19) . 8- (N-->i7 n^n \fjU-N- (4-7^/^^-/1/) ^f/1/75/) 
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-2-^5^-3- (2-^PO-4-^h^7x=/l') -5, 
Ka-7B [3, 4-d] [l, 5- a] t°y5v>>\ 

(20) 8- (N - n / P W f /v-N- (4-^f/>7a:-/>) ^ fvw 
75/) -2-^^/U-3- (2-^bp-4-> h^v-^^^/l^) -5, 

5 7-^tFP-7P [3, 4-d] fc°7/P [1, 5-a] t°J)?^ N 

(21) 8- (N-^nfcVv— N- (4 — !7/M-t2 7^-^) /f^7 5/ ) - 
2-^^71^—3— (2 — ^cza-4-^ b 7 * -5, 

P-T^n [3, 4-d] h°?y°v [1, 5-a] t°]J 

(22) 8- (N-iX^n^nkVl^^vk-N- (4-p<^^^-7^^yV-) ^ 
10 f /1^7 5 y ) -2-7<9V^-3- (2-^PP-4-^^r77i-;H - 

5, 7-7tFP-7P [3, 4-d] t 0 y^n [1, 5-a] 

(23) 8- (N, N-v^o tVl^T? /) -2-^7^-3- (2-^an- 

4- ^ Y^l/y^—lV) -5, 7-^7t Fn-7P [3, 4-d] t°7 7n 
[1, 5-a] t°y 

15 (24) 8- (N, N-^7W5/) -2-^/1—3- (2-^no-4 

- 5 , 7— S?fc Kb-7b [3, 4 — d] t°^ya [1, 

5- a] t°y v7y, 

(25) 8- (N-Zn fcVk— N- (4 — ^ <?/V~7^~/U) ^T/^T%/) -2 
-7^/^-3- (2-i^ pn-4-^ b^f?^— fr) -5, 7-7tFn 

20 -7P [3, 4-d] t°7 7o [1, 5-a] t° y ^ 

(26) 8- (N-7f/V-N-7c tf/KT 5 /) -2-^^/1^-3- (2-^ 
op-4-/ F^f^x^) -5, 7-7tFP-7n [3, 4-d] t° 
7/p [1, 5-a] t°y : 

(27) 8- (4-^7^/1/75 7) —2—/ ^f-jV— 3 — (2-7PP-4-^ 
25 bdr-^^^^/I/) -5, 7-7tFP~7P [3, 4-d] tfyy'P [1, 

5-a] If y 



■v si 
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(28) 8- (N-^-N-xf/ur?/) -2— — (2-yn 

f^7x=^) -5, 7-^tKP-7P [3, 4-d] fc°7 

y*n [i, 5 -a] try 5v>>\ 

(29) 8 — p -fxj =f-}VT %J — 1—* ^JV— 3 - (2-^pp- 
5 4-7< ;V) -5, Kb-7b [3, 4-d] t°7/o 

[1, 5 -a] t°y ^ v>>\ 

(30) 8- (N-v-y P7"P tT/M^/V— N-7P fcVKT^ /) — 2—/-f-/V 
-3- (2-^pp-4-^ b^V^c^-/^) -5, 7— S*fc KP-7P [3, 
4-d] [1, 5 -a] tl5^ % 

10 (31) 8- (N— (2-^^71/) -N-^PWU) -2 — 

- (2-^PP-4-;! f^;/7x^/l/) -5, 7— S^fcKn— 7P [3, 

4- d] t°7 s /P [1, 5 - a ] t° U 

(32) 8- (N-y^/^-N- (2-7< h^S^^V^) 75/) -2-^5vk 
-3 - (2-^nn-4-^ ^=.;v) -5, 7-v^t Kn-70 [3, 

15 4-d] t° ^ y* n [1, 5- a] fc°P 

(33) 8- (N-7n fc?/V— N — ( 4 - M) p ^ W^r^7 1 ^/l/) 
^f/>75 7) -2— ^^/V-3- (2-^PP-4-^ ^^71-^) 
-5, 7-^tFP-7P [3, 4-d] t°7 N /n [1, 5- a] M° U 5 v> 

20 (34) 8- -2-^^/1^-3- (2-^PP-4-^ 

Y^iyy^/V) -5, 7-v>tFn-7P [3, 4-d] k°7/P [1, 

5 - a] tf y ^y, 

(35) 8-(N-y^o7ntVl/^f^7 5 7-N- (4-7/^n7x-^) 
/f^7^y) — 2 — ^^vl'— 3 — (2-^PP-4-^ Y^r-yy^^-jV) 
25 -5, 7-^/tFP-7P [3, 4-d] t^/P [1, 5 -a] fcf JJ 5 V 5 



422 



WO 02/053565 



PCT/JPO 1/1 1581 



(36) 8- (N— ^y^-N- 757) -2 
-^fvl'— 3- (2-^PP-4-^ h^7i=/V) -5, 7-v^tKP 
-7P [3, 4-d] t°7^n [l, 5-a] fc'y^v^ 2 

(37) 8- (N- -N-xf/V7U) - 2-^^/1/- 3- 
5 (2-^na-4-^Ki/7i=/l/) —5, 7-i^tKP-7n [3, 4 

-d] t°r/p [i, 5-a] fc°ys;^>\ 

(38) 8- (N — (2-^^=7^) -N-^a^PWW5y) -2 

(2-? pp-4-^ fdf-S^ic^/UO -5, 7-i?tKP 
-7P [3, 4-d] t B 7y'P [1, 5-a] trp$^ % 
10 (39) 8— (N-v^P7°P tVl/— N- ^ ^/I^T 

5/) — 2—^^/1^—3- (2-^PP-4-^ f^7i=/V) -5, 7 
KP-7P [3, 4-d] fy^P [1, 5-a] try 

(40) 8- (N-7n fcT/l^-N— (4 ^/Vf-Jr^^—tV) 

— 2 — 7< ^vP— 3 — (2-^0-4-^^^71^) -5, 7— 
15 KP-7P [3, 4-d] fc^^P [1, 5-a] fcfJJ^S^ 

(41) 8— (N-v/^P7'Pt>-N- (4-7;l/tP7x=-/V) ^ f/l/7 5 
/) -2-7? J-JV- 3 - (2-^PP-4-n^7i=/V) -5, 7- 
S?t [3, 4-d] C°7 7p [1, 5-a] W 

(42) 8- (N-7Pt>-N- (3-7/l'tP7x=/V) ^f^7^7) - 
20 2—^^-/1^-3- (2-^pp-4-^ h^i/7x^) -5, 

[3, 4-d] fcT^u [l, 5-a] t°Uv^ 

(43) 8- (N-7nk>-N- [d] 1, 3-^77^-5- 

^W5 7) -2-^^1—3 — (2 n n- 4 f^i/^^ 
-5, 7-^tKP-7P [3, 4-d] t'7 7n [1, 5-a] t 9 

25 y 5 v 5 ^ 

(44) 8- (N - ^y N - P 7°P f/V^ f ^7 ^ 7 ) -2-^^/V 
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-3- (2-^cn-4-^ Y^Z/yx^M -5, 7— S*fc Kb-7b [3, 
4-d] t°7y'o [1, 5-a] t-y^v 5 ^, 

(45) 8- (N-y^/U-N- {2-y=f-=-)V) 75/) -2-^^-3- 
(2-^aa-4-^F^7x^) -5, 7-^tFn-7P [3, 4 

5 -d] t°7V'n [1, 5-a] tf!)v^y N 

(46) 8 - a ^ u k'yl^ ^v>T f-jV— 3 - ( 2 - ^ fvV— 
4—* y*r-yy^~/V) -5, FP-7P [3, 4 — d] \?7V*u 

[i, 5-a] try 

(47) 8- (N-7^-N-iW5 7) - 2 - / 3 - (2-^ 
10 /l^- 4 -p< f^v^^^/U) -5, 7-i?tFD-7P [3, 4-d] \?y 

yn [l, 5-a] tT9 5v>>\ 

(48) 8- (N-7^-N-7nt>75 7) — 2—* ^/U— 3 - (2-^ 
^/>-4-^ h^^ct^ /k) -5, 7-^tKa-7B [3, 4-d] tf 
7/B Cl, 5-a] 

15 (49) 8- (N, N-v^n fcVl'T^ /) - 2 — t^jV— 3 - (2-^/^- 
4-^ h^rv^^-^) -5, 7-i?kFP-7o [3, 4-d] kr/n 

[i, 5-a] tru 3:^^ 

(50) 8-tf* (2-? h^v^vlT) 7;/-2-^f/k-3 - (2-^P 
p_ 4 _^ jsdr^^^-zk) -5, 7-i?th'P-7P [3, 4-d] t'7 

20 y s n [i, 5-a] try ^v 5 ^ 

(51) 8- (N-T^/l'-N- (4-7/^n7i=^) /f^757) -2 
— ff-As—Z — (2-7pb-4-^ F^r^xc/V) -5, 

[3, 4-d] t°7 7P [1, 5-a] t'^^7 x 

(52) 8- (N — y^/U—N— (4-y/U^-uy ^=./U) ^.f-jVTXJ) -2 
25 — /-f-jV— 3 - ( 2-^^/1^- 4 -t< h^rv'T^—zi/) -5, 7-v^t Kn 

-7P [3, 4-d] [1, 5-a] t'nv'y, 
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(53) 8- (N-J^/U-N- (2-y^])/U) T^y) — — 
(2-^^-4-^ y^cZ/y au—jV) -5, 7-^tKP-7P [3, 4 

-d] Ify^a [1, 5-a] t-y^v 5 ^ 

(54) 8- (N-7°v fcVl^-N- (2-y^U/^) 7?/) -2-^^-3 
5 - (2-^f^-4-^^7i^) -5, 7-i>fc Kn-7a [3, 

4-d] t'yy'P [1, 5-a] fc'ySlv 5 ^ 

(55) 8- (N-yn tVU-N- (4 f/Uft^x^) ^f^75y) 
— 2— y^V-3- (2-^f/l/-4-^^v'7x-/l') —5, 7 — 5?fc 
KO-7B [3, 4-d] k 0 7y'n [1, 5-a] tfU*S?>\ 

io (56) 8- (N-ynifyv-N- [a] i, 3-wy7y-5- 

iW) ^f/>75 7) - 2 - y =f-jV- 3 - (2-^^/1^-4-^ h^r->"7 cn 
=■ /V) -5, 7-i?tKP-7P [3, 4-d] t'y/P [1, 5-a] fc° 

y ^ 

(57) 8- (N-^yv 5 /l'-N-v'7 n^n tVMf/^75; 7) -2— ^^/V 
15 -3- (2-^^/1^— 4-^ fdri/^^^/l/) -5, 7-v 5 tKn-7n [3, 

4-d] fcT^;/P [1, 5-a] fRv'y, 

(58) 8- (N-v 1 ^ p7p tVl^y 5vW— N — (4-M)7^tP^f/U7i 
— /V) 7f/V7 5 7) — 2 - p< fTW— 3 — (2-7pp-4-^ f^7x 
— /V) -5, 7-5?t KP-7B [3, 4-d] t°7 7p [l, 5-a] if 

20 y 

(59) 8- (N-v^^OT^ntV^^^V-N- (4 - h !) ^ f;W7 a 
~M tf-AsTSS) -2-^f/W3- (2-7 ( 9 : -^-4-y hdri^^^ 
—AO -5, 7-7tFn-7n [3, 4-d] t°7^P [1, 5-a] t° 



25 (60) 8 - (N-7P fcT/t'— N- (4-v-T/ 7i=^) ^f/P7?7) -2 
-y^/V-3- (2-^^-4-^ b Wx-A') -5, 
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-7B [3, 4-d] fc^/a [1, 5-a] \*V$&>s 

(61) 8- (N-v'^PT'PtVl'-N- (4-7/^p7x^) ^ ^ 

/) -2-/9VI/-3- (2-^oo-4-^^^fv'7x^) -5, 7- 

i?kKa-7P [3, 4-d] fcT^^n [1, 5-a] tfy^v 5 :/, 
5 (62) 8— (N-^n7"Ptf;V-N- (4-7/VtP7i=/V) ^ f /V7 ^ 
/) -2-^^-/^-3- (2 — * f-fls— 4 — ^ h^-^7cc=/V) -5, 7 — 
S?fc KP-7P [3, 4-d] tfy^n [1, 5-a] f!)r7y, 

(63) 8— (N — nr/n kVl^^A— N— (4-7/Vtn7s=/V) / 
/V7 5 7) -2— ^^vl/— 3— (2-^^/1—4-^ f^T^^/l/) -5, 

10 7-i?tKP-7P [3, 4-d] [1, 5-a] t°U5^^ 

(64) 8- (N-^O tVU-N- (2-^ T5/) -2-^=f~ 
)V— 3 - (2—^ pzp-4-^ h^v^c^/^) -5, 7-'7tKP-7P 

[3, 4-d] t7y*n [1, 5-a] t°!Jv7y, 

(65) 8- (N-^otV^-N- (2-/ h^v-^^71^) 7^/) - 2 ^ 
15 /V— 3- (2-^^/^-4-y bdr^7^— /^) -5, 7-^Fp-7P 

[3, 4-d] t°7^n [1, 5-a] fc 0 !^-^ 

(66) 8- (N-^t^vV-N- (4 -pt ^/V-^^-^cc^/V) ^ ^VT ^ 7 ) - 
2-/5VI—3- (2— — ^ Y^r^y^^V) -5, 7 — v 5 1 K 
P-7P [3, 4-d] t"7/P [1, 5-a] tfU^v 5 ;/, 

20 (67) 8 - (N-^-^/V-N- (4 -/ f^ft7s^) /'TVKT^/) - 
2-^^-/1^-3- (2-^f/l'-4-^^77x^) -5, 7~v ? tK 
n-^a [3, 4-d] k'^/P [1, 5 -a] t°!)v^ 

(68) 8- (N-y^/P-N- (2-n^7^) 7*5;/) -2-/^/^ 
-3- (2-/^-^-4-/ h^r^x^) -5, 7— S^fc Kp-7p [3, 

25 4-d] fc°^y*n [l, 5-a] t°y^v»\ 

(69) 8- (N-v-^n^a tVl^/^P-N-^n tVl^T^/) -2-/5VV- 
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-3- (2-/5^-4-/ Y^yy ol=.;V) -5, 7-^fc Kn-7n [3, 
4-d] t°y^n [1, 5 -a] t°y 

(70) 8- (N-^DtVk-N- (5-^f/V77y-2--f/V) ^ f)VT % 
/) -2— 3 — (2-^t3P-4-7< h*cis7^~M -5, 7- 

5 ^tFn-7c [3, 4-d] fyj/n [1, 5 -a] t o ys;v>>\ 

(71) 8- (N-^nfcVV-N- (5-^f/l/77V-2 — i >V) ^ f 5 
/) -2-/5 : vl'-3- (2-/^/1—4-/ f^v^cc^/l-) -5, 7 — 
i^tKn-7D [3, 4-d] fc D yy*n [1, 5-a] fcTJJSS^ 

(72) 8- (N-v*^ n^n fcVM^/l/-N- (2-/ h^voz^vk) 75 y) 
10 — 2—;* ^71"— 3 — (2 — * \-$c*S~7 ^=->V) -5, 7— 5?fc 

KD-7P [3, 4-d] \f?-/u [1, 5-a] fc-y^v^, 

(73) 8- (N-7°D t°/U-N- (4 - h P 7/Vtn^ W^^7x=^) 
^5vl-T3;/) -2-/^-/V—3- (2— t^/V— 4-/ hdrv'^a^A') 
-5, 7-i?tFn-7a [3, 4-d] [1, 5-a] t°!) 5^ 

15 >\ 

(74) 8- (N — 7°n fcVk-N- (4-7/ki-P7x-/l') ^W^/) - 
2-^9^-3- (2-/9^-4-/ f^rv^^c — /V) -5, 7~v f £ K 
P-7P [3, 4-d] f7/n [1, 5-a] (f^v^ 

(75) 8- (N-^P7PWf^-N- (2-r/^/V) 75/) -2 
20 -/^vV— 3- (2-/^VP— 4-/ f^v^^^/V-) -5, 7-v^tKP 

-7P [3, 4-d] tf-^/tt [1, 5-a] t'U^v^ 

(76) 8- (N— (2-/ h^v-ni^) -N- (2-^^/1^) 75/) - 
2-/9^—3 — (2— h^V7 31^/1^) -5, 7-v^fc K 
P-7P [3, 4-d] ^7/P [1, 5-a] k'lj^^ 

25 (77) 8- (N— (2-/ Y^S^JV) — N — (2-^=/^) 75/) - 
2-/^-7^-3- (2-^Pn-4-/ h^>7x^;V) -5, 7-$?fcK 
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P-7P [3, 4-d] t°7yo [1, 5- a] fc° P 
(78) 8- (N-^^/l'-N-^n^nfcVKT^/) -2—* J-jV— 3 - 

(2-^nn-4-^ b^r^7x=;k) -5, 7-^tKn-7B [3, 4 
-d] fyy'P [1, 5-a] fc°R^ 
5 (79) 8- (N-^y^-N— >^P7 s Dt"^75;) - 2-^f;W3- 

(2-7^^-4-^ h ^V7x=i;V) -5, 7-^tKo-7o [3, 4 
-d] f 7 y~P [1, 5-a] t°H^y, 

(80) 8- (N-^B7*B i^jU^^/U-N- (2-^ h ^ v^^vV) T^J) 
-2-JJ-JU-3- (2-^PO-4-n^7i=/k) -5, 7— S?fc 

10 FP-7P [3, 4-d] [1, 5-a] try $5?^ 

(81) 8- O-^yf/VT^;) -2-^^-3- (2, 5-^PP- 
4-^ hdr^7x=;k) -5, 7-^th'u-7n [3, 4-d] t°7^/o 

[1, 5-a] t°y ?7>, 

(82) 8- (N-^P/PtVWN- (4-'>7;7i=^) ^f^757) 
15 -2-7«^V-3- (2-^Pn-4-^^r77i^) -5, 7— S*fc 

[3, 4-d] [l, 5-a] t'y^77, 

(83) 8- (N-^7P7°Pt>-N- (4-'>7/7x=;l') ^f^7^7) 
-2-7^^/V-3- (2— 4 — * h^^7x^/k) -5, 7— S^fc 
KP-7P [3, 4-d] fc'7/B El, 5-a] fc°y^>\ 

20 (84) 8 -i?7*f^7$/-2-^f^- 3- ( 2 — 7< fvl'- 4 -p< h^riX7 
oi^/V) -5, 7-^t Kn-7P [3, 4-d] kf^yp* [1, 5-a] 

try 

(85) 8- (N-if ;v-N-i/^ a7*n f ;i/7 5 y ) -2-*=f-;V- 
3- (2-^npz-4-^ Y^yy -5, 7— 5?fc Kn-7P [3, 

25 4-d] f 7 yp [1, 5-a] try 

(86) 8- (N-xf/V-N-i'^ p /p W f ^7 5 / ) -2-J-J-/V 



\ 



\ 
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3- (2-/5VI/-4-/ h*is7^~M -5, 7-^tKn-7o [3, 

4- d] t°7 s /n [1, 5 -a] t°U5:^^ 

(87) 8- (N-^7n7°P Wf/k-N- (4-v^T/7^^/^) / ^7^ 
75/) -2-/^vV—3- (2-^ap-4-^ h^^7oi^/l^) -5, 

5 7-^tFP-7P [3, 4-d] fv/P [1, 5-a] t°U 

(88) 8- (N-v'^P7 , C!t>/f/I/-N- (4->'7;7i^) / ^/V 
75/) -2-/^^-3- (2-yif-/U-4-^Y^y^^/U) -5, 
7-^tKc-7P [3, 4-d] k°7 s /n [1, 5-a] fc°!J5v^ 

(89) 8- (N-Zfn fcVV-N- (^^^i/- 3 -^f/l/) /f/U75/) - 
10 2-/^/^-3- (2-^Pt2-4-/ h^rv^^^/l/) -5, F 

P-7D [3, 4-d] t°7/n [1, 5-a] t°H^ 

(90) 8- (N-7°Pt>-N- (5-^^ft7xy-2-^/V) / f-/V 
75/) -2-/^/1^-3- (2-/PP-4-/ hdrv-yx^/H -5, 
7-v i tKP-7P [3, 4-d] ^/P [1, 5-a] IfU^v 5 ^ 

15 (91) 8- (N-r/^vP- N-i/^ n-7°n tVl//^-/l-75 /) -2-/^vl^- 

3- (2-/PP-4-/ h^-iyy -5, 7— S?fc Fp-7p [3, 

4- d] t°7/n [1, 5-a] tfU^v^ 

(92) 8- (N-^^P-N-v-^ fcf /l/^f/l/7 5 /) - 2 - / "f-JV— 
3- (2-/^-/^-4-/ h^rv-^^—^) -5, 7-^tFn-7a [3, 

20 4-d] k^^P [1, 5-a] t'H^ 

(93) 8- (N-^P fcVl'-N- (^l/^c^- 3 --Y/I/) /f^75/) - 
2 - / ^jv- 3 - (2 -/<tVv-4 -/ Y^lyy^-;v) -5, 7-i?t K 
n-yvn [3, 4-d] t°7/P Cl, 5-a] k*!J5^ 

(94) 8- (N--7°P fcVl^-N- (5 - ^f;^t7sy- 2 — /^) / 

25 75/) - 2 - / =f-7V- 3 - (2-/^-71^-4-/ f=3r^7^^/V) -5, 
7-7"hFP-7P [3, 4-d] t°7/p [1, 5-a] fcfJJ 
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(95) 8- (N-^n tVV-N- (2-7/l'tn7i=;l') ^f/^T^y) - 
2 3 - (2-^PP-4-^ h^7x-/V) -5, 7— S?fc K 
n-7P [3, 4-d] M°7-/u [1, 5- a] if]) 

(96) 8- (N — ~fxi fcf/l^— N— (2-7;^D7i^) 

5 2-^/^-3- (2-^^/1—4-^ h^v^7^^;H -5, 7— 5?t K 

[3, 4-d] k°7 s /P Cl, 5-a] t° P 

(97) 8- (N-xf^-N-/nt°^T$7) 3- (2-^ 
^_4_^ yesr^7^-/v) -5, 7-v , tFP-7P [3, 4-d] fc° 

yy*a [i , 5-a] t°y 

10 (98) 8- (N— z^f-zU—N — yu ¥/VT$ /) — 2—* ^/V— 3 - (2-y 
pt P _ 4 _^ ]> >-;7;x-/i/> -5, 7-^tFP-7P [3, 4-d] fc° 

7^p [i, 5-a] t°y ^y, 

(99) 8- (3 -^i/^KT^ /) -2-^^/1^-3- (2, 

j^^^-^) _ 5j 7 _c? t p n _ 7n [ 3) 4-d] fc°yy*tz 

15 [1, 5-a] fc°y 

(100) 8- (N-^^/^-N- (4-7/^P7xn;k) ^ J~)VT % J ) - 
2-^5^-3- (2-^^VW-4-;* Y^yy^=-/V) -5, 7 — v 5 1 K 
n-!7P [3, 4-d] fy^P [1, 5-a] fc°y^v>>\ 

(101) 8- (N— ai^/l^-N- z^^jV) ^^;VT^J) 

20 2 -^^/1-- 3 - (2-i^na-4-^ h^f^7x= ;^) -5, 7-v f fcK 
n-yu [3, 4-d] k°7 7P [1, 5-a] tf p 

(102) 8- (3-^yf^7^7) - 2 — *J-;V- 3 - (2-7PP-4, 

h=3rv-7^=/l^) -5, Kp-7p [3, 4-d] fc°^y* 

a [i, 5-a] try ^7, 

25 (103) 8 - (4— 'VT'^Vl'T^/) -2 — ;*fv>— 3- (2-^/^-4- 
7< ^-77xx/^) -5, 7-v?tFP-7P [3, 4-d] t'77'P [1, 
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5- a] try $ v>>\ 

(104) 8- (N, N-v^P tfyVT5 /) -3- ( 2 - i7 P D - 4 - ^ b * 
%/-7^~)V) -5, T-v^tFn-^P [3, 4— d] \?y-/v [1, 5- 

a] t°y 

5 (105) 8- (N-i/^ d^d /I/-N-/P t>7? 7) -3- (2 

bdrv'7x^) -5, 7-i?tKn-7n [3, 4-d] 
t^/n [1, 5 -a] k°!;^v^ 

(106) 8- (N-^y i^;l/-N-^^ p tf/U^ f;U7 5 /) -3- (2 
-^pn-4-^^7x=/k) -5, 7-^tFn-7n [3, 4-d] 

10 fcf^Vn [1, 5 -a] t° y 5 v'y, 

(107) 8- (N-^^ P7°P tVV^f Zl^-N- (4-/^-/1/7^^/1/) ?< ^ 
^75 7) -3- (2-^at3-4-^ h^-y^^^M -5, 

n-^n [3, 4-d] t°7/o [1, 5 -a] t'D^v 5 ^ 

(108) 8- (N-7C3 t 0 /l/-N- (2-:/^/^) 757) -3- (2-^ 
15 no-4-^(-^77i^) -5, 7-i?kFn-7n [3, 4-d] t° 

7^a [1, 5 -a] t°y 

(109) 8- (N-7f^-N-^n7oWW?;) -3- (2- 

^V7i^) -5, 7-^kKo-7P [3, 4-d] 
t?7>?u [1, 5 -a] t°!Jv^ 

20 (110) 8- (3-^yf^7 5 7) -3- (2-7PP-4-^^f^7i 
=/!/) -5, 7-i?tKn-7P [3, 4-d] t°^ya [1, 5-a] fc° 

y ^ ^ 

(111) 8- (N- ^ D7°P tVMf ;l/-N- (4-7;l/to7x^) ^ 
f /V7 5 7 ) -3- (2-^PP-4-7Rv / 7i-/l') -5, 7 — 

25 KP-7n [3, 4-d] t7/P [1, 5-a] t 0 ]]^^ 

(112) 8- (4-^7W5 7) -3- (2-^0-4-^^71 
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—M -5, 7-i^tKn-7n [3, 4-d] t°7^n [1, 5-a] tf 



(113) 8- (N-7°ntVl— N- (4-^^71^) - 

3- (2-^PP-4-^ Y^yy^^;v) -5, 7-^Kp-7p [3, 
5 4-d] t°7^P [1, 5-a] t°}J^v>>\ 

(114) 8- (N-^ntVu-N- (4 — y ^~jv) t^-)VT%J) 
-3- (2-^nn-4-^ Y*r*s7 -5, 7-v>t Ka-7P [3, 

4- d] [1, 5-a] t'JJ^v^ 

(115) 8 -v 5 ^ nr/n \?7V*^-jVT % J - 3 - ( 2 - ^ n n - 4 - h 3f 
10 i/:7:^~>^) -5, 7-^tFo-7P [3, 4-d] h°7yp [1, 5- 

a] t°y ^y, 

(116) 8- (N-^7P7"ntVl/^f/U-N- (4 - MJ 7;Vjru * f/1/7 

^f;k75/) -3- {2-7 un- Y^v-yy a^^;V) -5, 
7-^fcKP-7P [3, 4-d] \?yy*V [1, 5-a] fc° ]) : 
15 (117) 8- (N-v-^ p7p kVl/-N- (4-^^-^7^.-/1^) ^ JyVT 5 
/) -3- (2-^pp-4-^ h^rfy^—^) -5, Ko-7 
n [3, 4-d] t°7y'P [1, 5-a] fc 0 ])?^^ 

(118) 8- (N-y°un°/V-N— (4 -^77 7cc^/V) 7f^757) - 
2- < *^vV-3- (2-^PP-4-^ h^77x=;k) -5, 7-^fcF 

20 a-^n [3, 4-d] VjSxi [1, 5-a] fc-JJ^v^ 

(119) 8- (N - p 7"p tVl^^ f ^- N - ^ f ;V7 ^ 7 ) -2-^9v^ 
-3 - (2-^^-4-^ h^ri/7a.=;V) -5, 7-^tKn-7n [3, 
4-d] tT^^n [1, 5-a] t'yv77, 

(120) 8- (N— i/y fcVi^ ^vk- N - t< 5vKT 5: /) -2 — ^^vv 

25 -3-(2-^pp-4-^^77i^)-5, 7-^Kn-7P [3, 
4-d] \?yV*u [1, 5-a] tfy^v^ 
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(121) 8- (N-7°n tf/P-N- (2 h^W 5 J^jv) 7 % /) - 
2-^^/1^-3- (2-^f/V-4-^ h^7i=/V) -5, 

n-^n [3, 4-d] t°7/n [l, 5-a] v^, 

(122) 8- [ (2S) -1-^ h=3rW ^ 2 — f/U-] T5 7-2 
5 —ff-fV— 3- (2 -7^/^-4-7* b^r^x^) -5, 

-7n [3, 4-d] by/n [1, 5-a] t'H^, 

(123) 9- (3 -^y=f-)VT % J) -6-^^/1^-5- 4.— 
^ h^ri/7x=;k) -7P [3, 2-d] tf^n [1, 5-a] t'U^v 5 

10 1tn j £fcb(D7k.%Q l ®)o 



1 9 . 

(1) 8 — t Kn^fix— 2 —^^/U— 3 — (2-^^/1^-4-^ h^r-jy^^ — 
7V) —6, 7-7tKn-5H-^n^ [d] f^p [1, 5-a] 

15 t"y 

(2) 2 — ^f-/u- 3- (,2.-^^-;v—A — ^Y^yy=^=.;v) -8- [ (2 

5, 4R) -4-^ b^t/^f/H: 0 pi)^y-l--f^] - 

6, 7-^tKn-5H-^P^ [d] t°7V*u [1, 5-a] If JJ 



c5> 



20 (3) 8- (1, 2, 5, 6-ff7t Knt°J)^) - 2-^f^-3 - (2 
-^^71^-4-^ h^ri/7 7 ^^/^) -6, 7-v^tKn-5H-^n^y 
* [d] t7/n [1, 5-a] 

(4) 8- (1, 2, 3, 4-7 1 b7t Kta-f V*rJ V is— 2 —4 M -2- 
^^7^-3— (2 -^^-7^-4-^ h^v-^^^/P) -6, 

25 5 H-^P^ [d] t'7 7'n [1, 5-a] fy^v^ 

(5) 8- ( (3S) -3-^^f/P-l, 2, 3, 4-7h7tFn 
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7i=/V) -6, 7-^fcKP-5H-^n^ [d] fc'^/n [1, 
5 -a] t°y ^v>>\ 

(6) 8- (4-7cc^/^t°^<7v ? i/- 1 — f/V) -2-^^-3- (2- 
5 j^f'/V—A — /' \>2?*/'7s.~7V) -6, 7-^tKo-5H-^n^ 

[d] fr/n [l, 5- a] If^^ 2 

(7) 8- (4- (2-^t3P7i^/V) fcV^7 v 5 ^- 1 — f/U) -2-^ 
3 - (2-^f-^-4-^ h^f^a:^) -6, 7-^tKn-5H 

-S^n^V* [d] t°7y'n [1, 5 -a] t'H^ 
10 (8) 8- {3-^\-^-sD/Vi$~;V-l, 2, 5, 6 — t h 9 t Kb t°JJ v 5 
/P) — 2 — ^ =f-)V— 3 — (2—^^/1^—4—^ h^v-^^^ix-) -6, 7 — 
^tFn-5H-^P^ [d] t7^P [1, 5 -a] try^^> 

(9) 8- (3- (3-^^-1, 2, 4-^-=3rf-v 5 ry— JV- 5 — f/l^) 
-1, 2, 5, 6-f f7t Fnfc°y vyk) -2-^9^-3- (2— p*^ 

15 yy-4-;* h^ri/^^— - 6, 7-i?tKn-5H-^o^ [d] 

t'^O [1, 5 -a] fc°]J 

(10) 8- (4- (4-7on7i-/V) -1, 2, 5, 6-rh7tFDt° 
3*JjV) 3- (2-^^-4-^ b^7x^) -6, 
7-^tKn-5H-^n^ [d] t°7^P [1, 5-a] try 5^ 

20 >\ 

(11) 8- (3— ^yf-jVUr^y) -2-^f^-3- (2-^5^-4-^ 
h^ri/^^-/^) -6, 7-i?tKn-5H-^P^ [d] t°y^r2 
[1, 5-a] t°U 

(12) 8- (3— ^l/J-jVOr^i/) -2- J 3 - (2-^nn-4-^ 
25 h^v^^^/k) -6, 7-^tFP-5H-^p^y^ [d] t'7/P 

[1, 5-a] t°y 
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(13) 8- U-^y^/M-^v-) -2-/^1^-3- (2-ynn-5-^ 
Y^yy=c=-7V) -6, 7-^tFn-5H-^nXy^ [d] 

[i, 5 -a] t°y v^y, 

(14) 8 — fy^P ^°/U^-^y-2-^T/U-3- (2-^Dn-5-^ 

5 v-^7^^/1-) -6, 7-^tKn-5H-^n^ [d] t°^y*t3 [l, 
5 - a] t°]J ^ v>>\ 

(15) 8-(l, 6-^y°$i/^^-A-J /V) tt*/-2-**?/V—3- (2 

f^7x^/V) —6, KP-5H-^nKy 
* [d] t°^yn [l, 5- a] fc°y^v^ 
10 (16) 8- -2-^f^-3 - (2-^pp-5-^ f 

^fV7x=A') -6, 7-^tKP-5H-^n^ [d] t'r/n [1, 
5 -a] fcf JJ 

(17) 8- (4-^f/V73;-/k) — 2 - .?* ^Vl'— 3 — ( 2 - ;>< ^/k- 4 -7* 
Y^r-yy^.^7V) -6, Kp-5H-^p^ [d] fc°^y*tt 

15 [1, 5-a] t°U 5i?y s 

(18) 8- (2, 4-^nn7x=/V) - 2 - ^ 3 - (2-^^-/1/- 
4-^ b^-77i^) -6, 7-^tFa-5H-^P^ [d] fc° 
7/P [1, 5-a] t°]) 

(19) 8- (3- h V 7^to^Wx- y>) - 2-^/^-3- (2-^ 
20 ^/l^- 4 — b^v-7^=/w) -6,7 — i?fc Kn — 5 H- v-y n^i/^ [d] 

fy^P [1, 5-a] fc°y^v>>\ 

(20) 8— (4— 7^ b^rv-y^n/P-) — 2— y^vP— 3 — (2— 7*5^—4 — 
^ f^f^x-^) -6, 7-7'tKP-5H-^P^ [d] f^y* 
H [1, 5-a] t°y^ 

25 (21) 8- (3, 5-^'7Pn7x^/l/) -2-/ 3 — (2— ^^V— 

4-^ h^7i=^) -6, 7-^tKn-5H~^n^ [d] tf 



435 



WO 02/053565 



PCT/JPO 1/1 1581 



vy?T2 [i, 5 -a] t°y * 

(22) 8- (2-^^-;Uy^=^/U) — 2 — y ^JV— 3 - (2-y^/U— 4-y 
h^v^ct^/l/) -6, 7-5?tKo-5H-^c^ [d] fcT^n 

[i, 5 -a] try 5$?^ 

5 (23) 8 - tf y (jl h 3- ^7/W}wk) y ^Vl'- 2 -y 3 - ( 2 - y f- 

;V-4-^f^7i^) -6, 7-^tKo-5H-^P^ [d] 
t°7V*U [1, 5 -a] t 0 ^^ 

(24) 8- 3-v J ^"^y-2-^/U) -2-y 

=f-)V— 3 — (2-y^/y-4-y h^v-^^^/i^) -6, 7— e>tKn— 5 

10 H-v^n^^ [d] fcf^y'n [1, 5-a] t!)5^y 

(25) 8- (2, 4-v 5 ^"^y- 3 — <l/=f~}V) - 2 - * T/U- 3 - (2-y 
=7-;U—4-t Y^yy a^~;V) - 6, 7— 5?fc Ka-5H-^P^[d] 

t°^y*n [i, 5-a] try ^y 

(26) 8 - tf y (^ }- # s^fr/M?;^) y ^-/v— 2 — y *f-;v— 3 — ( 2 — 9 u 
15 I>^7i=/V) -6, 7-i>tKn-5H-^nXy^ [d] 

t° v y P [1, 5-a] t°!J v7y 

(27) 8- (1, 3-t Kndry-2-^ntV^ - 2 - y 3 - (2 - 
y ^/P- 4-y bdrv-^^^/l^) —6, 7-i?tb'ci-5H-^D^ 

[d] t'r/n [i, 5-a] try$s?>\ 

20 (28) 8 - (1, 3 -i?y h^riX- 2 -7"p tT/U) -2-y^/k-3- (2- 
y y y^r-yyau^/V) — 6, 7-ytFP-5H-^P^ 
[d] t°^yn [1, 5-a] fc°y^iA 

(29) 8- (N, N-v^y ^vl^yW^-Y/uy ^vv) -2— _*^vW-3 — (2 
-y^-/y-4-y h^rv / 7^^/k) -6, 7-^tFP-5H-^P^V 

25 * [d] t'7 s /P [1, 5-a] t-y^^y, 

(30) i -v-ry- 2 -y^/u- 8 — fc Kndry- 3 - (2 — ^ n n- 4-y 
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Y^clyy -6, 7—5*1: Kn-5H-^n^ [d] \fnn [l, 

2 - a ] try 5 s^a>&»*ft5it3ft©«fiB i t-iB«^^, *©K&5*w 

5 2 0. ik&fatK 

(1) 6— ^fvt'— 5 — 4 h*V7*-;l') -9- [ (2 
S, 4R) -4 — ;* 2-^ f^^f/Vt'P y v 5 ^- 1 — f/k] - 
2, 3-i?tKP-7B [3, 2-d] t°7yn [1, 5-a] tl^^ x 

(2) 2 — p<^v>— 3- (2— pt^V— 4 — ^ h^ri/^^— /U) -8- [ (2 
10 S, 4R) -4 — 2— ^ h^^fvvt'n y i?y- 1 — f/l/Q - 

5, 7-^tKP-7B [3, 4-d] t°^yp [1, 5-a] t'Hv'y, 

(3) 6 — p< =f~)V— 5 - (2-^^/1^-4-^ h^fS/^ai^/VO -9- [ (2 
S, 4R) - 4 — ^ h3rv— 2 — /■ V * f-jW u ]) 1 --f/U] — 
2, 3-^tFP-t°np [3, 2-d] t'yyn [1, 5-a] 

15 ^ 

(4) 8- (3 -^yf/Vt^fi/) -2-^^/U- 3- (2-^no-4-^ 

-5, 7-i?kKo-7n [3, 4-d] t^^n [1, 

5-a] try ^v 5 ^ 

(5) 8 - }?X (oi ^^71^-2-^^/^-3- (2-^o 
20 n-4— ^ b^v-^oi— /k) -5, 7-^tFn-7n [3, 4-d] t°7 

[i, 5-a] try §^^e>»^«BI*©ttffli ^fB^^-a^ 

2 1. l »c|B(R©— JRS: (I) ^SftS-fb-^W, *©3H5*W 
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2 2 . — )K ( I ) 




(I) 



5 ~otel^0#^StfC^£to£ftV\ ) N 



10 



15 



20 



1 3 



R 2 te 



ii) C 1 ~ 8 TV^/K 

iii) C 2 ~ 8 T/I^~ /K 

iv) C 2~ STVV-^r— /K 

vi) CF 3N 

vii) v-T / s 

viii) - fn, 

ix) N R 9 R 1 0 (£<£ N R 9 &J;t)*R 10 {4^tLW^3£LT. 

(ii) C 1 ~ 4 T/Vdf-ZK 



(iii) C 3 ~ 1 0 (D^m t> L < at*^ 



(iv) 1 
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10 



20 



(v) C 3 ~ 1 0 ©^Sftfc L < te— 



:T5\ & L< Hi ~4#|<D 



1 — 2 f@(D^*M^*5 £XF/-£tc te 1 ~ 2 M^^JI^Sr-^^ 
-T5 3~ 1 OMit b< {l—m^^^-Ctt^r^tbfcC 1 ~4T 

(x)OR 11 (m<P, R ix te 

(i) 7K*M^, 

(ii) C 1~4 7;^/K 

(iii) C 5 ~ 6 <D^*^ 

civ) i ~ 2i@<D^stfw\ i m<Dmmw^&£{$/&f~ u i momnw* 

(v)C 5~6<D)^«^U< tel~2#S<D^*M^\ l^KD^Stjfi^fe 



J; t>V * fc i± 1 f@ ©OT^f^^ft 5 5tfc(4 6M©ft 



-eg 



15 (xi) S H, 



(xii) S (0) n R 12 (1^, nf±(K lffc(12^U R 12 (l 

(i) C l~4 7/^/K 

(ii) C 5 ~ 6 ^M^g. 

(iii) i -2m<Dm.mw^s i ai<^^*m^*5 iuv^fcte i m<v$m.u 

5 * fete 6 M^*#n ^ fete 

(iv) C 5 ~ 6 0^*^t> b< J± 1 ~ 2j|U(DMJg^ x 1 moM^W^te 



It 



$ ^fe C 1 ~ 4 T/l-^/^Mt>i- 0 ) N 



(xiii) COR 11 . 
25 (xiv)COOR 1 \ 

(xv)CONR 9 R 10 s 
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(xvo c 3 ~ i o (Dmnt> l < n~m^mn. 

(xvu) i~4fi©g», i ~ 2 m<Dmmm^-& =t tcm — 2m?>m 

(xviii) ^n^VHK^ CF 3 , OCF 3 s v'T/> = hP s NR 9 R 10 , OR 
5 i\ =N-OR 1 \ SH S S(0) n R x \ COR 1 \ COOR 11 , CONR 
9 R X \ C 3~1 0©^lfcU< f±Ziai5*^#ai, feJ:t^l~4fi(D»E^, 

1 ~ 4 T/^^r /^£r*fc> U 
10 R 1 3 f± 

(ii) C 1 ~ 4 T >V5r;V s 

(iii) C 2 ~ 4 T/l-^^/K 

(iv) C 2 ~ 4 T/l/*r~;K 

15 (v) C 3 ~ 1 0 ©l^Slfc L < te—Wi&fiiMWL, 

(vi) 1 ~4iHI^S*MT-, l~2fi«*Jg-^*3j:^/^fc{41~2j(i©^ 

(vii) c 3 ~ i o h l < f±^ai^*iRT?H * w: i ~ 4 m<D&mM^ 
i-2m(ommm^^/^t'm-2m<D^Mm^-^^-t^ 3~i o 




[m§ll~3fittI$titV^^ t> L < tt*£gifc£> C 4 ~ 6 ^*St^ 

25 ^tatmmm^s m^m^tftnuMB^^ < t % i fiNr#i-<5 4 ~ 6 
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R 1 U. 

(i) l~5fi©R 14 irtt$|£avCV^;^k L< ftjllftOC l~8 7/^/K 

(ii) 1 ~ 5^(£R 14 Tgife&;ft/rV'»5i&» 1 fe L< ft*ig^:(DC 2~8 7/^- 
5 /K 

(iii) 1~5#|C7)R 14 T^^$^-CV^^^ L< ttiIi©C2~8 7M= 

(iv) N R 4 R 5 0£*K R 4 fcit;R 5 i^tim*iL-r, 

(i) zk^J^^s 

10 (ii) l~5i©R 17 ttM^TV^^fct< ft&gifc© C 1~1 57 

(iii) 1 ~5i®OR 17 -eB^$HTV^5^^ L< (4«g^©C 2 — 1 5 

T/i^~/K 

(iv) 1 ~ 5i@<DR 17 t?e^$^TV^6^^ b< «*Sff$^<DC 2—15 
15 T^^r=/K 

(v) 1 ~ 5j@|<DR 18 -eBm£;^Tl^;^t> L< fi*HB$&© C 3 ~ 1 5© 

(vi) l~5i©R 18 T 5 fj|$tltV^^'b L< ftftftt^© 1 ~4#I© 

1 ~ Z&<OW&Wft&&&/'&1tXZ 1 ~ 2fi©$tJ||^£# 
20 tt5 3~15l©fgtt<liZf^tif^St)t 0 ) ^ 

(v) OR 6 (gtf> N R 6 « 

(i) tRMC^ 

(ii) C 1 ~ 1 0 TJV^jV, 

(iii) C 2 ~ 1 0 TJVtr^jV^ 
25 (iv) C 2 ~ 1 0 T/^=-JK 

(v) l~5j@(DR 18 l?«^ttTV^5^^ L< H^g#<Z)C 3~ 1 5© 
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10 



15 



20 



mat t l < w: zatstR**, 

(vi) 1 — 5 4@<£>R 18 -Cffifc$;iXTV^a>& L< 1 — 4|g<D 



$Tt & 3 - 1 5 M t> b < ft— j£5£jg^gjt N * fcfc 



(vii) /n n ?lsW.^ CF 3% OCF 3N -fn N NR R N O 

R a \ =N-OR 1 \ SH N S(0) n R x \ COR 11 , COOR 11 , 
CONR 9 R 1( \ l~5fa<DR 18 -T*M&:£tlX^%>fr*> L< nMWMO 
C 3 — 1 0©¥i 1 bt<»-^^i> *5j;r^l~5fi©R 18 t? g& 
£*l/rv>*fl»fc L<{iiIt©l~4fi©I*I^ 1 -2{i<Dg?Stlfr 
^38 £ Xfi/S1tn 1 — 2111 OSHM^^^ft?) 3 — 1 0M(DWti 

(vi) 3 H % 

(vii) S (0) n R 7 (Sf, nttffifB£I^CS:5fc&^fc>U R 7 {± 



(i) C 1 — 8 T/l"¥/K 

(ii) 1 — 5i@(DR 18 ^Bm$tLTV^^^^L< fi&Bife©C3~l 0 CD 



(iii) 1 



(£> R 



1 8 



25 



(iv) 1 — 5f®<^R 18 -eg^$^bTV^§^t L< «iEff#^C 3 — 10 
L < f±Ziat5*£i*at7?* ^^»l~5|icDR 18 $ fix V > 

/&1t}± 1 ~2fl(D^||Jl^-S'#^"i~S 3-1 OlO^gt L< Ji~ 



(viii) COR 6 , 
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(ix) COOR 6 , 

(x) CONR 4 R\ 

(xi) NR 8 COR\ 

(xii) NR s cooR 6 m*p. R 6 nmztmcMM%m&L^ R 8 n 
5 a) T^mw^s 

(ii) C 1 ~ 8 7Vl"¥/K 
(Hi) C 2 ~ 8 T/Vfr~ /K 

(iv) C 2 ~ 8 TA"*-~ SK 

(v) l~5i@CDR 18 T?S^^tLTV^5^% L< fi&g&OC 3~1O0 
10 #91 h L < fi— gtS;^*^ 

(vi) 1 ~ 5{H<£>R 18 -eg^^^LTV^^i^ b< ?2*SBI&<» 1 ~4flHO 

i ~ 2-fi^^*^fe=tt>v*fc(4 1 ~ 2'iii<^wis^ ; sr^" 

f t5 3 ~ 1 0 t < *fcf3 

(vii) /Nn^rV|g^ N CF 3N OCF 3> ^7/, ^fn, N R 9 R 1 \ O 
15 R 1 1 > =N-OR n , SH, S(0) n R 12 N COR 11 , COOR 11 , 

C 3~1 0©^SSt) U< fi~SSSL^^jil x ^J^l — SlH^R 18 -^^ 

*3xTV^ b< KtflHBfe© 1 ~4fe<£>^iftM^\ l ~2fi©SSRJH 

-?*3=tt> > /*7tfil~2^1©fiifE^- : f^-g-^i-S 3 — 1 0gk<D)$mb 

4 7/^/I-^tH„ ) „ 

(xiii) NR 8 CONR 4 R 5 , 

(xiv) 1 ~ 5j@<^R 15 -ett^$^"CV^^)^ L< f4tEg$^C0C 3~ 1 5 (D^ 

25 (xv) l~5i|§COR 15 Te^r$nTV^a^^L<ttMgm<Dl —4^(7)^*1^ 
•7^ l~2fl©»*JK^i^/*fettl~2^©«||JR^^^rt-5 3~ 
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1 5 I©^S t L < (tr Wiil:*^ 

R 14 J4(a)^c^>-jj^ (b)CF 3 , (c)OCF 3 , (d)v'TA (e)~f>n, 
(f)NR 4 R\ (g)OR\ (h)=N-OR\ (j)SH, (k)S(0) n R\ (1) C 
OR 6 , (m)COOR\ (n)CONR 4 R\ (o)NR 8 COR\ (p)NR 8 CO 
5 OR\ (q)NR 8 CONR 4 R 5 , (r) 1 ~ 5 fl§CDR 1 5 -?B$&£ tl/CV^^ti U 
< F±*IBlfe©C 3~1 5©^HIt> L< t±~ »SLK*S!tx *fcf3(s) l~5ffi<£> 
R 15 -T?ff^^tbTV^^t> b< l~4i©gig^ 1 ~ 2<fH|cD 

10 R 1 5 {4 (a) C 1 ~ 8 T/V^/K (b) C 2 ~ 8 T/l-^^/K (c) C 2 ~ 8 T )V^r 
-/K (d)Cl~4 7/^^ (CI — 4) TV^/K (e^P^JR^Ts (£) 
CF 3 , (g)OCF 3 , (h)^TA (j)^hPs (k)NR 4 R 5 s (l)OR\ (m) 
SH, (n)S(0) n R 7 , (o)COR\ (p) C O O R \ (q)CONR 4 R\ (r) 
NR 8 COR\ (s)NR 8 COOR\ (t) N R 8 C O N R 4 R \ (u)l~5fi© 

15 R 20 -egm^^Tv^^^^ L< nffiw&wc 3-1 0©l£S|tt>L<ttl3lt5$ 

j%mn, (v) i~5{@<DR 2o -r:em$ 4 x-cv^^^b<{4Mm«i~4'fiii(D 

5 3~10l©^itL<(tMii, (w) ^ * ^VJj|H\ CF 3N OC 
F 3 , ->Ty\ NR 4 R 5 , OR 6 , =N~OR\ S H s S(0) n R 7 , 

20 COR 6 , COOR\ CONR 4 R\ NR 8 COR\ NR 8 COOR\ NR 
8 CONR 4 R 5 s 1 — S^cDR^Xtf^tLTV^^t) C< ttitt©C 3 
~1 0©fii)L<fiZSSM^ *3=tTj<l — 5{IM(DR 20 ^ft^$tLTV^ 
5^ % L< Mffim^) l~4l@<Z)^l!tIjfH\ l~2{@«*j^:}oJ;tJV / * 
fcf4l~2f@«^M^Sr-aWi-S 3-1 0*cD#gjt& L < teUSS^®** 

25 ^bH«Yl<5Sl — 2{H^B$l$;ftTV^C 1 — 4T/l'3Vl'£^:bU 

R 17 tt(a)AP>r'yI^ (b)CF 3 , (c) OCF 3N (d)i/7V, (e)~bn, 
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(f)NR 9 R 10 , (g)OR x \ (h) = N-OR 1 \ (j) SH, (k)S(0) n R 12 s 
(l)COR 11 , WCOOR 11 , (n)CONR 9 R 1( \ (o)NR 8 COR n s (p) 
NR 8 COOR'\ (q)NR 8 CONR 9 R 1( \ (r) 1 ~ 5 fgOR 1 B -Cg&& tt 

5 (s) 1 ~5j|H©R 18 -effm£;tX-CV^^t> b< l~4fla<D^Jg 

R 1! li(a)Cl~4 T/l^/K (b)C2~4 7;V^r=- /V, (c) C 2 ~ 4 T/Vdf- 
~/K (d)^u^^m^ (e)CF 3 , (f)OCF 3 , (g)^7A (h)~hn N (j) 
10 SH. (k) S (0) n R 12 , (1)NR 9 R 10 , (m)OR x \ (n)COR 11 . (o) C O 
OR n s (p)CONR 9 R 10 % (q)C5~6©Ms (r) 1 ~ 2<@<D^JlH\ 

*fctt(s)C5~6©^*ai*fcttl~2fl©ffi*J)R : f-> lf^^tDfC 

J: V/* tt 1 ffi^MJlCi^'a ^i" 5 5 * fc tt 6 M c9iS*«l?fi^r $ 

15 ftfc Cl~4 r^*-^*ellifl$ixfc C 1 ~ 4 T/^dr/l-St> U 

R 19 (iCl~4 7;^;K ci~4 7;^^ ^n^^H^ CF 3 . O 
CF 3N v'T/, —be. 757, NH (Cl~4 7/^/V) , SsfcfiN (C 

R 3 {-i(i) l~5#lcDR 16 {Cj;o-Ce^:^tbXV^5C5~l 0<Di£St^L< 

20 I±Z1#5^*#, ^fctt 

(ii) l~5fi©R 16 fcJ;orB*^tt"CV^ l~4#©S*ig^ l~2i 

©S$*MT-fej;t> , /*^f±i~2i®cD«ig^^#i-6 5~l 0M©^l 

R 16 {^ 
25 (a) C 1 ~ 8 T/l^/K 
(b) C 2 ~ 8 T/V-^^/K 
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(c) C 2 ~ 8 TVt^—zK 

(d) /M=? ^>JIH\ 

(e) CF 3 , 

(f) OCF 3 , 
5 (g) v-T / N 

(h)= hP s 

(j) N R 9 R 1 ° N 

(k)OR 11 , 

(1) S H N 
10 (m)S(0) n R 12 , 

(n)COR 11 , 

(o)COOR 11 , 

(p)CONR 9 R 10 , 

(q)NR 8 COR 1 \ 
15 (r)NR 8 COOR u , 

(s)NR 8 CONR 9 R 10 N 

(t) c 3 ~ i o (umm l < f* - sb^3(iis, 

20 (w)^P^y||^ CF 3N OCF 3N v^7A - fn N NR 9 R 10 N OR 11 , 
= N-OR H , SHU S(0)„R 12 , COR 11 , COOR'\ CONR'R 1 
\ NR 8 COR x \ NR 8 COOR 11 s NR 8 CONR 9 R 10 N C3—10O 

^joJ;t>V^/t«l~2#l(D^Jg^-Sr#Wi-S 3 ~ 1 0M©^gt L< f± 
25 ^^H^S/S^jI^SK l~2i®l?ft^:§tLXV^C l~4T^3V^£r 
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X 5 1 # & £ $ ft £ gift © fcftft J: t>V* fc ft W£iJ 0 
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40.0 
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M 2 
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M 
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u 4.0 

| 3.0 
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' 1.0 
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30 
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